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(54)Titlc: NITROGENOUS HETEROCYCLIC COMPOUNDS 



(1) 



(57) Abstract 

Nitrogenous heterocyclic compounds ot 
general formula (I) and pharmacologically 
acceptable salts thereof, which hinder the \ 
phosphorylation of PDGF acceptors and the 
abnormal proliferation or migration of cells and 
so are effective in preventing or treating cell 
proliferative diseases such as arterial sclerosis, 
vascular reocclusion diseases, cancer and 
glomerulosclerosis, wherein V is oxygen or 
sulfur; W is 1,4-piperazinediyl or 1,4- 
homopiperazinediyl which may be substituted 
with unsubstituted alkyl on die ring; X is 
nitrogen or C-R' . Y is nitrogen or C-R' and Z 
is nitrogen or C-R^ . with at least one of X, Y 
and Z being nitrogen; R* is M^og^"' Kctih.ti.^ rvrlnalkvl or the like- R^ is substituted alkyl, substituted or unsubstimted 

«Aeli isthesameasdefmcdaboveforR-andR' .s hydrogen or -COR . 
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I 

mb<mmm(Dfim^7)v^)v^m^mb. r' H:a^7^=^^;i/S. mm \ 
b<mmmmm^7)v^)vm^^^b. R^ r\ R'i5i:UR'\m-'^tz 

R'immR'tmmxh^. R'it7iim'F^rz\t- cor' ' ^^t) x^^n 



AM 7^'i-=^7 

AT t-:^hyr 

Au :r-;xh7JJ.r 

AZ r-tf/u/MS/^rx 

B A iKX=r • 

BB >'<7l'/<K;^ 

BE ^/l'^— 

BF •f/^^i''y7y 

BG T'A'^lJr 

BJ -<ty 

BR 7^7 

BY '^yvi — V 

CA J&t^^ 

CF (fAT71J*#»S 

CG ayxJ— 

CH 

CI 3-h-i/iST-/W 

CM ^^/v-:^ 

CN 

CU ^< 

CZ f-xyaftftS 

DE 

DK fy^"^ 

EE h=.r 



E s ;^'<>f V 

Fi y^yyyY 

FR 77^^ 

GA iS^y 

Si ^':?T 

OH 

GM iCfyJfT 

GN ^¥=7 

GW '¥srif1h'> 

GR ^'Ji'^ 

Hu /^yjtf';- 

ID ^yK*'>T 

IE r-f4^7XK 

IL 4%y^A^ 

IS r^;^9>'K 

IT ^^"jr 

KE ^r=r 

KG '^A^^T^^y 

KZ *97^*y 

LC '^yVA^'^7 

LI y t7'y5/»^>fy 



LK T^^'yyii 

LR U'^yr 

LS h 

LT ^)V7=^7 ^ 

LU A^^-ty-^A^if 

Lv 9h^y^r 

MO 

MD *yI/K!y7*»S 

MG -r^f!7.i3A^ 

MK vyK=r(B3.-:J;t 

ML -rj; 

MN *y='4' 

MR *-yi'=T 
MW 

MX ^^i^^ 

NE s^i^x-;!' 

NL :4*7:^y 

NO /-^^{'x- _ 

NZ =i»-":?-7l^K 

PL i^-yyV 

PT JKA'I'JtfA' 

RO A-^=T 

RU De/r*« 



SE T^^A-fy 

SG v;^jtfzK-/w 

SI ;CDiyx=:T 

SK ;^D!^r*rft«s 

SL v'X7W:*'^ 

SN -fe^^tf/U 

sz ;^7S?7i^K 

TD ^ir-K 

TG h-=' 
TJ 

TM ^=-7.9y 

TR KA'a , 

TT Hl=^y-K' 

UA 7^7<r 

UG 5'i/>'y 

us iKS 

UZ ^%^^7^9y 

vN ^^-<xh•^A 

YU a.-if;^7li'T 

zw ^^yf^-fy^ 
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"IrtLT^^LXl^^^^ltfimibtlTl^^ [-feJKCelD, 46. 155-169 (1986), 
■y-<X> 7. (Science). 253, 1 129-1132 (1991), B*Ell^. 50, 3038-3045 (1992), 
^yu-JV-^y^J)]/' h 5 >;^y7 > h (Nephrol Dial Transplant), _10, 787-795 
(1995), ^ H----r>^-:)-v 3 "tJKKidney International), 43(Suppl. 39), 
86-89(1993), 'J ^ • ■t':f • "J zl-T h □ v- (Journal of Rheumatology). 
21. 1507-1511 (1994), 7.tl yi^i-\d7 >• i^^^-tJl ' tzf - ^ L Ui?- 
(Scandinavian Journal of Immunology). 27. 285-294(1988)^] . 

6 5 1 2 ( 1 9 6 8) IC, N. N-v^^Jl'-4- (6. 7 -'y}^h^y-4- 

Tli^o Sfe, 2 0 8 9 1 li3cfcC>'W09 6/0 9 2 9 4ll, -y^ h 

/-(Pharmacology Biochemistry and Behavior), 53. 87-97 (1996)^=^0^3- 
U\d7> • • tZf ' yt)l • h U- (European Journal of 

Medicinal Chemistry), a 417-425 (1996)fC, v7ife>§W7:^- 

h'J-dndian Journal of Chemistry). 26B, 550-555 (1987)lC, 
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ttz. ?DQ?^^i^^)>mim^mtLx\t. wo9 2/2 o e 4 2(1. t'7>t 

U1J— ^(Cancer Research), 54. 6106 (1994) Ic^y^-y-'J >^^fl^;6S^6n, ^ 
^¥6 - 8 7 8 3 S.z/>mUmm<^nx^^^o ^i\ZQ:^m^^iXl 

6¥^(^iR) 1996. ^Itll^ft2, 275-<-v'. 29(C2) 15-2(c:. i^?^h^'y^/Vym 

:^^m\t. -PSt^ (I) 



^cCoT i~4i@co7;i'+;i/S-efigi$nTViTt)ckti i , 4 -kr^^v>v<;u 



w 
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-jps, m^hb<mmm<D7y)v^)v^. mws:hv<mmm(D^y'u7^) 
Mj^t)L<{i#fi^©'\xD7U-;P7;i^^;i^S, -cor'" (^4^, 

R'^fiR'^isi^T^^) tfcfi-sojR" (^^. R''\tmm'bb<mmm 
(D7)v^)v^, mmL<mmm(Dmm^7)v^)i^. mmiKmrnmo 
mm^m^m^. mm%b<m¥m^o7)v^~)im. mmhb<\ti^mmo7 
m^tL<mmm(D7^j'-)v^. m^tb<}tt¥mm(D7y)v^ 
)vm. mmh i < «#m*S(Z)axp7 u -jvm^tcitm^^b < tt^amo^x 
□ 7U-ju7;1/+;L'S^ST) ^^b. r\ r\ R'i^^z^R'im-^rcit^ 
r^oXTi^mm^. Au^ym^f. mmhb<mmm(D7)v=^)im. =^hn^. 
>'7/s, -OR'' [^^. R''\tmtiR"'tmmr$>^f)\ -cor" {^^. 
R^'^mmR^'tmrnx'^)^) sfc^-so^R'" (Stf. R'niHfiiBR"(i:isig 
-c^s) ^£^1-] , -NR'^R'" {^^. R''\muR"'tmmx'$>f). R'ni 
mtiR'''tmmr$>^f)\ -so^r" i^^. R''\tmmR''tmmx$>^) s 

—C-R'" 

[^^. x'^tmMm^ttc^mnm'F^^b. R^^tR'^tmrnxh^p. -o 
R" i^'^, R''\muR"tmmx'&^) s^ti-NR^R^' R^ns 
mmR"'t^mx.$>K). R''^tm^iR"'tmmx$>^p. R'^tR^'-^mi^t^ 
mm=Ft~mztj.-Dxmmh b < mmm(Dtmmm^m^m^^^t) ^ 
St] ^^tii\ R''tR"m^t^^mw.Tt-'mzti'Dxmmb<m^ 
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— s- 




,22 



m^n 0) ttR''\mmR' ' tmmx'&r) . mf)^2(DttR''\mtiR''tmm 

{^<^.R''ii^x:^R''\m-^tz\tmox'tn'enmiR''tmmx$>^f)\ 
R''t R''tmmt^^M^.irt-mzTi-Dxm^hi<mm^(^t^mM 
m^mm&^^t) ^mt] ^fc\t-coR'' i^^. R^'^mmR^tmrn 
x$>^f)\ -OR'' (s*, R''miBR"'tmmx$>^) trz\t-NR''R'' 

{^^.R''^^UR''\m-'^rz\tm'Dx^n'enmuR"'t^mx$>^^\ 
R''tR ''■^mmr^^mm^Ft-mzti.-oxmmhv < mmm(7)^^mmm 
^mmm&^^t) ^^t] ^^t^\ R\ R\ R'i=^UR'(D'D-^<DmK)$> 

r> 2r>t'^--mzfs.-oX:^=^VyVi^^v^fz\t'S.=S-Vyvt^v-^^-tfS'. R\ 
R \ R '43 J:t;R ^ Sc^l?!? 0 * ^ 2 0;&i^n^*n«^-r5 2 OO^^M^i 
-«|{C^CoTt^fet<(i#l^<?)7x-;i/SS:J^fiK-rS:<i\ R' tR\ R'hR 
''t,tz\tR't R'ii^^^^X\.i)mm-^ 2 o (DrnMU"^ t-mzfi-:>X 



«T'S§) 5:^L. Q'«tfftBR'"ch[^«TS2>A\ -NR"R" it,^. R" 
43j:tKR'-tt|WI-Sfc{iS?^CoT^n^*nmIiHR'"<!:^«TfeS;5\ R"tR'^ 

^^1-) ^fcH-SR'^ (i^tf, R'niila2R"'<!:|5]eir^§) ^ST] , ^fz 
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s36 



N 



336 



N' 



R'\mmR''tmm'v$>^f)\ /\uy>m^. -or'' (ict, R'^^tm 
iRR^tmrnrs!)^) . -sr^* i^^. R''\tm^R"'tmmi!$>^) i^rz\t 
-NR^R^" it:^. R''\mt&R''tmm-c$>D. R"''imuR"'tmmr$> 

R''tR''*mmr^^mm^t-mzu-DTmm^b<mmm(D^^ 

R'itmBR' tmmr$>^) ^mi. x\t^mw.^i^rz\tc-R' i^^. R'\t 
7jc^iii^*^ctt-cooR'' {^^. R''\tmuR"' tnmi!$>^) ^mt] ^ 

^m^Mmit'^'^t.rzittomn^mzn^^n^mzmt^o 

^wm^mt*^. 'cn^<,t:$i^m<D!i!-tbim^7Rth(Dx$>ox, 
\z^^xm^-^ri^h(Dx\tti^\ 
-^s (I) (D§S(D^«ic43tiT, 7)\^^)\^mtbx\t. w.m^rzit^t&'^ 

-rv:/^;u. sec--/5^;u, tert-^5^;i., Ky^)V. <v^y^)V. :^t^>^ 

5 



wo 98/14431 



PCT/JP97/03510 



;k ^7'^;i/, =rv)V. ^y'r'y)Vs Kxv;i/, 

a:/^;1/. y^Dti7^)\,. '>^:7o Hx->;i/^©*SiC©S> 1.7. 

y - 1 H-< >x-;i/. 4 - A^'>;i/t*s>^ □ [2. 2. 2];ti7 5';ni(D#iJC 
tf7r:;u. tfoUi^-;!/, tf^Uv'::;!/. ^;^;}^lJ-j^. 5^;}-^ 

SiLT«> tfPUv-;U. hf^UvV. *^:tf^UvV, t=E 

pu;i^, if^yu;!^, huyyj^u. f-hyV^))^, ohuji/, 

i-yo^-;i/, <v:/P^r:;i/, ^p^;1/. ^>f-- 

zfun)V^)V. <>^-;i.. ^^v-)v. ^^f^-ju, 

^>xt K'jJi', h'J5^;i/, -rv^^^^)]^. i-y=f-)Vj-=}-)V. 7x- 
=^:h>/ij-;k 7^'7v-;i/> +y=^^ij-'J:i;k :^75^'J •>>y'jz;i/, 
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^yvt^^'/^))^. ^>y^7y'Jji/, yu:i;i/^/{)^'#if bti^o axo 

S: ^+VS; Apy>lf^;raS7;i'+;i/S; 7'J-Jl/S:l!g^^1i^^S ; 

: Jf;;U5;i/S ; R^'CO-E'- (^l^, E'tt#ilS^S;^c«^^ 
m^^SL, R^^«7;U+;i/S ; mm^7)V^)lS ; lil^^llS* ; 7;i'^r- 
: 7)l^~)V& ; g^t)b< til^fil|(7)7U->)l/S ; 7 7^+;i'5 ; ^xD 
7'J-;L'S; AxD7U-JI/7;U^;i/S:7JU3:^^vS; h ij 7)VtO)f.^)\,m ; 
hU^JL'rtD^ h + vS ; iiHS^7;i/3 + ->S ; O-fli^SIS^Sfiiat Vu^ 
y)vm : 7;i/^-;i/:r+i/* ; 7;U^-;i/:t4^vS ; Sg|=bL< «#g^07U 
-Jl/^j-:*^^^ : 7y)l^)\^:i-^'>^ ; A-ra7 'J -JP:^-+->S : '\xP7U-;u 

7)vu^ym ; 75 ya ; 7;i/+;u7ay« ; iii^^7;u+;i/75 ys : N-m 
miS:mmmm^7 5. y ^ ; 7;u^-;i^7s/s ; 7)v^z.)U7^ y&; mmht 
< mmmo)7^j- )i7s.ym 7v^^)\^7%jm ATP7'j-^7$ys 

Sfc«^xP7U-;!/7JU+;i/75y*S«-r) ; -NR^'R^' (iCtf, R''43 
ckt;R--'«|5]-Sfc«S;Sj:oT7Kmmi^ : 7JL'=^^;i<'S ; mm^7)V^)m ; 
^^g^SS ; 7;i/y-;i/S : 7;i/+-;i/S ; M^feL< «I^MmcD7'J-;i/a ; 
7 7;i/+;i/a ; 'NxP 7 U ; axP 7 U -)V7)V^)Vm ;7)VtiJ-( ; 

)iiM^7;i';^y<.;i/a ; ^m^^m^i3)Vt^:^)vm ; 7;i.^/i';us ; 7;i'=iry 

<J1/S ; S^fet<«I^B^©7P'1';ua ; 7 y )V^)lts)Vts::.)V^ ; ^xP7 
U-Jl/;^;P4^r:jpa ; ^tU7 ^}-)V7 : 7;i/P^i>;^j;i/4? 
; mm^7 )Vn^iyti )Vifs-)V^ ; 0 -fllS^Mj^MMk Hp + v;??;!^ 
: 7 )V^~)Vt^i^ti ; 7Jl'^-;i/t+x;(3;i/4^^;i/a ; g 
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» ; Tji^^xjit^-jvm : mm^7)v=¥^7.)vt^z.)i'M ; J!ls^1s^sxJ^7^^ 
-;us ; 7)V^z.)i7s)Vts=:.}i'& ; 7;^+-;^x;^7|^-;^s ; M^fe l < 
^©7'J->ii'X;i'*-;i/S ; 7 7;1/=^^;ux;I/4n:i;1/S ; '\TP7U-;^7>;^7i^n 
)V&^tz\t^'rU7 ^) -)V7 )l^)l7.)Vts:z.)l^^^t) : 'i7l/-r HS ; ^t^ 
KS ; 7JHi + v;<j;i/7j^-JU7ayS ; Bm^7 JVu^'y:}: )\,t^~)l7 2. y 
S ; 0-Ji§S^^g^^gmt Ko + ->:<3Jl/^-;i.75yS : 7;i/'>--;i.t^i>;«3 
;i/j}^-;i/7^ yS ; 7)\^^=.)l-t^'yti)Vt^~)l7 S. : fi^feKttl^Mm 
(7)7'J-;i/^=^>':^;U4^z:;i/7ayS ; 7y)\^^)Vt^yti)Vt^=.)V7^/m ; 
^xD7U-Jl/^ + ->;^;i/4^^;i^75 yS ; ^tP7U-;I/7;Hi + >';^;1/5}^- 

;u75ys : 7Ji/p+'>s ; )ii^S7Ji^p+->s ; o-mm^m^mm^}i Ka 

^v-il^S ; 7;P'ir-;i.:t=^->« ; 7;i/+-;U^4^->S ; g^fe L < Hl^sm(D7 
^)-)lt=^'yM : 7 7;i/+;U^4^>'S ; axP7 U ; atP7U- 
)V7)]/3:>r'ym ; ; h ^} 7 )ltu ^^)IX)17 ^ ; 7;i/+;i/X;i/ 

7^ - ;us ; )!i^^7;i'+;i/7>;i.7^-;L'S ; li^^1i^m7;;i/7^ ; 7 

)Vtr-)V7.)V7^ ; 7;i/^-Jl/X;U7 ^ : aglt)L<H#MM©7 

|j-;ux;i/7^' -Ji/S : 77;i/+;i'X;i/7^ ; ^■rP7'J-;i'X;i'7^ - 

^rP7U-;L'7;i/+;i'X;i^7^:i;i/S; -SO2R'' (iC4', R'^ihU 

7)itD)<^)vm ; 7;i'+;i/S ; )ii^^7;i'+;i.« ; mm^mmm^ 7)i^=. 

; 7;U^-;i/S : gi^lfcL<^il^l^^07U-;^S ; 7y)\^^)]^m ; ^xp 
7'J-;i/S : '\xP7U-;i/7;i'+Jl/S ; 7;Pn + vS ; iilSiC7;m + ->s ; 

KP+i>;ps ; 7;^';^-;^:r4^vs ; 7)v^-)i^^y 

S ; M^feL<«^^fi^07U-;L':t=l^^>S ; 7y)l^)lt^ym ; ArP7'J 
-Jl'^^^vS ; '\TP7'J->'l/7;UP + i/» ; 75yS ; 7;L'+;U75ya ; m 

m^7)V^)i7^y'& : N-)igSi^li^^fim75y«: 7;i"^-;i'7$ys ; 
7;p+-;i/75ys ; glfefeL<nim^(7)7iJ-;i/75ys : 77;i/^;i^75 
yS;ATP7U-;i/75yss/i}iATP7'j-;i/7;i^+;i/7^y*^g-r) ; 



8 



wo 98/14431 



PCT/JP97/03510 



t^'ym ; g^feL<«^^gg|cD7U-;i^x;i'*-Jl/t+i>S ; 7y)V^)V7.)V 

t^iDVt^'y^ ; ^TU7^}-)V7.)Vt^z.}Vt^v^ ; □ 7 u -;^x;^7}^- 
;^^=^^>S ; S -G'-R'^ (iCtf. GUimsg^, COS 

BM^Sii^^S ; 7;i'^r-;n ; 7;p^^;i/a : g^fe L < fil^g^(D7 u 
S : 77;u+;i'* ; ^TP7U-ji'a*fcti'\xD7U-;i/7;i'+;p»5:^-r) 

^'^^mmmmm. i^7u-ji/S, m.mv)v^)vm. s^Axo7u-;ug, 

S^'\xD7U-Jl^7;i/4^;i/S43ci;D^gm7x-;US(Dg^S<!:LT«, |h1-S 
rc«^?ti:oTg^^l~3©, ^aj^fi- hDg ; ->7yS; kKa + xJUS; A 
ay>Mi^ ; ^^l/>v:t4^->S ; - (OCH2CH2) „0- (^t. nttl- 
erosi^saf) ; hU/5^i/>S ; h >J 7;i'^n/^;i/S ; i>y)Vtu^ 
->S : Y^i7)Vtn^V^=ym ; 7vl>*S ; ^^v7:f ; g^feL<«^^g 
m<D7)V^)Vm ; gglfe L < ttl^gm®JjiSiC7;i'+;i'S ; liiS^^i^^S ; 7 
;U>^-J1.S ; 7)V^z.)Vm : g^feL<H#g^(D7U-Jl/S : 7y}V^)Vm ; 
AxD7U-;US ; ^r0 7'J-;l'7;i/+;i/S ; ts)Vt^^y)V^ ; ; 
R''CO-E=*- E'\tW^'t^tz\tmmU'f-^^\^. R''\t7)V^)V^ ; 

h U 7)Vtn)<^)l^ ; fli5l^7;U+;PS ; mm^mmm& : 7;i/^i:;i'S ; 7 

;i/+^;ps ; stJifeL.<«^gi^o7U-;i/S ; 7 7;i'+jPS : ^f-u7^)-)V 
S : AxP7U-;i/7;i/+;PS ; 7;H3=^^vS ; iit^^7;m=i^va ; 0-mm 

^m^mm^h KD^^i/jUa ; 7JU^-;i'?r+vS : 7)V^=.)lt^iym ; g^ 
t)L<tt#g^(7)7U-;P^=\^vS ; 7y)[^^)Vt^y^ : '\f-P7 U 
vS ; atP7U-;1/7;P=i + vS ; 7= ; 7Jl'+;i/75ya ; fim^7)\^ 
+>il/75yS ; «^SIfeL<Jil^BII©N-fll^^^«^Mm75ya ; 7;U^- 

;i'75ys ; 7;i/=^^-;i/75ys ; g^feL<«l^g^cD7U-;i/7$yS ; 7 
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yS^ST) ; -NR^'R^' (iCcji, R^»i5j;UCR^««|Wl-SfcttSy;j:oT7K^ 

m^f- ; 7;i'+;i.s : ^iS5:7;i'+ji'S ; mm^mmmm : tju^t- jus ; 7)]^^ 

-;i/S ; li^t)b<ttl^l^©7U-Jl'S ; 7y)V^)\^m ; ^xP7U-Jl'S ; 

^tp7U-;1/7;1/^;us ; 7Ji/*y^;n ; iii^S7;i/:^j/<;i/S ; mm^^ 

^mti)lt^:^)V^ ; 7;U'^ry^;i.S ; 7;P4^y^^* : g^feL<«l^g^©7 
P<;i/S ; 7y)V^)Vti)Vifs-)Vm : Af-n7 U ; AXD7U 

-)V7)V^)Vti)VTf^-)v^ ; 7;i/3=^>^:^;i/j}^i:;i/S ; ]iga^7;i/^=^^v;^j;i/Jt^ 

-;i^S ; O-Hi^^^i^^gjit h-p + y;f7;i.:}^-;i.S ; 7)V^:i)Vt^'yti)V 
; 7JU^r;i/^:^v;ti;i/:j^:i;l/S ; mmhL<mm^(^7\}-}V^^ 
i/:^j;i/:j^-;i/S : 7y)V^)Vt^'ytJ)Vt^=.)]^m ; ^xP7 U-;l/^=^>'*;i/^ 
:i;i/S ; AxD7'J-;i/7Jl/^4^v';^;p:^-;i'a ; 7)\^^)V7s)Vts-)Vm ; 111^ 

^7;L'=^^;i^;^;i/5i^-;i/S;)iiS5^ii^Sx;i/*:i;H;7;i'^r-;u7>;i/*-;us ; 
7)i^zL)ix)VtsiL)v^ ; Mi^feL<«^m^©7U-;i';;;p*-;i/S : t^ju 

^)V7.}Vt^:z)im;^7-o7V-)l7.)Vt^=.)i'mtrz\t^f-n7^J-)V7)l^)V 
7.)Vt^=.)Vm^mt) ;-CBNRxRy B tt^^J^i^SfctiEUHlIi^ 

sat. Rx.RyU, |sI-Sfc«M7itoT7K?^Ii^, l^fe t < (il^M^©7Jl/ 

^Ji/*, s^feL<til^®mrofliss:7Ji.+;i/», fi^fe L< «i^fi^cosg^^ 
^i^SS, fi^'bL<fii^^^(D7;i^'5r-;n. B^fc L < n^m^o7;^+- 
;^S, g^feL<tt#g^(D7U-;i/S> M^feL<tt^^fii^©7 7>il'^;i/». 
Mi^ 'b L < ttl^ttl^ A r P 7 U S ttm^ L < 0 ^ T P 7 U 

-;i'7;t'+;i'S<&S-r) : 7}in^yti)vt^-)V7^/^ )igs^7;m + >':^ 
;i/;j^-;i.7$ys ; o-Bm^mmmmm^]'n^iyti )vt^=L)],7 ^ y ^ : 7;i. 

^-;l/^+->;<7;i/':^-Jl/75yS ; 7Jl'+-;i/^=^r'>*;l'3l^i:;i/7 5 /S ; Sj^l 
t>b< [i#l^(7)7'J-^:t+'>:^;i^3j^-^7^yS ; 7y)V^)Vt^lyts)\^t- 
-;i/75 ys ; ^TP7'J-;u^+i/;*3;i/7j<-;p75yS ; ^t-p7U-;i/7j1/ 

□ + ->;^;i'7j^i:;U75yS ; 7;1/D + '>S ; )igm^7;i/P4^>'» ; 

I^SMmt KP:^'>;i/» ; 7;U'^i:;U:t=^^i/S ; 7;U+:i;l/;f+ v» ; m^hL 
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)Vtu^9)V7.)iy^ii)vm : 7;i/:^;i'7.;i'7^ - JUS ; Jig^^7;i^+;i-x;i'7 
; )iiS^^S^Sx;^7^ ; 7;i/^-;i/XJi'7^ ; 7;u+- 

JPX;i/7^ ; S^feL<H#S^©7U-JUX;i/7^ - jl'S ; 7 7;u+;i/ 
x;i'7'f ; ^■rP7U-;i/x;i'7'r-;i/S ; ^tu7^}-)17)1=¥)IX)1 
7'r-;i'S; -SOaR'" R"'\th^J7)Vtu^^)V^: 7)V^)V&:m 
m^7)V^)i'm ; ; 7;i'^-;U» ; 7Jl^4^-;i.S : L < 

im^(D7^)-)V^ ; 7^;i^^;i/« ; axd7U-;I/S ; ^xD7'J-;i'7;i/+ 
;i.S : 7;Hi:^^->S ; lliSi5:7;i/3 + fxS : O-m^^ii^Sg^t; Ka:^^->;i/ 
S ; 7;i/^r-;i.^+->S ; 7;i^+z.j|/:t=^i^S : mmhl<mm^(D7 
t^'yS ; 7y)V^)Vt^'ym ; Af-D7'J-;i^:t4^i/l ; AxD 7 U -;i'7;U 
□ + ->a ; 75ya : 7Jl/4^;i/75yS : flgS^7;i'+;i<-7$ 7 g ; N-Jjg^iC 

^mmmWk7^j^ •, 7)v^=.}V7^jm ; 7;i/+-;i/7syg : g^'bL<« 

i'^WLWk<D7^}-)V7^jm\ 7y)V^)V7%J^ ; '\xD7 U -;i/75 7 SSfc 
«ArD7'J-;i/7;i/+;i/7$y»?£S1-) ; 7 )V^)V7.)Vt^:L)V^^v^ ; lig 

)vx)vt-~)],t^=ym ; 7;i'4^-;i'X;i/;j^->ii/:f4^'>s : mmhL<mm^(D 

7U-;i'X;i/7lN-j|/:r4^i>S ; 7y)V^)V7.)Vt^-)Vt^'ym ; '\rP7'J-;U 

7.;i/*-;i/:t=^^->S ; ATa7U-;i/;^;i/7)N-^;r=^F>'S ; :^)Vti-:^vm^tzn. 

-S-G^-R^' (^ff, C0*fcHS03 ^^L, R''ttNU7 

mu^^)Vm : 7;P+;PS : lil^3S:7;i/4^;i^» : ligS^li^SS : 7)V'T-)l 
S ; 7;i/=^;:;i/S ; m^hL<mm^(n)7')-)Vm ; 77;i^^;i/a ; ^xP7 

u-;^s^fc«^x^7U-;^7;^+;^s^^•r) ; i^t)L<«i^e^©7U 
-;u7ys ; ^^u7^)-)V7'/mm-hmi^M. 

M^Sc7)^g(;;iotiT. 7;i'+;i/S*5<i;tJ^7;Hi + i/S ; 7;U+;i/75 y S ; 
7;u;^yi';i/a ; 7;i'+;i/x;i/*:i;i/S ; 7 )V:i^yti)Vt--)vm ; 7;L'+;i/X 

;i/7-i' ; 7 )V^)V7.)lts=.)Vt^i/m(D7 )V^)Vm6^\t. mU7)V^)Vm 
ilWI^TSO, )ii^^7;U+;i'S43J:UC|i|^^7;i.n + i>j ; l^^^7)V^)V7 
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)V^-)Vmi^^n7)V^-)Vt^iym 7;i/^-;i/75 ; 7)V^J^)Vm ; 
7)V'r=.)V7.)Vt^~)Vm ; 7 )V'TZL)Vt^yti )Vts~)Vm ; 7;i/'ir-;i,x;i'7^ 

7;i/':r-;i/x;i/*:r;i.^=^^vSro7;i/^-;L'^5^«> Wf27;i/^-ji/S 
t^a-eso. 7;i/+^;us*5cfct>'7;i/+->ii/:t+->S ; 7;i'4^-;u7S /s ; 

7)V^y^)Vm ; 7;i/+-;i/X;i/:J^-;i/S ; 7 )V^=.)\^-t^vti ; 7 
;U=^-;UX;i/7'r-;i.a ; 7)V^~)\^7.)VtsZ.)Vt^'ym(D7)V=^-)V^^\t. 

mti7 )i'^-)v^tmm^^n . 7^}-)\^^^^n7^)-)v^^'ym 7u-;i/ 

7$ys : 7o-r;i/S ; 7'J-;i/;^;i/*-;i/« : 7'J-;i/:t=^^>':^;i/4^n;i/S ; 
7U-;U7.;i'7^'-;us ; 7^}-)V7.)it^:i)Vt^i^^ : 7 'J-;i/7ys<7)7 U 

BfII27U-;i/Stl^aT*l3, 7y)V^)Vm^^U7y)V^)V^^ 
'ym;7 y )V^)V7 ^ / m:7 y )Vt^-)V^;7 y )V^)V7.)Vt^z.}Vm ; 

7 7JU+;i/:t+>';^;i^>J?-JI/S ; 7y)V^)V7.)V7^Z.)V^ ; 7^;i'+>iUXJl/*: 
-;i/^+->S(Z)7 7;i/+;i/g|55J-«. MIS7^;i'=^rJI^S<!:|wI«TfeO, '\xD7U 

-;^s^3J;^;Axo7U-;^/^+'>s ; ^xD7U-;i/7i/a : axd7'j- 

; A.7^□7IJ-;^x;^7J^-;^S ; ^f-u7^)-)Vt^>'ti)Vts:z 
;U* ; ^■rP7U-;i/7.;i'7^ ; AxD7U-;i/X;i'*i:n + ->S : 
P7 U -JI/77SW'\xa7 U iIie^xP7 U -;l/«<i:|Wl«Tfc 0 , 

^y-u7^)-)V7)V^)V^ii^XS^^U7^}-)V7)\^^)V^^iym ; axP7U 

-;i'7;i.^;u75 y» ; ^xD7'j-;i'7;m^;L';^;i/4^-;n ; ^xd7'J-;1/ 
7;1/4^;1/x;I/*i:;us ; AT-o7U-;i/7;u+;i'^4^i^;^j;i/7i^i:;i/S ; '\rP7 
u-jI'7;L'4^;1/x;1/7^ ; ^xD7'J-;P7;i/+;i/x;i/7jN-;i.:t+vSro 
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NR"R'' (^^. R''^^Xj^R''\m-'trz\mU-:}X7mWsT:7)l^)Vm ; 
ligS^7;W4^;i/S ; mm^m^m^ 7)V^^)Vm ; 7)V^z.)Vm ■, 7 u -;n : 
7 7;i/+;i/S ; ^xP7U-JH ; ^7-u7 ^)-)\'7 ; 7;i/3^i/;?j;i. 
7}?-;i.S ^ R " d; R = ^ «^-r § g^Ei^ ^ -i^ {C ?:c ^ T^g^ra^ 
7)V^)V^ ; flgSS:7Jl'+JI/S ; lii^^ll^^S ; 7)V^-)V 
S ; 7;i'+-JH ; 7U-;L'» ; 7^;i'+;H ; ^xP7'J-;i/S ; ^xD7U 
-;i/7;i'=l^;i/g ; 7;^□ + >';^J^^^;^s^3ckD^l?l^■r§^3^lii^c!:-^^c7^c•5 

^7)V^)V^ ; gm7 U -;i/S ; 1«I7 U -JVt^'y^ ; 1^7 U -;P7 5 7 S ; 

im7n-r;i/S;gjfe7U-;u;^;u*-ji/S;ii^7U-;i/:t=^^v;<7;i^4^iiji/S ; 
ii«l7U-Ji':t=l^'>*;i'7t^-;i/75yS : b^7U-;p^=;^->S ; g^7U-;i/ 

X)Vy-{:i)Vm ; fiJfe7'J-;i'XJl.*-;i';f:^'>»i3j:t;eg|7U-;i/7y(Dg 
liStbTtt. 7;i/+;i'» ; :ihDS ; v7yS ; t K□=^->;^g ; Aoy>!I 

i^:-NR*^R'' (^^. R''id^UR''\tm~^rzi,mu-oT7mjMf- : 7)\^ 

; ll§^^7Jl'+;US ; mm^mm^ 7)l^z.)l^ •, 7}l^=:)V^ ; 7 
•J-;i/S ; 7y)V^)im ; AxD7U-JI/S*fc(i^f-o7U-;i/7;P+;i^S<& 

St. 7Ji/+;i/S ; mm^7)i^^)vm mm^mmmm 7)v^z.)vm 7;u+ 

: 7U-;i/S ; 7 7JU^;i/S ; ^xP7U-;i/S*3cfct>'AxP7'J->il'7 
tPife, ±mm. 7>^-'^7A:i, W^7 5>{^JP:i, 7 5 7 K#jDit^*t^lf 
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A, y'hy^^)V7>=Ez.'yAm(Dmmi>>n, mn^mzn^-^n^^m7 
\zff^-^n^7^jmiimmtbxit. uv>. i^u>'>, 7i.=.)i7y->^ 
'^\z. -fk^ife (I) (Dmmm\zoi,^xMmt^, 

ib^ti (I) tist^iTv R' i)^7i^MW.=FX$>^it'^^ (I-a) fi, ;^«SJ[& 
H Siiil" ^ i t dtT ^ 5 . 



H 

I 




(II) (I-a) 



R^ R\ R\ R\ R\ X> Y. Z, V*3ctOTttHtlfei|I]l«^^ 

(I-a) tt, -fb^!^ (II) ii>acD:^ffi{lJ:oT#6ns<7->7 
^-h (R^NCO) [m^\i. t--1^=^y!7 ' 77>i^=y3t)l" ^)l'--:f 

— -> 3 >7>' (Organic Functional Group Preparations) , S. R. ■!t>H 
^-(Sandler) e>#, 1#, 3 0 5H, 7;t3T5 >y ^ • T'^X • <>ii-^ K 
7-y H (Academic Press Inc.) (New York and London) ( 1 9 6 8^) ^ y>± 
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T-f -y^ • :t—:tf—>y^ • -ir^X h U — (Synthetic Organic Chemistry) , R. 
B. 7- (Wagner) ^ZM, 6 4 0M, i/a > • 7^ U-(IohnWiley) 
(19 6 1^)!?] ^rcii-('J9ty7^--h (R' NCS) m^\t. 

• y 7>i7 'yatJV ' ^)V-7° ' -funu-'ya >X(Organic Funct ional 
Group Preparations) , S. R. it > K 7- (Sandler) ibM. 1 3 1 2 M, 
7t}7^S. V ^ • 'i/I/X • < — /JnK f-y H (Academic Press Inc. ) (New Yorli 
and London) ( 1 9 6 8^) . i^>-fex^ • t-11:zy!7 • -^ax h U- 
(Synthetic Organic Chemistry) , R. B. 7 - i?'-^— (Wagner) ^>^, ^3M. 
8 2 9H, 93 > • 7<U-(Jobn Wiley) (19 6 1^) m t^. 'i^gtZckO 

5^#i^^fb7K^. vX^;i'X— r;i/. xh7hHo77> (THF) , 1, 4- 

m^tcm^(DmA(Dfii(D^^-Q. i o^~4 8B#rBisjc£;$-tt?);ii:m;ot#§:i 

TiCiJ, W.mt'^m ( I I ) li, m77'J*#i^6 7 06512 (1968). 
'1>'f>(7y ' • -tZf ' ^%7.V^)-M. J. Chem. ),_26B. 550-555 
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(^4'. L'\mm^^^b. R^ r\ r\ w, x. y, zitmBtm 

X ; 1/ * - ; 1/ :t + -> « h5 IH i isi t «E ^ ^ T . 
fb^i^ (I I) tt. fk^tl (IV) t<t:^4^W-H<i:$:. 

■tf>, h)VJL>^(Dl^^m^^t7Km. vX^;PX-x;l', THF. 1, 
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□ r ^7 5=-^ -J ' • > • t-1^-y ^ ' (Protective Groups 

in Organic Synthesis), :i^'J->(T. W./)t, va > • U- • 7> K • +!•> 
t:- > 3-71^1/^ r>y KCJohn Wiley & Sons Inc.) (19 8 1^) ^tzieic^ 

-y^ • >'>-fev7. (Protective Groups in Organic Synthesis), :J7'|J — >(t. W. 
Greene) v a > • 7 < U - • 7 > K • 1^" > X • > □ - ^ K x 7 K ( John Wi 1 ey 
& Sons Inc.) (19 8 1^) ^M] miZfim(DUm$>^\,^it^nibizmCX%^ 

^5*;!/ • V-!tXT'r-(J. Chem. Soc), 890-899 (1947) > • • 

• "r^tDV ' V-^JLT^-a. Chem. Soc). 561-572 (1962), V^-±)V'^ 
:7' • +f • ^r5;^;i, . V-tJ-Xr-r-d. Chem. Soc), B, 449-454 (1967), 
t)V • • ^ >7^^7> • ^S.t})V' V-y-Xr^ - (J. Indian Chem. Soc), 36- 
787-791 (1959), - - f:^ - t-:»=.y ^ • h - 0. Org. 

Chei. ), n, 1571-1575 (1952), v'v-:!-;!/ • • ^^x-T ->:f Jl/ • '^-^ X h U 
-(J. Med. Chem.), U, 1060-1066(1971). 7 7 >X#W 1 3 8 8 7 5 6 ( 1 9 
6 5), -'y- 7:^^)1: >-'^^ti -0. Am. Chem. 

Soc). 68, 1204-1208. (1946), #5188 6 0 - 1 2 0 8 7 2, • :t:/ • 

^x-^ ->:^;^ • 'Jr^X h U-(J. Med. Chem.). 39. 918-928 (1996) , m77U 

ti^ffG 7 06512 (1968) ^{cf2«$nTt.^^:^s, ^%mmm<D:^ 
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(^4", R', R\ R\ R\ R\ R\ X, Y. Z, V. WiScttXttW itM 

fk^tl (I) \t. it"^^ (II) <hl^a(D:fy?£ [m^it. /WJl/vniS'O 
(Beilstein),_4, 73 (1922) , AWJUvi^-T >(Beilstein)._4, 75 (1922) , 

U tf- • t7 • \i^^ji> ♦ ^5 >y->x> • 'Jr'-fe'jl.vt 7 S(Berlchte der 
Deulschen Chemischen Gesellschafl). 12, 1163 (1879) . '^"Jtr-xT- K 
'i'f-x.y • jr^ yi/x> • y -ifjl/ -> f 7 N(Berlchte der Deulschen Chemischen 
Gesellschafl). 26, 1681 (1893) m \Z^oX%<bn^tl Uy-( \i 
^rz\t^tti)m=e^ ay ^ Vtt:. !^^glIcfcOma#^T, ii^;^j::=FStt 

h)lJL>m(D^^mmityi^m. vx^jl-x-x;!/, THF, l. 4-v^^-tj-> 
i^f^l^yp h>M«l«feL<(i;inb(7)fg^M4'. -2 ot:~fflt.^;^c?§^ 

U-^A leri->^H + vK^(D^M7;m4^xl>*#7>^felfbn-S, 

18 



wo 98/14431 



PCT/JP97/03510 




(jC4'. L'\mms^^L, R\ R^ r\ r\ r\ r\ x, y> z, v, 

^t^ti (I) \t. {b^ti (II) ift^ti (I I I) t^, 'i^glcJ;Om»# 
^^tTK^, ^>"tf>, h;i/x>^07fi=«il:7jc^, xx5^;i/x-x;i/, thf, 

li^fb^ti (I I I) {i. ^-:yx<;/^•77>^^->^:^J^•y;^-^• 
T^UA'tz — va >X(Organic Functional Group Preparations). S. R. •+J->K 
^-(Sandler) e>^. 2^, 2 2 3M. 7;^x^ >y ^ • T^l^X • >ii-5}?K 
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TV (Academic Press Inc.) (New York and London) (19 7 1^) l|(Ci2lfe 




(SC4'> L'^mHa^^t, R', R', R\ R\ R\ R\ X. Y, Z, V. 

^Sii 7 + ^ X - ;u 7f + X ii J: D^iSii^ 7 ;P X ^ * - iiie i |5j ;t « s 
{b^ife (I) tt, -ft^tl (IV) tit^ti (V) i^. 'i;^^lCJ;0^»#iSET. 

^, ^>-tf>. h;i/x>iio^§i^^ft7K^, i;x^jUx-Tji/, thf, i. 
4 -v^=^^-y->i?rox— x^y-;i/, -rvyoAV- 

JU^0M7;i/n-;i', v;<^;i/*;i/A7 5 H> n-;^5";h::du H>v 

fflVifc^^^«oi^,il®rB1cD^aa?T. 1 0 5)-~4 8li#rBlSJ!&$-&^;i<b(c:J;D#5:i 
iiA^Tt^o JlS<hLT«, 0iJA«h'JX5^;U7S>, If' J v>i|(DW«ims, 
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t^^. umt"^!^ (V) \t. 4#^0S6 0 - 1 2 0 8 7 zm^ztim-^nxi^^i: 




(S^j. L'\mm^t:mb, r\ r\ r\ r\ r\ r\ v, 

fb^tl (I) fi> fb^tl (VI) tit-^^ (VI D.t^, iJ^S{cd:0«# 
0^{k7jc^, ^>-if>, h;i'X>^©5f§;^^ib7K^, '>*x^;i.x-x;i.. thf, 

■i/A/ h4^'> H,;^ U ^Ja tert-y h^'> KI|(;)^M7;m=¥ v H^7>^fetf 6n 
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•fS.^, mit^^ (V I ) tt, mjy^JtimG 7 06512 (1968), 

^a^HFs 723434 (1973) ^iztm-^nx^^^ij^. ^^mumot 

X (Protective Groups in Organic Synthesis), if^} — >(T. W. Greene)^, v 
3 >• 7-1 U--7>F-1f>X"f >:3-5}?|x-i'x7 K(JolinWi ley & Sons Inc.) 
(19 8 1^) #1] #$fflliS^(!:(cJ:Og6^fl:^#J$rf#^Ct75^-C#^o * 

fe, ^mmmizti^n^mm(D^m\t. ±.tim7^m&.mzh{i>^(Dij^i: 

(Comprehensive Organic Transformations) , R. C. 7 □ (Laroclc)^ (1 
9 8 9^) {CioTfefT^Clid^Tt. fb^tl (I) cnS^fig 

^E^nmmzm^^mi^^^zssmt'^mt. ^^^sgib^T^ffl^ns 
msife, 0ij^^^4'fp, M, ttu, tjfef^, mm> nm^. ^m^u-^v^ 
yy ^ -m\z\^Lx^-mmmt^ct.i)^xt^. ^tz. ^^^mzi^i^^xit. mz 
mmt^ztu<MKi:c^{z^t^z.thuimx$>^o 

fb^ti (I) (D'p\z\t. K^m\im^^^bn^hm^$>^^)^, *^b>^«, z 
n^^ttb. ±x(Dnimtm^i^ii^n^nib<Dm^^^^tt^o 

W:^^ (I) Oik^WikLlt^^t^. it'^ik (I) *^it®J^T'#^n-5«^(C 

mm\z^^mhL<'\mm^'^. m.^fz\m^^iM7ixm^(Di]mziir^m.^m^ 
Sfcv ft^ti (I) 43j;^-e<^^g;^e<)tcw^^n§iitt, 7Ks§i^«§si§ 
±M3i?2tt;ctoTt#bn?.^b^ti (I) o*^«aj$^i^(c^-r„ 
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I 
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I 




27 



wo 98/14431 



PCT/JP97/03510 




28 



wo 98/14431 



PCT/JP97/03510 




29 



wo 98/14431 



PCT/JP97/03510 




30 



wo 98/14431 



PCT/JP97/03510 




31 



wo 98/14431 



PCT/JP97/03510 




32 



wo 98/14431 



PCT/JP97/03510 




33 



wo 98/14431 



PCT/JP97/03510 



^1^-12 




CN 
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^1^-13 

I 




COOCH3 
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^1^- 1 5 

I 
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mis- 2 5 
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^1^-55 




(CH2)3CH3 
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462 _NH-C-CH3 NHCgHg S -CHj 
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S — CH2CH2CI 
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t-U.^\t. lew. [:5^--'>n.>^)(Dah-Shuhnet al.), vt— :^>'^ • • AM 
• hU-(J. Biol. Chem.), 266, 413-418 (1991)] Et©:^}* 

{lipDTtToAco ;^ci:*5. %mz\t. th/3-PDGF ^§#:cDNA^»AL^l$ii:fc 
5^-^<--x'AAX;$'-9PiiSa(CH0; Chinese hamster ovary celi)$:fflti/i, IS 
^i^^fi, PDGFS§^'J>M$r5 0%ltT^iSS (ICso) TStfCo 
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0.05 




7 1 
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0.34 


{tm 


1 0 5 
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1 8 0 
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IC50 (^M) 
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vfi&I-SJfiltf [FBS; A^i7P>(Hyclone)l±] $:^Wbfcy;i/'^>7 
«i(!i(DMEM:B7K) ^^«^it!JitT, milLfejfilt¥?f 3SlfflflS^&96Ay I/- hT 
8000^IS/'^7X.;Kcells/well)©^S-e4 HF^^J^aLfc. $e>{lO. UFBS 

#'i7x;i'S(c, 0. ixFBs t^Dmmm\z^mm^(DMD->'f)v^mnL. 

PDCF-BBLvifT (SIGMA) ; fti^SS : 20ng/inl] (I cboTaflSaiSJi<£SS$ii:fc, 
3 Hfalig^m^iiBaJiJim^. XTT S ^■/•<AyD-:^:^7Jl" 
V>yX(J. Iiniunol. Methods), _142, 257-265 (1991)] iCJ;S^iaii5i7 ^ir^ 
+ 7h [^-'J >:^-"7>A-1'A(Boehringer Mannheim) ft] ^ffll^TJS!l^L, 

Ji5t;^=i7 = 100 X { 1- (M-PO) / (PIOO-PO)} 

PlOO :PDGF-BB fiJ8!(Lfc^^<7)XTT StSKr ckS^^^g 

PC : PDGF-BB mWibt^^^-ofzWi'^mU M^(Cct§®)tS 

M : ■y->:/;U^JDLTPDGF-BB $iJS!lL/t^^<7)XTT ISSIHct^KJtS? 
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^3 



IC5o(^M) 





1 9 


0.18 




4 5 


0.08 




6 0 


0.03 




7 7 


0.10 




7 8 


0.74 




7 9 


0.14 



SDI^I(H47>yh : 375-445g, ^r-;i/X'JA-, golden standard) ^ 
^>hA*;L't*3'-;i/:hhU'i7A(50ing/kg, i.p) T^^, M^iE4'«^L. £ 
^l-PSllictO A*;i/->:^x-x;i/ [2F, X H 7-X • 731^7 h U -X* (Edwards 
Laboratories)^] ^j^frliCJf A L/c. ±fS(7)^f^^ 7 Hfrofcttv 

fe^sijM?&i^3feL, mu^m^htz. um\t^m\-i.. mnnn^a^m 

^[i 0. 5Si TweenSO/ti^TKfC 20nig/inl <i:7i-5cfco ICML, ^□1S4<^«^« 
0. 5!l!p<5';i/-fe;Po-X 400 (C 6iDg/inl i/^c^ J;^ L, /N';i/->fi*tflB J: 

^fe^ffofc. jfiira^c^^Kfsosii (F^M. 4^11) timmm^mm [luzex • 
F . -uziGviREco)^] iCcfcOiij^tL. nm/^m(D^mtii/u) ^sk'sp^mo) 
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^4^ 

mi^&m 9 1. 22±o. 10 

{t^tl 7 7 lOOmg/kg 9 0.88 ±0.09 P<0. 05 

mmmm s i.oo±o. ii 

i^nM 10 0.69 ±0.08 P<0.05 



mmi9cm 9 0.95 ±0.07 

{l:^i|^2 0 8 SOmg/kg 10 0.61 ±0.07 P<0. 005 

9 1.29 ±0.04 

ft^tl2 3 9 SOmg/kg 10 0. 93±0.05 P<0. 00005 



mm 





^77 




(7)2) 


^^^^^ 






12 0 8 






J2 3 9 





]&l±CDiiSm. *^^^t:^!i^©IS:4{CcbOWic(p<0. 05, student's t-test)}Clfil 
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u (o*M«^T{c 100 DiL aMLTS®$-a:/co mit^mt 

0. Sin ^^;i/-fe;pp-xi§j^ic«i|lM 3 mg/mi tti.^^o\zmmb. m^ikM 

eaW^^b-irBlf: 5 0,1 B 1 lHl#:S 100 g htzKi 100 mL mn^^btco 
Jasm 18 BiSTfrt/i. 17 BS\Z^n'¥<D&sknWL^m^b. 18 BaiC^ 

jiiii£MLT)i?gijLt, 7'y:Ljv^hmBmz^n^wm(Dmm^i\:. tt^sr? 

Rnskm^L.n^>/^^mmt:m^bxwm^n-orzo m^ecd^^^, 77 k 
^ms:\mm^mwi (tk-ioi. a-nAa) .^ffliiTii^L;^. 5^tgjfi4'©ajiii 
^mt. ^T^^mm^w^m (sysinexK-2000. i^mmmm^) ^m^xm^ 

btZo^^(D/\-( Ko4^->7'D'J >S{1^^^6<7)7-3.7;1/- h •;t^ • 
h'i^^ar^-^ ha4^iJ:5^>. 'J -tJ— • ^4^^ h U -X (Annual Report of Tokyo 
Metropolitan Research Laboratories P. H. ) . 36. 277 (1985) (D:^^\Zt$CX . 
^')U-^5.yif^)tl>m\t't^)'7-7ib(DmmMm, 40. 565(1994) RTS^O>-f 
(Klompmakers) ^07i-^}T^tl)V- A'-T^'irix h'J- 
(Analytlcal Biochemistry) . 153. 80(1986) (7);^?ilC?Pi;TiJSL/to iMtSt 
CO SH iSStt^— fejp (Miesel) 5)0'f >7 a Xlnflaimation), 17, 

595(1993) (Dljmzi^CX. -itlb^^SStt Tracey bCD • • 
7 7-TllO>'- : 7> h* • Xi^X^iJ ;^>i57Jl' • tfa-x-r ^i'X (Journal 
of Pharmacology S Experimental Therapeutics. 272. 1011 (1995) (Dlj^iZ^C 
Xm^L. Azi^>/i^mmit7:y^yn GP +7h (±^K^) ^ffll^TffliJSL 
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%m\ = { inmm - ft^i^^^f^) / (Mmn - ie^id } x loo 



^5^ 





(mL) 






1.12 ± 0.03 
1.84 ± 0.18 
1.52 ± 0.16 


44 












191 ± 5 
146 ± 4 
159 ± 2* 


29 





(mg/10 g^S) 






21.4 ± 0.3 
53.8 ± 3.8 
40.4 ± 2.5* 


41 






NO«S(//M) 






U.l ± 1.0 
56.6 ± 7.0 
37.6 ± 4.0 


42 



p<0.05 vs^f^=>hD-/l.'ft| 



ta^-y h Thy-l. 1 i7O-:h;l'iri^0X-7 {-t^lz-y^) ^ 1. Omg/kg ©ffl 
ftTHttWister-Kyolo 5>y h (B^^^^-JUX U A-tt. 160g. 1 H 6 E) 
#M4bfc. a^^ib^trttO. l%:f^9)V^i.)Vu-7.\zmmL. OX-7 S^MBJ; D 
1 B 20, 7 BrBlS:4t/i. ^■9->^'^AiiBSroig5li:aBSa^1-vhU>;/^Xli4® 
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JtMSfflflS^I^JaJlllttSiflSigt^^tB L^c. WlM^^tt Wi Icoxon ^^Ji (c J; 0 ff 

{c^m 2 0 8 (D^^^w. 6 mz^t, 

iLtm 1. 8 +/- 0. 3 

'-^^^^m 8. 7 +/- 0. 4 

fb^W4l¥ 6. 1 +/- 0. 9 
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^ffi 7 ;u □ - s ;t « ^Rff E^SH^fij fi^S^ffl ^ n s ffi ©g^j 1^ ic ^ ^ ^ili^ 

i/-A'-^, B^sg^j (jfE^ib^j^^o) . mm], mmm. mmu ^-^m. ^ 

OST^CSd^ IS^fcDO. 0 1~ 1 0 0 Omg/A, JffSL 

<li5~5 0 Omg/A-e*0. iS4lHimJl, 1 B 1 HS/ittMOLTS^t-S 

fCljifflnJtgTSS, i^l3$fji^t©(j:. 1 0 nM~ 1 0 // MOlgffil^W I C^o^^^ 
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CTfeStaj^^tlTVi'S, PTKHS^JT^S. i7X;i/-fe5"> (quercetin) , 
f~7sy--^y (genistein) , 'Si.XSX^'^UT.t^^) y (staurosporin) \t, =^uy 

y ' =¥'r—iL\zmpix^<<Dm(D-yu7'^y • tr^ML, ^tiib^znt 

m^m\^^^ct^z^r)^ mm(DiKmz^K>ttftb<fs:i^mi^p^^3\mbf3i-^t£ 
FTKmm ihb<\m<D^yx<D^i-—\f(D^y\i\i^-) ^nmt^z.t 

f)^Xt^, 

1 4- (6. 7 -'y;f^h^y-4~^i-V')=-)V) -N-7x-;i/-l 

mjy^JtJ^ffe 7 0 6 5 1 2 ( 1 9 6 8) {II2l60;^liTf# ^.tlS 6 . 7 
- V/ h + >'-4-fcr'^^v-;i'^:h7U >278ing(l. \)mo[)^X^ J \Z 
^mb. iin(c:7x-;Ky->7t>-hO. 109inl(1.0Minol)$:in^, lO^ralJiafi 

0. mmit'^mu.zm ^m^m^tLxntz, 

MA: 121-123t: 

'H-NMR(CDCU) (5(ppin): 8. 69(1H. s). 7. 40-7. 27 (4H. m). 7. 11-7. 03(3H, m), 
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4. 03(3H, s), 3. 99(3H. s). 3. 81-3. 69(8H, m). 
FAB-Mass: 394(r +1) 

IR(KBr^^J?i) vCcm"'): 1636. 1507, 1446. 1429. 1240. 1215. 994. 

1MM2. 4- (6, 7 -i^^h^'y- 4-^i-V^)~)\^) -N-7i-;U- 1 

1R$: 97!i; 
MM,: 230-232t: 

'H-NMR(CDCl3) (5(ppni): 8. 66(1H, s), 7. 38-7. 15 (6H. in). 7. 09(1H. s). 4.08- 
4. 05(4H. m). 4. 02(3H. s). 3. 98(3H. s). 3. 85-3. 81 (4H. m). 
FAB-Mass: 410(M' +1) 

IR(KBr®?f!|&) vim''): 1584, 1509. 1481. 1431, 1342, 1209. 994. 
Mt&mS N-^>'J)V- 4 - (6. 7 -'y^h^'y-4-^-rV^)^)l) -1 

W: m 
Bi^: 167-168t; 

'H-NMR(CDCl3) (5 (ppm): 8. 67(1H. s). 7. 39-7. 27(6H. ai). 7. 10(IH. s), 4.47(2H. 
d. J=5.4Hz). 4. 03(3H. s), 3. 99(3H. s). 3. 71-3. 64(8H. m). 
FAB-Mass: 408 (M* +1) 

IR(KBrlgSIS) v(cni-'): 1629. 1539. 1506. 1430. 1344. 1260. 1210. 988. 
^M^J4 N-^>V^ )\^-4- (6. 7 -i/^h^iy- 4-^i-V^J-)l) - 

iR$: 87!li 
ai.^.: 122-124^: 

'H-NMRCCDCU) (5 (ppm) : 8. 78(1H. s), 8. 69(1H. s), 7. 92(2H. d. J=7. 3Hz). 

7. 59(1H. d. J=7. 6Hz). 7. 48(2H. dd. J=7. 6Hz. 7. 3Hz), 7. 28(1H. s), 7. 10(1H. 
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s), 4. 03(3H, s). 3. 99(3H. s), 3. 79(8H, m). 
FAB-Mass: 422 (M* H) 

lR(KBr^?[iJffi) v(cin-'): 1629. 1539, 1506. 1430. 1344. 1260, 1210, 988. 
MmmS N-^>-tf>7;i/*-;i/-4- (6. 7 -v^ h4^x-4- + :hyiJ 

iR*: 20!l! 
SJi*: 98-100 t: 

'H-NMR(DMS0-d6) (? (ppm) : 8. 43(1H. s). 8. 22(1H. s), 7. 72-7. 69(2H. m), 
7. 32-7. 30(3H. i), 7.12(1H, s), 7. 04(1H, s), 3. 83(3H. s). 3. 81(3H. s), 3. 51(4H, 
m), 3. 43(4H. m). 
FAB-Mass: 458 (M" +1) 

IR(KBriS?fiJS) v(ciii-'): 1625. 1501, 1440. 1284. 1220, 1 131, 1083, 985. 
875. 585. 

MmmQ 4- (6. 7 -'y^h^iy-4-^t'/^J=-)V) -N- (2-7x:i 
)V1.^)V) -l-\i<yVy^:^fi)Vif^^-^^Y (ft^tl 6 ) 
JR^: 100!i; 
SH!*: 76-80t: 

'H-NMRCCDCU) (5 (ppm) : 8. 63(1 H. s). 7. 36-7. 22(5H. m). 7.27(1H, s). 7.09(1H. 
s). 5. 65(1H. brt. J=5. OHz). 4.02(3H, s), 4. 01-3. 94(6H. m), 3. 98(3H. s). 
3. 83-3. 79 (4H. oi). 2. 99(2H, I. 1=6. 9Hz). 
FAB-Mass: 438 (M* +1) 

IR(KBr^^JS) v(cin-'): 1537, 1504. 1475, 1452. 1429. 1340, 1238, 1209, 
993. 

^mmi 4- (6, 7 -V^Y^i^-A-^i-^/^)=.)V) -N- (4-7x:i 

iK^: 99!i; 
Sfi-^.: 112-114t: 

'H-NMR(CDCl3) (5 (ppm): 8. 64(1H, s). 7. 31-7. 25(2H, m), 7. 24(1H, s), 7.20- 
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7. 17(3H, m). 7. 10 (IH, s), 5. 71(1H, brt. J=5. OHz), 4. 07-4. 03(4H. m). 4. 02(3H. 
s). 3. 98{3H. s), 3. 86-3. 82(4H, m). 3. 72(2H, m), 2. 67(2H. t. J=6. 9Hz), 
1. 71-1. 68(4H, in). 
FAB-Mass: 466 (M^ +1) 

IR(KBril^J^) v(ciD-'): 1576. 1546. 1506. 1480, 1433. 1414. 1344. 1247, 
1210. 996. 934, 882. 850, 799. 749. 699. 

mmms 4- (6, l -i/;<h^'y-4-^i-V^)~)V) -N- n-ty^ 
Si!*: 254-256'C 

'H-NMR(DMSO-ds) 5 (ppm) : 8. 74(1H. s). 8. 60(1H, s), 7. 99-7. 90(2H, di), 
7. 76-7. 74 (IH. m), 7. 53-7. 43 (3H. m), 7. 26-7. 23 (2H. m), 3. 95(3H, s), 3. 95(3H, 
s), 3. 78-3. 65 (8H, i). 
FAB-Mass: 444 (M" +1) 

IR(KBr^^Jfe) v(cin-'): 1633, 1506. 1429. 1391. 1238. 1213. 996. 

nmm9 4- (6. 7 -i^^h^'y- -n- (s-o^^ 

m.^: 207-210t: 

'H-NMR(CDCl3) fiCppm): 8.64(1H. s), 7.74(1H. brs). 7.23(1H. s). 7. 16(1H. d. 

J=7. 9Hz). 7. 08(1H. s), 7. 04(1H, d, J=1.7Hz), 6. 93(IH, dd, J=7. 9Hz, 1.7Hz), 
4. 08-4. 04(4H, m), 4. 00(3H. s). 3. 98(3H. s). 3. 82-3. 79(4H, m), 2. 90-2. 83(4H, 
m). 2. 09-2. 06 {2H. m). 
FAB-Mass: 450 (M* H) 

IR(KBr^^JS) vCcffl-'): 1575. 1506. 1428. 1338. 1241, 1210, 1 136, 993. 

1 0 4- (6, h^v-4-+:^7U-;^) -N- (1-tfl/ 
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M;^.: 140-145t: 

'H-NMRCCDCh) 6(ppid): 8. 59(1H. s), 8. 19(1H, brs). 8. 06-7. 90(8H, m). 
7. 86(1H, d, J=8. 3Hz), 7. 17(1H. s), 6.86(1H. s), 3.95(4H. in), 3. 95(3H, s). 
3. 84(3H, s). 3. 61-3. 59 (4H. m). 
FAB-Mass: 534 (M' +1) 

IR(KBr^^JS) v(cin-'): 1505, 1473. 1427. 1331. 1238. 1210. 993. 847. 
1 1 4- (6, 7 -i^^kh^y-A-^tV^)-^ -N- (2. 2- 

JR^: m 

93-94'C 

'H-NMR(CDCl3) a (ppm): 8. 61(1H. s). 7. 36-7. 23 (1 IH, m). 7. 06(1H, s). 5. 59(1H. 
brt. J=5. OHz). 4. 47(1H. I. J=7. 3Hz). 4. 33(2H. dd. J=7. 3Hz. 5.0Hz). 4. 01(3H. 
s), 3. 97(3H. s). 3. 87(4H. m). 3. 75(4H. m). 
FAB-Mass: 514 (M* +1) 

IR(KBr^^JS) vCcDi"'): 1576, 1504. 1475. 1450. 1429. 1348. 1240. 1209. 
1136. 993. 704. 

Mmm 1 2 (dl) -4- (6, 7 -y;<h^y- 4-^i-V^)=.)V) -N- 

^tll 2) 
W: lOOii; 
m^: 178-182'C 

'H-NMRCCDCla) (5 (ppm): 8. 68(1 H. s), 7. 29-7. 13(6H. m). 7.09(1H. s). 5. 23(1H. 
brs). 4. 02(3H, s). 3. 98(3H. s). 3. 67(4H. m), 3. 62(4H. m), 2. 87(1H. m), 
2. 06(1H. id). 1.21(2H. m). 
FAB-Mass: 434 (M* tl) 

IR(KBr^?fiJfe) v(ciD"'): 1622. 1504, 1429. 1350. 1257. 121 1. 993. 
^tfSf!) 1 3 N-y^n^^y)V-4- (6, 7 -y ^ h^y- 4 -^i-VU :i 
JP) - I -\^Kyy>tl)Vts^D-5.\i ({b^t)l3) 
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943; 

Mj^: 208-2 lot: 

'H-NMRCCDCU) 6(ppin): 8. 67(1H. s). 7. 28(IH. s), 7. IKIH. s), 4. 41(1H, d. 
J=7.4Hz). 4.03(3H, s). 3. 99(3H. s), 3. 71-3. 60(8H, m), 2. 00-1. 97(2H, m). 
1.75-1.61(3H. m). 1. 46-1. 27(2H, m), 1. 24-1. 07(3H, m). 
FAB-Mass: 400 (M* +1) 

IRCKBrte^Jii) v(cin-'): 1615. 1540. 1478. 1429. 1346, 1250. 1210. 992. 

1 4 N- { 1 -7^5^-7 >5^;|/) -4- (6, 7 - ^ h^iy- 4 -^t 
yj-;!/) - l-}d^y'y>fl)V^-^^S.\i (fb^!^ 1 4 ) 
itK$: lOOX 
a!!!,"i^: 237-238*0 

'H-NMR(CDCl3) 6 (ppm): 8. 67(1H. s), 7. 25(1H. s), 7. IKIH, s), 4. 29(1H, brs). 
4.03(3H, s). 3.99(3H. s), 3. 71-3. 67(4H. m). 3. 58-3. 54(4H. n). 2.09(3H. m). 
2. 02-2. 01 (6H. m). 1. 69(6H. m). 
FAB-Mass: 452 (M* +1) 

IR(KBr^?PJfe) v(cin-'): 1324. 1535, 1504. 1430. 1235, 1210. 1 134. 993. 
1 5 N-7'J;U-4- (6. h + >'-4-^:hyiJ-;l/) -1 

W: 1S% 
Mj^: 81-82^ 

'H-NMR(CDCl3) 5 (ppm): 8. 66(1H, s). 7.26(1H. s), 7.11(1H. s). 5.97(1H, ddt. 
1=16. 8Hz, 10.2Hz. 5. 9Hz). 5. 59(1H. brt. J=5. 3Hz), 5. 31-5. 21(2H. i). 4. 38(2H. 
dt. J=5. 9Hz. 5. 3Hz). 4. 10(4H. m). 4.03(3H. s). 3.99(3H. s), 3. 87(4H, m). 
FAB-Mass: 374 (M* +1) 

IR(KBr^i^J^) v(cin"'): 1576. 1506. 1475. 1429. 1350, 1240. 1209, 1136, 
991. 

MMM 1 6 4- (6, 7 -i?^h^'y-4-^t'/^J:^)\^) -N- (2-::^P 

105 



wo 98/14431 



PCT/JP97/03510 



Mj^.: 158-160 "C 

'H-NMR(CDC1,) (5(ppin): 8. 70(1H. s), 7. 27(1H, s), 7. 08(IH, s), 5. 19(1H. m). 
4. 76(2H. d, J=5. 3Hz), 4. 03(3H. s). 3. 99(3H. s), 3. 71-3. 67(4H, m), 3.65- 
3. 61(4H. m), 1.77(1H, s). 
FAB-Mass: 372 (M^ +1) 

IR(KBr^^J^) vCcm"'): 1629, 1612, 1573, 1510. 1448. 1432. 1242, 1216, 
1 154. 1042, 993, 938, 883, 848. 799. 

1 7 4- (6. 7 -'y^h=¥'y-4-^i-'/i):i)V) -N- (4-hU 
- 1 -tf^7->*>:^Jl/4^++)-5 K (it^^ll) 
W: 91X 
Wok: 225-228 t: 

'H-NMR(CDCl3) (5(ppin): 8.67(1H. s), 7.26(2H. d, J=8.6Hz). 7.25(1H. s), 
7. 08(1H. s). 7. 04(2H. d, J=8. 6Hz), 7. OKlH. brs). 4. 00(3H, s). 3. 98(3H. s), 
3. 70(8H, m). 2. 27(3H. s). 
FAB-Mass: 407 (M^ +1) 

IR(KBr^^JS) i/(cin-'): 1643. 1504. 1474. 1240. 1211. 1136. 993. 

1 8 N- (4-X5^;i/7x-JP) -4- (6, 7 - h ^ - 4 
:h7U-;i') - 1 -tf^7v>;(j;i/5j?+-9-5 H (ft^tllS) 
1R$: m 
ii,^.: 251-252 "C 

'H-NMR(CDCl3) 6(ppfli): 8. 69(1H, s). 7. 28(2H. d. 1=7. 9Hz). 7. 27(1H, s). 
7. 13(2H. d, 1=7. 9Hz). 7. IKIH, s), 6. 43(1H. brs). 4. 03(3H. s), 4. 00(3H, s). 
3. 74(8H. m), 2. 61 (2H. q. J=7. 6Hz). 1. 21(3H. t. J=7. 6Hz). 
FAB-Mass: 422 (M* +1) 

IR(KBr^^Jj*) v(cin''): 1641, 1519. 1506. 1417. 1250. 121 1, 1 134, 993. 
1 9 4- (6, 7 -y)^h=^y- 4-^i-WzL)\/) -N- (4-<V 

ypt:;i'7x-;i/) - i -if^yyytijvt^^^^]' (.it^^^i^) 
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gfi*: 252-254 t: 

'H-NMRCCDCU) 6 (ppm) : 8.65(1H, s). 8.00(1H. brs). 7.37(2H. d. J=8. 2Hz), 
7. 25(1H. s). 7. 15(1H. s). 7. 13(2H. d, J=8. 2Hz). 4. 03(3H, s). 4.00(3H. s). 
3. 77(4H, Bi). 3. 73(4H. i). 2. 85(1H, m). 1.23(6H. d. J=6. 9). 
FAB-Mass: 436 (M* +1) 

IR(KBr^?PJji) vCcii)-'): 1643. 1531. 1504. 1471. 1419. 1248. 1211, 1 134, 
993. 

mmm 2 0 n- (4-:;^^;i/7x-;i/) -4- (6. 7-vp^h+v-4-+ 

iR^: 83!li 

SS*: 216-222 "C 

'H-NMR(CDCl3) (5(ppin): 8. 68(1H. s). 7. 28(2H. d, J=8. 3Hz), 7. 25(1H, s). 
7. lOdH. s). 7. 09(2H. d. 1=8. 3Hz). 6. 84(1H, brs). 4. 01(3H. s). 3. 98(3H, s). 
3. 72(8H. m). 2. 54(2H. t. J=7. 3Hz). 1.56(2H. tl. J=7. 6Hz. 7. 3Hz). 1.31(2H. 
tq, 1=7. 6Hz. 7. 3Hz), 0. 90(3H. t, J=7. 3Hz). 
FAB-Mass: 450 (M* H) 

IR(KBr^Mffi) v(cin-'): 1617. 1504, 1417. 1244. 997. 

HjH^J 2 1 N- (4 -:/5^;i/7x-;i/) -4- (6, 7 -->•;< 4 

W: m 

MM.: 171-173 "C 

'H-NMRCCDCh) 6(ppin): 8. 65(1H. s). 7. 63(1H. brs). 7. 25(1H. s). 7.17- 
7. 08(5H. m), 4. 08-4. 04 (4H. m). 4. 01(3H. s). 3. 98(3H. s). 3. 84-3. 80 (4H, n). 
2. 58(2H, t. 1=7. 6Hz). 1.58(2H. tt. J=7. 6Hz, 7. 6Hz). 1.36(2H. tq. J=7. 6Hz, 
7. 3Hz), 0. 92(3H. t. J=7. 3Hz). 
FAB-Mass: 466 (M" +1) 

lR(KBr^?PJ^) v(cin ''):1574. 1505. 1472. 1426. 1339, 1244, 1210, 1190. 993, 
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937. 874. 

2 2 N- (4-tert-y5";i/7xz:;P) -4- (6, 7-i^^h^'>- 
4-^i-V'}^)l) - 1 -hf^7x>f-:t:^;i'4^4^-tJ-= H (fb^tl2 2) 

M: 221-224 t: 

'H-NMR(CDCl3) (5(ppin): 8. 66(1H. s), 7. 53(1H. brs), 7. 36(2H, d, J=8. 2Hz), 
7. 25(1H. s), 7. 13(2H. d, J=8. 2Hz), 7. 09(1H. s), 4. 08-4. 04(4H, m). 4. 02(3H, 
s), 3. 98(3H. s), 3. 85-3. 82(4H, m), 1.30(9H. s). 
FAB-Mass: 466 (M" +1) 

IR(KBr^?fiJ^i) v(cin"'): 1577. 1505, 1479. 1420. 1326. 1243. 1207, 991. 
2 3 4 - (6. 7 -i/^h^'>-4-^i-V^)~)l) -N- [4- (h 

^}y}\'-tD)f^9)V) 7x:i;P] - i - tf^7->'>;^;i/4^+-y-$ H (fl:^ti2 3) 

iR^: 95S; 

S!l,^: 227-230 X: 

'H-NMR(CDCl3) 5 (ppm): 8. 69(1H, s). 7.53(4H. m). 7.25(1H. s). 7. 19(1H. brs). 
7. lOdH. s). 4. 01(3H. s). 3. 99(3H. s), 3. 75(8H. m). 
FAB-Mass: 462 (M* +1) 

IR(KBr^^f*) v(cin-'): 1651, 1537. 1504. 1474. 1419. 1327, 1244, 121 1, 
1 1 15, 1066. 993. 

2 4 4 - (6. 7 -v^ h4^>'-4-4^:h7U-;i/) -N- (4-e- 
;i/7x-;i/) - l-\^^yi;>^ttl)]^t^^^S. H ({t^#l2 4) 
fR^: 97ii; 

m.^: 110-111 x: 

'H-NMR(CDCl3) a(ppiD): 8. 65(1H. s). 7. 88(1H. brs). 7. 36(2H. d, 1=8. 6Hz), 
7. 23(1H. s), 7. 15(2H. d, 1=8. 6Hz). 7. 08(1H. s). 6. 65(1H. dd. J = 17. 5Hz. 
10.9Hz). 5. 68(1H, d. J=17. 5Hz), 5. 22(1H, d, J=10. 9Hz). 4. 07-4. 04(4H. in). 
4.00(3H. s), 3.97(3H. s). 3. 83-3. 79 (4H, m). 
FAB-Mass: 436 (M' +1) 
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lR(KBr^i§rlJS) v(cin"'): 1576, 1505, 1476. 1427, 1334. 1239, 1209, 992. 
^i&m 2 5 N- (4-x->;U7x-;i') -4- (6, 7 -v^ h4^->- 4 - + 

W: m 
M.^: 120-121 "C 

'H-NMRCCDCU) dCppm): 8. 65(1H. s). 7. 77(1H, brs), 7. 24(1H, s), 7. 14(2H, d. 
J=8. 9Hz), 7. lOdH. s). 7. 10(2H, d. J=8. 9Hz). 4. 07-4. 02(4H, i). 4.00(3H. s), 
3. 98(3H, s), 3. 95-3. 79(4H. m), 2. 57(2H. t, J=7. 3Hz), 1.56(2H, It, J=7. 3Hz, 
6. 9Hz), 1.30-1.23(14H. m). 0. 87(3H. t, J=6. 7Hz). 
FAB-Mass: 550 (M^ +1) 

IR(KBr^^j^) V (cm "') : 1576. 1506, 1428, 1336. 1247, 1208. 1 135, 1020, 992. 
858. 

MMm 2 6 N- (4 -'>i7 0'\4^->;i/7x-;i/) -4- (6, 7-v^h^-> 

iR^: 28X 
m,^: 238-241 X: 

'H-NMRCCDCla) (5(ppiii): 8. 69(1H. s), 7. 28(2H. d. J=8. 6Hz). 7. 27(1H, s), 
7. 14(2H. d, J=8. 6Hz). 7. IKIH. s). 6. 56(1H. brs), 4. 03(3H. s), 4. 00(3H, s), 
3. 73(8H, m), 2.45(1H. m), 1. 83-1. 71 (5H. n). 1. 41-1. 34(5H. m). 
FAB-Mass: 476 (M* 11) 

IR(KBri^jiiiJ?4) v(ciii-'): 1642. 1505, 1472. 1419, 1352, 1245, 1211, 1 134. 
994. 

^tS^m 2 7 4 - (6, 7 -z^}i>h^y-4-^tV^):z)\,) -N- (2-b*7 

W: m 
Mj^: 94-95 -C 

'H-NMRCCDCU) 6 (ppni) : 8. 62(1H. s), 7. 60(1H. d, J=7. 9Hz). 7. 47-7. 25 (9H. m), 
7. 12(1H, brs), 7. 07(1H. s), 4. 02(3H. s), 3. 98(3H. s), 3. 97-3. 95 (4H. m). 

109 



wo 98/14431 



PCT/JP97/03510 



3. 78-3. 75 (4H, m). 
FAB-Mass: 486 (M* +1) 

IR(KBr^^Jffi) v(cin''): 1574, 1505, 1478. 1452, 1426, 1336, 1237, 1212. 
1018, 990, 740. 

2 8 N- (4-t'7x-'j;i') -4- (6. ?-'>';< h + v- 4 
yU-;!') - l-\i<y'y>t)]/t^=^-^^\^ ({t^tl2 8) 

iR^: 9!li 

m}^: 221-224 X: 

'H-NMR(CDCl3) (5 (ppm): 8. 69(1H. s). 7. 56-7. 26(10H. m). 7. 10(1H, s). 6. 84(1H, 
brs). 4. 02(3H, s), 3. 98(3H, s), 3. 75(8H, m). 
FAB-Mass: 470(M^ +1) 

IR(KBr^^Jffi) v(cin"'): 1640, 1575, 1504, 1238, 1212, 1 136, 992. 

mmm 2 9 a- (6. i -v^^h^'y- A-^-rv^}=.)v) -n- (3, 5- 

iR^: 74!l! 

aH.^: 223-226 "C 

•H-NMR(CDC1.,) 6 (ppm): 8. 69(1H. s), 7. 26(1H, s), 7. IKIH. s), 7. 02(2H. s), 
6. 70(1H, s). 6. 56(1H, s). 4. 03(3H, s), 3. 99(3H, s), 3. 73(8H, in), 2. 28(6H, 
s). 

FAB-Mass: 422 (M* +1) 

lR(KBr^?PJ^) v(cin"'): 1640, 1504, 1476, 1429, 1242, 1212, 996. 

3 0 4 - (6. 7 -z^^h^iy- 4-^i-V^J=-)\^) -N- (3. 4- 

vp^^;i/7x-;i/) - 1 - \£^y'j>ti.}i't^^-^5.\^ (Ib^tiao) 

itR$: 84X 

i!!,^^.: 202-203 V, 

'H-NMR(CDCl3) (5 (ppm): 8. 69(1 H. s). 7.26(1H. s), 7. 19(1H. s), 7. 10-7. 01 (3H, 
i), 6. 74(1H. brs), 4. 02(3H. s), 3. 99(3H. s). 3. 72(8H, m), 2. 21(3H. s). 
2. 19(3H, s). 
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FAB-Mass: 422 (M* +1) 

IR(KBr^^J^) vCcm"'): 1648. 1532. 1505, 1472. 1440. 1414. 1351. 1239. 
1214. 1136. 992. 

mmm 3 1 n- (2. 6-v-<vypt:ji'7x-;i') -4- ce, 

+ v-4- + :hy'J-^) - 1 -tf'^7v>;^;i'3i^=^1^-5 H iit^^S 1) 

M: m 

MM.: 280-282 X: 

'H-NMRCCDCla) (5(ppin): 8. 71(1H, s). 7. 28-7. 24(2H, m). 7. 18-7. 13(3H, m), 
4. 04(3H. s). 4. 01(3H, s), 3. 71-3. 66(8H. oi). 3. 21-3. 06(2H, in). 1.22(12H. d. 
1=6. 4Hz). 

FAB-Mass: 477 (M* H) 

IR(KBr^^]J£) v(cin-'): 1629, 1504, 1428, 1355, 1213. 996. 

3 2 N- [3, S-t*;^ {h0 7)Vtn;<^)V) 7x-;i'] - 4- (6. 

N^->-4-+:J-7'Jn;i/) - 1 - t!^7i^>;^;i^5J^^-y-s K (fk^tl 

3 2) 

iR$: 89S; 

Sl!.^.: 251-252 "C 

'H-NMRCCDCU) 6 (ppm) : 8. 71(1H. s), 7. 93(2H. s), 7. 56(1H. s), 7. 26(1H, s). 
7. IKIH. s). 6. 80(1H. brs), 4. 04(3H, s), 4. 01(3H, s). 3. 78(8H. m). 
FAB-Mass: 529 (M* +1) 

IR(KBr^^Jj4) v(ciii"'): 1647, 1568. 1504, 1473. 1431, 1373. 1279, 1244, 
1209, 1176. 1 135, 995. 

3 3 4 - (6, 7 -i^)f.h^iy-4-^i-V^}=-)V) -N- (3-<V 
■fa<-)V- a, - a-z^^9^^>i:>)V) - 1 - v>;^ JP^^+it 5 H (it 
^#13 3) 
JR$: 90^; 
il!,^t: 190-191 "C 

■H-NMRCCDCh) (5 (ppm): 8. 65(1H, s), 7. 48(1H. s). 7. 28(3H, m). 7. 22(1H, s), 
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7. 06(1H. s). 5. 32(1H. brs). 5. 05(1H, d, J = 1.3He). 4. 98(1H, d. J=l. 3Hz), 

3. 99(3H, s). 3. 94(3H. s), 3. 65(4H. m), 3. 58(4H, m), 2. 12(3H. s), 1.71(6H, 
s). 

FAB-Mass: 476 (M^ +1) 

IR(KBr^SiJ^) v(ci-'): 1632. 1504, 1473. 1429. 1387, 1352. 1254. 1211, 
995. 

3 4 4 - (6. 7 - vpt h^^v-4-+tyU-;l') -N- (2-7)], 

W: im 

m,^: 176-177 t: 

'H-NMR(CDCl3) d (ppm): 8. 70(1H. s). 8.08(1H. m), 7.28(1H, s), 7. 14-6. 97(3H. 
m). 7. 12(1H. s). 6. 74(1H. br), 4. 03(3H, s), 4. 01(3H. s), 3. 77(8H. m). 
FAB-Mass: 412 (M" +1) 

IR(KBrlS^Jj4) v(cin ■'):1643. 1506. 1479. 1448. 1433, 1242, 1215, 1 138, 997, 
754. 

mmm a 5 4- (6, 7--:^^ K^v-4-^:f-yu-;p) -n- o-yjv 

'tuy:Lil)V) -l-\d^'7i^>tl)l^^=¥'*)-^\^ ({t^#l3 5) 
JR^: 903i 
m^: 214-220 

'H-NMR(CDCl3) 6 (ppm): 8. 69 (IH, s). 7.33(1H. s). 7.27(1H. s). 7. 36-7. 18(3H. 
m). 7. lOdH. s), 7. 05(1H, m). 6. 79-6. 71 (2H, m). 4. 02(3H. s), 3. 99(3H, s). 
3. 74 (8H. m). 
FAB-Mass: 412(M* +1) 

IR(KBr^?PJ^) v(cDi-'): 1645. 1539. 1506. 1431. 1242, 1213. 995. 

mmm z e 4- (6, 7-v^ h^^->-4-+:f-yij-ju) -n- i4-y)V 

tU7x.:z)V) - l-^^yz^>t}Vt^^^S.\^ at^tl 3 6 ) 
W: m% 
MM,: 198-202 X: 
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'H-NMR(CDCl3) a(ppm): 8. 69(1H, s). 7. 32(2H. m), 7. 25{1H, s). 7. 10(1H. s). 
6. 98(2H. m). 6. 84(1H. brs). 4. 02(3H. s), 3. 99(3H, s). 3. 73(8H, m). 
FAB-Mass: 412 (M* +1) 

IR(KBr^^J}4) v(cin"'): 1633. 1506, 1429. 1236. 1209. 993. 

3 7 4 - (6. 7 -z/)f^h^i^-4-^tV^)=.)\^) -N- (4-7;i/ 
t07x.-)V) - l-\d^y'y y^ttl)Vt^^^ 5. \i (fb^tl 3 7 ) 
JR$: 56a; 
ai!.^: 212-217 ^ 

■H-NMRCCDCla) SCppbi): 8. 66(1H. s), 7. 50(1H. brs), 7. 28-7. 18(3H. m), 
7. 10-7. 01(3H. n), 4. 12(4H, m), 4. 02(3H. s), 3. 99(3H, s). 3. 85(4H, m). 
FAB-Mass: 428(M" H) 

IR(KBr|g^J}i) v(cin-'): 1508. 1479. 1456, 1419. 1340, .1207, 990. 

3 8 N- (2-^DD7xi:Jl') -4- (6, 7 - h + ->- 4 -^^ 
:^7U-;^) - l-\d^y'y>tl)\^t^^-^S.]i (^b^tl3 8) 

im 

m,^: 186-187 X: 

'H-NMR(CDCl3) (5(ppin): 8. 70(1H. s). 8. I8(1H, dd, J=8. 3Hz, 1. 7Hz). 7. 34(1H, 
dd. J=8. 3Hz, 1.3Hz). 7. 25(1H, ddd. J=8. 3Hz. 7. 6Hz. 1. 3Hz). .7. 26(1H. s). 
7. 13(1H, brs). 7. 12(IH. s). 6. 97(1H, ddd. J=8. 3Hz. 7. 6Hz. 1. 7Hz), 4. 03(3H, 
s). 4. 0I(3H. s). 3.78(8H. in). 
FAB-Mass: 430 (M^ +3). 428 (M* H) 

IR(KBr^^j^) vCcDi "'): 1640, 1506. 1477, 1434, 1240. 1213. 995. 

3 9 N- (3-^DP7x-;i/) -4- (6. 7 - >^ ^ h^'y - 4 
i-VUiLJV) - 1 -h:^^v>A;PjH+ii-^ F (fb^tl3 9) 
IR^: 86!i; 
Wi!^: 223-224 X: 

'H-NMR(CDCl3) 5(ppm): 8. 69(1H. s). 7. 48(1H. dd. J=2. OHz. 2.0Hz), 7.29- 
7. 15(3H. m), 7. 09-6. 98 (3H, m). 4. 02(3H. s). 3. 99(3H. s). 3. 73(8H. m). 
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FAB-Mass: 430(M* +3). 428(M* +1) 

IR(KBr^^JJi) v(ci-'): 1680. 1645, 1620. 1506, 1481, 1425, 1240, 1215, 
990. 

4 0 N- (4-^an7x-;i/) -4- (6, 7 -i^^h^'y- 4-^ 

urn-. \m 

217-219 t: 

'H-NMR(CDCl3) (5(ppin): 8. 58(1H, s). 8. 17(2H. d, J=8. 9Hz), 7. 76(2H. d, 
J=8. 9Hz), 7. 24(1H. s). 7. 20(1H. s). 3. 95(6H, s), 3. 74-3. 72(8H. m). 
FAB-Mass: 430(M* +3), 428(M" +1) 

IR(KBr^?PJ&) v(cin-'): 1638, 1533. 1497. 1405, 1346, 1234, 1204. 988. 

mmm 4 1 n- (4-::7do7x-;i/) -4- (6, s:^->-4-4^ 

iR^: 96!l! 
m.^: 199-204 r 

'H-NMRCCDClj) (5(ppin): 8. 66(1H. s). 7. 67(1H, brs), 7. 31(2H. d. J=8. 6Hz). 
7. 25(1H, s), 7. 17{2H. d. 1=8. 6Hz). 7. 09(1H. s). 4. 12(4H, m). 4. 02(3H. s). 
3. 99(3H. s). 3. 84(4H, ffl). 
FAB-Mass: 446(M* 1-3), 444(M* +1) 

IR(KBrte^J?4) v(cni"'): 1574, 1506, 1492, 1479, 1423, 1344, 1327, 1209, 
991. 

4 2 N- (4-i7onAC>,;;jt,) -4 - (6, 7-v^h^'>-4-=l^ 

JK$: 77!li 

m^.: 218-220 "C 

'H-NMR(CDCl3) 6 (ppm) : 8. 62(1H, s), 7. 29-7. 27 (4H. m), 7.22(1H, s), 7. 10(1H. 
s). 6. 09(1H. brt. 1=5. OHz), 4. 89(2H, d, J=5. OHz), 4. 12-4. 09(4H. m). 4. 01(3H. 
s). 3. 98(3H, s), 3. 87-3. 83 (4H. m). 

114 



wo 98/14431 



PCT/JP97/03510 



FAB-Mass: 460 (M" +3). 458 (M* +1) 

IR(KBr^^Jfe) v(cin-'): 1575, 1532. 1502, 1475, 1428. 1394, 1322, 1235, 
1208. 1 135. 991. 938. 864. 799. 

4 3 N- (4 -^□0^>ii>X;P*-;i') -4- (6, 7-i/;^h^ 
v-4-^^:hy'J-;i/) - l-^-<yi^>tl)Vt^^'&S.\i (it^^4 3) 
JR^: 67!« 
m,^: 228-234 X: 

'H-NMR(DMSO-d„) 5 (ppi) : 8. 53(1H. s), 8. 32(1H. s). 7. 80(2H, d, J=8. 6Hz), 
7.46(2H. d. J=8.6Hz). 7.21(1H. s), 7. 14(1H. s). 3.93(3H. s), 3.91(3H, s). 
3. 59 (4H. m). 3. 53 (4H. m). 
FAB-Mass: 494 (M' +3), 492 (M^ +1) 

IR(KBr@^Jfe) vCcm"'): 1617. 1549. 1506. 1464. 1428. 1258. 1213. 1 131, 
1087. 993, 935. 893, 751, 631, 585. 

IliS^J 4 4 N- iS-Zfn^yjL-Jl) -4- (6. 7 - h4^->- 4 - + 

IRS^: 873; 

M.^: 221-222 "C 

'H-NMR(CDCl3) (5(ppni): 8. 68(1H. s). 7. 62(1H, d. J=1.7Hz). 7. 30(1H. m), 
7. 25(1H. s). 7. 17-7. 12(2H, Di), 7. 10(1H, s). 6. 97(1H. brs). 4. 02(3H. s). 
3. 99(3H, s), 3. 73(8H. m). 
FAB-Mass: 474(M' +3), 472(M* +1) 

IR(KBrig^Jffi) v(cin-'): 1643. 1579, 1506, 1479. 1421, 1238, 1209, 995. 
4 5 N- (4 -:/nt7x-;i/) -4- (6. 7 

W : m% 

m,^: 223-228 t 

'H-NMR(CDCl3) SCppm): 8. 68(1H, s), 7. 38(2H. d. J=8. 9Hz). 7. 29(2H. d. 
J=8. 9Hz). 7. 25(1H. s). 7. 09(1H. s), 6. 99(1H. brs), 4. 01(3H. s). 3. 99(3H. s), 
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3. 72(8H. m). 
FAB-Mass: 472 (M' +1) 

IR(KBrMi4) i/(ciii''): 1640, 1531. 1504. 1489, 1410, 1239, 1212. 1 135, 
994. 

4 e 4- (6, 7--:;^ h^'>-4-+:hyU-;i/) -N- (4-3- 
I<7x-;i/) - l-\^^yi^>tl)Vt^^V-3.\i ({b^tl4 6) 
W: m 
m.^: 238-242 r 

'H-NMR(CDCl3) (5(pp!n): 8. 69(1H, s), 7. 58(2H. d. J=8. 3Hz). 7. 26(1H, s). 
7. 18(2H. d, J=8. 3Hz). 7. 10(1H. s). 6. 82(1H. brs), 4. 02(3H. s). 4. 00(3H. s). 
3. 73(8H. m). 
FAB-Mass: 520 (M' +1) 

IR(KBr^^Jj*) v(cin-'): 1645, 1584, 1525. 1505, 1487, 1407, 1238, 1212, 
1135. 993. 

7 4- (6, 7 - h4^->-4 -+:>-^/'J-;i') -N- (4-3- 
m^: 129-132 X: 

'H-NMR(CDCl3) (5(ppin): 8. 93(1H. brs). 8. 65(IH. s). 7. 63(2H, d. J=8. 6Hz). 
7. 25(1H, s), 7. 13(2H, d. J=8. 6Hz). 7. IKIH. s). 4. 03-4. 02 (4H. in). 4. 00(3H. 
s), 3. 99(3H. s). 3. 85(4H. m). 
FAB-Mass: 536(M" +1) 

lUm^m^) v(ciD"'): 1581. 1508. 1481. 1429. 1336. 1252. 1207. 1 142. 
993. 

HlfSgiJ 4 8 N- [4-i7DD-2- {hVy)Vtn)^9)V) 7x-;U] -4- 
(6.7 -vpC K + ->-4 -+:^-7'J-;L') - I - E^y'Jyti K Ut 
^1^4 8) 
IR*: 975! 
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M.^: 189-190 t: 

'H-NMR(CDCl3) (5(ppin): 8.70(1H. s). 8.05(1H. d, J=8.6Hz), 7.55(1H, s), 
7. 49(1H. d, J=8. 6Hz), 7. 26(1H. s), 7. IKIH. s), 6. 91(1H, brs), 4. 03(3H, s). 
4. 01(3H, s), 3. 76(8H, m). 
FAB-Mass: 498(M* +3), 496(M* +1) 

IR(KBr^)6pJffi) vCcm"'): 1628. 1506. 1479. 1437, 1309. 1263, 1240. 1213, 
1 124. 995. 

^mm 4 9 N- [4-^Dn-3- ih^Jy)ltU)f^9)l) 7x-;H -4- 
(6, h^i^-4-+:^-y'J-;i') -l-\^^y'y>tl)Vt^^-^5. K (fb 

Mj^: 237-238 t: 

'H-NMRCCDCls) 6(ppi): 8. 69(1H. s). 7. 71(1H. d. J=2. 3Hz). 7. 61(1H. dd. 
J=8. 6Hz. 2. 3Hz), 7. 38(1H. d. J=8. 6Hz). 7. 29(1H, brs). 7. 25(1H. s). 7. 10(1H. 
s). 4. 02(3H, s). 4. 00(3H. s). 3. 75(8H. ni). 
FAB-Mass: 498 (M' +3), 496 (M' +1) 

IR(KBr^^Jft) v(cin"'): 1647, 1539. 1502. 1485. 1471. 1433. 1321. 1244. 
1207. 1 136. 993. 

mmm 5 0 n- (2, 4->^y)vtuyx=.)\^) -4- (6, 7->^/i>+x 
-4-^tV^}=.M - 1 -tr^7v>:<3;i/7|f+-y-5 K iit^^so) 
urn-. 

m,^: 174-175 X: 

'H-NMRCCDCh) (5 (ppm): 8. 71(1H, s). 8. 02-7. 97(1H, m), 7.28(1H. s). 7. 12(1H. 
s), 6. 91-6. 85(2H. m). 4. 04(3H. s), 4. 00(3H. s), 3. 89-3. 71 (8H. m). 
FAB-Mass: 430 (M^ +1) 

lUm^M^) v(cin"): 1616, 1500. 1424. 1351. 1238. 1208. 995. 

5 1 N- (2. 5 -v7;i/^D7x-;U) -4- (6, 7-->*/h^-> 

-4-^i-V^)-jV) - 1 -tf^ 7 v>;tj;u 4^+1^5 K (ib^tisi) 
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m,^s: 187-189 r 

'H-NMR(CDC1.,) (5(ppin): 8. 70(1H, s), 7. 95(1H. m). 7. 27(1H, s), 7. IKIH. s), 
7. OOCIH. m), 5. 85(1H. br). 6. 66{1H, m). 4. 03(3H. s). 4. 0l(3H. s), 3. 77(8H, 
m). 

FAB-Mass: 430 (M* +1) 

lR(KBrlS?fiJffi) i/(ci"'): 1649. 1508, 1429. 1255. 1242. 1215. 1 155. 997. 

5 2 N- (2. 6 -'>*i7nP7x-;i/) -4- (6. 7-v;Ch^i/- 
4-^i-V'J-)\^) - l-\^^yV>tl)Vt^^-^S.\i (fl:^ife5 2) 
IR^: 92!i; 
m,^.: 202-207 "C 

'H-NMRCCDCh) 5(ppin): 8. 70(1H. s). 7. 34(2H. d. J=7. 9Hz), 7. 28(1H. s), 
7. 21(1H. d, J=7. 9Hz). 7. IKIH. s). 6, 54(1H. brs). 4. 03(3H. s). 4. 00(3H. s). 
3. 78-3. 77 (8H. m). 
FAB-Mass: 464(M^ +1). 462(M* +1) 

IR(KBr^5?JJi) V (cm -'): 1634, 1506, 1428, 1250. 1211, 1 135. 997. 933, 853. 
799. 

5 3 N- (2, 4 -'>*i:7 0n7x-;i/) -4- (6, 7-x^b + ->- 

itX$: 1005; 
m.^: 166-167 X: 

'H-NMRCCDCh) 6(pm): 8. 70(1H. s). 8. 15(1H. d, J-8. 9Hz), 7. 36(1H. d, 
J=2. 3H2). 7. 27(IH. s). 7. 23(1H, dd. J=8. 9H2, 2. 3Hz), 7. 12(1H. s), 7. 07(1H. 
brs). 4. 03(3H. s), 4.01(3H. s), 3. 78(8H, m). 
FAB-Mass: 464(M* +3). 462(M' +1) 

IR(KBr^?[iJ&) V (cm "): 1676. 1576. 1506. 1474. 1431, 1238, 1207. 1 136. 991 
5 4 N- (3, 4-vi7aD7x-;i/) -4- (6, l-'y/^h^'y- 
4-^:f>/U-;i/) - 1 -e^7->->:^j;i';}^^it5 H ({t:^tl5 4) 
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m.^: 221-222 r 

'H-NMR(CDCl3) (5(ppm): 8. 69(1H, s), 7. 60(1H, d, 1=2. 3Hz), 7. 33(1H. d, 
J=8. 6Hz). 7. 26(IH. s), 7. 23(1H, dd, J=8. 6Hz, 2. 3Hz), 7. 10(1H, s), 6. 89(1H. 
brs), 4. 02(3H, s), 4. 00(3H. s). 3. 74(8H, m). 
FAB-Mass: 464 (M* +3). 462 (M* +1) 

IR(KBr^?fiJ^) v(cin"'): 1645, 1587, 1502, 1477. 1431, 1394. 1244. 1207, 
1 135. 993. 

MMM 5 5 N- (3, 5 --:/i7DD7x-;l/) -4- (6, 

W: m 

ISJ,^: 139-140 t; 

•H-NMRCCDCU) 5(ppin): 8.67(1H. s). 7.75(1H, brs). 7.39(2H. d. J=2.0Hz). 
7. 25(1H. s). 7. 09(1H. s). 6. 97(1H, d. J=2. OHz). 4. 02(3H. s), 3. 99(3H. s). 
3. 76-3. 70 (8H. m). 
FAB-Mass: 464 (M* +3), 462 (M* +1) 

IR(KBr^^JJ£) v(ciii-'): 1641. 1585, 1504. 1473. 1416, 1244. 1209. 1 136. 
993. 

5 6 4 - (6. 7 -'>*p^ l>:^^->-4-+:hyU-;i/) -N- (4-pt|- 
+ v7x-;i') - l-\:^^yi^>tl)Vt^^-^5.\i (fk^tl5 6) 
W: m 
Wi!^: 221-223 t 

'H-NMR(CDCU) fiCppm): 8. 69(1H. s). 7. 29-7. 24(3H. m), 7. 12(1H. s), 6. 86(2H, 
d. J=8. 9Hz). 4. 03(3H, s). 4. 00(3H, s). 3. 79(3H. s). 3. 76-3. 72 (8H, m). 
FAB-Mass: 424 (M* +1) 

IR(KBrlS^]^) v(cin-'): 1637, 1569. 1507. 1416. 1232. 1208, 989. 
mmn 5 7 4- (6, 7-x;< h + v-4-+:^7'J:l;^) -N- (4-xh 
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JR^: lOOSi; 
S6.#.: 165-166 "C 

'H-NMR(CDCl3) (5(ppid): 8.69(1H. s), 8. 16(2H. d, J=9. 6Hz), 7.29(1H. s), 
7. 13(IH, s), 6. 96(2H, d, 1=9. 6Hz), 6. 86(1H, brs), 4. 13(2H. q, J=6. 9Hz). 
4. 04(3H, s), 4. 01(3H, s). 3. 79-3. 77(8H, i), 1.47(3H, t, J=6. 9Hz). 
FAB-Mass: 438 (M^ +1) 

IR(KBr^^ja) v(ciii"'): 1662. 1538, 1506. 1452. 1425, 1358, 1250, 121 1, 
991. 

5 8 N- (4-7'h=l^->7x-;l/) -4- (6, 7-v;/h + ->-4- 
- 1 -tf^7v>;^JP3j^=^U-= K (fb^tl5 8) 

m,^: 213-214 X: 

'H-NMR(CDCl3) 6(ppin): 8.68(1H. s), 7.25(2H, d, J=8.9Hz). 7.25(1H, s). 

7. 09(1H. s), 6. 82(2H. d, 1=8. 9Hz), 6. 79(1H, brs)! 4. 01(3H. s), 3. 98(3H. s), 

3. 90{2H. t. ]=6. 6Hz). 3. 70(8H. m). 1. 73(2H. tt, J=7. 3Hz. 6. 6Hz). 1.46(2H. 
tq. 1=7. 3Hz, 7. 3Hz). 0. 94(3H, I. J=7. 3Hz). 
FAB-Mass: 466 (M" +1) 

lR(KBr^^Jt4) vCcm"'): 1637, 1574, 151 1, 1419, 1238, 121 1, 993. 

mmm 5 9 4- (6. 7 -'y^h^'y-4-^tvu:i)V) -n- [4- (h 

^}y)V7i-n}^h^'y) 7x-;i/] - l -\f^yi^>i3)Vts^li-2, H Ub^tiS 9) 

W: m 

m.^: 204-205 "C 

■H-NMRCCDCh) (5(ppin): 8.68(1H, s), 7.42(2H, d, J=8.9Hz), 7.25(1H, s), 
7. 14(2H. d, J=8. 9Hz), 7. 10(IH. s), 4. 01(3H, s), 3. 99(3H, s), 3. 74(8H. m). 
FAB-Mass: 478 (M^ +1) 

IR(KBr^^J?4) V (cm "'): 1644, 1500, 1417, 1250, 1205, 1 158, 996, 928, 847, 
799. 

mmm e o 4- ce, 7 -i^^ h + ->- 4 -+:fyur.;i/) -n- (4-7x 
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W: m 

m.^: 218-219 "C 

'H-NMR(CDCl3) 5 (ppm): 8. 70(1H. s), 7. 37-7. 26 (5H. m), 7. 12(1H. s). 7.07(1H, 
m). 7. 00-6. 97(4H, m), 6. 46(1H. brs), 4. 03(3H. s). 4. 00(3H, s), 3. 76(8H. m). 
FAB-Mass: 486 (M* +1) 

IR(KBr^^Jfi) vCcm-'): 1633, 1541, 1506. 1421, 1248, 1234. 993. 

6 1 4- (6, 7 -'y^h^>'-4-^i-'/^)=.)V) -N- (4-7x 
y + ->7xr;i.) - 1 -tf^7v>5^^;?jJP4?+it5 K (^fc:^#j6i) 

m,^: 242-243 X: 

'H-NMRCCDCU) 6 (ppm) : 8. 67(1H. s), 7. 38-7. 31 (2H. m), 7. 27(1H. s). 7. 26(1H, 
brs), 7. 21-6. 96(8H. m). 4. 12-4. 08(4H. m), 4. 03(3H, s), 3. 99(3H, s), 
3. 88-3. 84 (4H. m). 
FAB-Mass: 502 (M^ +1) 

IR(KBr^^J^fe) vCcm"'): 1576, 1506. 1484, 1432, 1398, 1339, 1241, 1212, 
993. 

MMM 6 2 4 - (6, 7 -iy^^h^'y- 4-^i-^/^)-)V) -N- [4- (4 
6 2) 

iR$: 87!i; 
Bl!.^: 204-207 r 

'H-NMRCCDCl,) 6(ppi): 8. 67(1H, s), 8. 20(2H, d, J=8. 9Hz), 7. 56(1H, brs), 
7. 34(2H. d, ]=8. 9Hz), 7. 28(1H, s). 7. IKIH, s), 7. 09(2H, d. J=8. 9Hz), 7. 04(2H, 
d. J=8. 9Hz). 4. 18-4. 14(4H, m). 4. 03(3H. s), 4. 00(3H, s). 3. 91-3. 87 (4H. m). 
FAB-Mass: 547 (M* +1) 

IR(KBr®?[iJ&) v(cni "'): 1579, 1505, 1480, 1420, 1337, 1240, 1208, 992, 878, 
844. 
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6 3 N- (4-^>iy^t^iyyx=.)l) -4- (6, 7-i/^h=¥iy 

iK^: 83!i; 
an*: 103-105 x: 

'H-NMRCCDCU) 6 (ppm) : 8. 65(1H, s). 7. 63(1H. brs). 7. 43-7. 29(5H, m). 
7. 24(1H, s), 7. 15(2H. d. J=8. 9Hz), 7. 09(1H. s), 6. 94(2H, d. J=8. 9Hz), 5. 03(2H, 
s). 4. 08(4H. m), 4. 01(3H, s), 3. 97(3H. s), '3. 82(4H, m). 
FAB-Mass: 516 (M* +1) 

IR(KBr^^Jfe) v/(ciii''): 1543, 1508. 1475, 1427, 1336, 1238, 1209, 1016, 
991. 

6 4 N- (2. 4 -v;< h + ->7x^Jl/) -4- (6, 7-v^h + -> 
- 4-:^:hyU-;i') - 1 -hf<7v>*;i/4^=^1t5 h* ab^tl6 4) 
W: m% 
MM.: 187-188 X: 

'H-NMRCCDCU) 6 (ppm) : 8. 69(1H. s). 7. 98(1H. d. J=6. 9Hz), 7. 27(1H, s), 
7. 13(1H, s). 6. 89(1H, brs). 6. 51-6. 48(2H. m). 4. 04(3H, s), 4. 01(3H. s). 
3. 87 (3H, s). 3. 80 (3H, s). 3. 76 (8H, m). 
FAB-Mass: 454 (M* +1) 

IR(KBr^?[iJ&) v(cm-'): 1640, 1600, 1533, 1502, 1454, 1236. 1207. 990. 
6 5 N- (2. 5 b + ->7x-;i/) -4- (6. 7-v;<h + i/ 

IR$: 93!« 

mA: 215-217 X: 

'H-NMRCCDCU) (5 (ppin): 8. 70(1H. s), 7. 92(1H, d. J=3. 3Hz). 7. 27(1H, s), 
7. 24(1H. brs). 7. 13(1H. s), 6. 79(1H. d. J=8. 9Hz). 6. 52(1H, dd, J=8. 9Hz. 
3. 3Hz). 4. 04(3H, s). 4. 01(3H. s), 3. 86(3H. s). 3. 79(3H. s), 3. 77(8H. m). 
FAB-Mass: 454 (M' +1) 

IR(KBriJ^JS) v(cin-'): 1659, 1531. 1502, 1429, 1236. 1209. 1 134. 993. 
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6 6 N- (3, 4-'y)^h^y7x-)l) -4- (6, 7-'>*p<h + -> 
- l-\d^yy>^tti)Vts:ir^S.\i ({t:^t)6 6) 

iR^: 10055 
M: 174-176 *C 

'H-NMR(CDCl3) fiCppm): 8. 65(1H. s). 7.60(1H, brs). 7. 25(1H, s). 7. 10(1H. s). 

6. 84-6. 73 (3H. i). 4. 12-4. 08 (4H. m). 4. 02(3H, s), 3. 98(3H. s). 3. 86(3H. s), 
3. 86-3. 85 (4H. m), 3. 85(3H. s). 

FAB-Mass: 470 (M* +1) 

mmmm v/(cin-'): 1504. 1479, 1344, 1257, 1240, 121 1, 1132, 1025, 
991. 

6 7 N- (3, 5 -v^ h + ->7x-;U) -4- (6, + v 

83!i; 

m.^: 240-241 t: 

'H-NMR(CDCl3+DMS0-dB) (5 (ppm) : 9. 17{1H, brs), 8, 60(1H, s). 7. 22{1H, s). 

7. 17(1H, s), 6. 54(2H. d. J=2. 3Hz), 6. 24(1H, d, 1=2. 3Hz). 4. 15(4H, m), 4. 01(3H, 
s), 4. 00(3H, s), 3. 84(4H, m). 3. 77(3H. s), 3. 76(3H, s). 

FAB-Mass: 470 (M* +1) 

IR(KBr^^Jfe) v(cni-'): 1605, 1502, 1477, 1425, 1211, 1 182, 993. 

mmm e s 4- (6, 7 -i^^h^i^- 4-^i-'/^)=-}i) -n- (3, 4- 

/5"U'>v:t-+v7x-Jl^) - 1 -\^^yi^>^t-^)lt^^2. K ({t^^6 8) 
1R$: lOOX 
aS^: 207-211 t: 

'H-NMRCCDCU) (5 (ppm) : 8. 66(1H. s), 7. 60(1H, brs), 7. 25(1H. s), 7. I0(1H, s). 
6, 79-6. 75 (2H, m). 6. 63(1H, dd, J=8. 3Hz, 2.0Hz), 5. 98(2H, s). 4. 10(4H. m), 
4. 02(3H. s), 3. 99(3H, s), 3. 84(4H, m). 
FAB-Mass: 454(M" H) 

IR(KBr||^Jj*) v(cin-'): 1541, 1504, 1479, 1431, 1346, 1242. 1209. 1136, 
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1036, 991, 935. 854. 

6 9 4 - (6, 7 -i^^h^'y- 4-^i-V^]~)V) -N- (4-^^ 

mj^.: 231-233 t 

'H-NMR(CDCl3) (5(ppid): 8. 69(1H. s). 7. 33(2H. d, J=8. 9Hz), 7. 28(1H, s), 
7. 22(2H, d, J=8. 9Hz), 7. 10(1H. s), 6. 75(1H, brs). 4. 02(3H. s). 3. 99(3H. s). 
3. 73(8H, m), 2. 45(3H, s). 
FAB-Mass: 440(M^ +1) 

IR(KBr^^Jte) v(cin-'): 1597, 1576. 1506, 1429, 1348, 1292. 1209, 991. 

7 0 4 - (6. 7 h^x-4- + :fyijr;|/) -N- [4- (4 

-=.hciyx.:z)i9t) 7x-;i/] - i - tf^7 v>^^:^;P3i?:^its H (ib^ 

tl7 0) 

urn-, m 

m.^: 144-146 r 

•H-NMRCCDCU) 5(ppin): 8.67(1H, s), 8.07(2H, d, J=8.9Hz). 7.67(IH. brs). 
7. 52(2H. d. J=8. 6Hz), 7. 36(2H. d, J=8. 6Hz). 7. 27(1H. s), 7. 19(2H, d. J=8. 9Hz). 
7. IKIH, s), 4. 17-4. 15(4H, in), 4. 03(3H, s), 4. 00(3H. s). 3. 90-3. 86 (4H. m). 
FAB-Mass: 563(M* +1) 

IR(KBriSI|iJ?S) v(cin "'): 1576. 1507. 1479. 1456, 1416. 1335. 1209. 992, 854. 
^mmi 1 4- (6, 7 -i^:^]^^'^- 4-^t'/U:^)l) -N- (4-'J^ 

M: 73!i; 
Mj^: 226-227 t 

'H-NMR(CDCl3) (5 (ppi): 8. 65(1H, s), 7. 28(1H. s). 7. 27(1H. brs), 7. 10(1H. s), 
7. 07(2H. d. J=8. 9Hz). 6. 69(2H, d. J=8. 9Hz), 4. 09-4. 05(4H, m), 4. 03(3H. s), 
3. 99(3H, s), 3. 86-3. 82 (4H. m). 
FAB-Mass: 453(M* +1) 
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IR(KBr^^JS) v{cin-'): 1576, 1506, 1476, 1427, 1338, 121 1, 991. 

7 2 N- (4-vX5';i'75y 7x-;l') -4- (6, T-vpCK + v 

m% 

SS*: 147-148 "C 

■H-NMRCCDCla) 6ivm): 8. 64(1H. s). 7. 67(1H, brs), 7. 23(1H. s), 7.09(1H. s). 
7.04(2H, d, J=8. 9Hz), 6. 60(2H, d, J=8. 9Hz). 4. 10-4. 07(4H. m), 4. 00(3H, s), 
3.97(3H, s). 3. 82-3. 81 (4H. m), 3. 31(4H, q. J=6. 9Hz), 1. 13(6H. I, J=6. 9Hz). 
FAB-Mass: 481(M^ +1) 

IR(KBrig^Jj£) v(cin-'): 1616. 1576, 1520. 1446, 1429. 1396, 1339. 1256. 
1210, 1 137, 992. 

^iS^J 7 3 4 - (6, 7 H + ->- 4 -4^:hyU-;i/) -N- [4- (5 

z^>^ttl)Vt^^^=,]i ({1:^#I7 3) 

IR^: 99!i; 

SB!*: 153-156 r 

'H-NMR(CDCl3) <5(ppin): 8. 65(1H, s), 8. 47(1H. d. J=8. 6Hz), 8. 33(1H. d. 
J=8. 6Hz). 8. 16(1H. dd, J=7. 6Hz. 1. 3Hz), 7. 55-7. 49(2H, m), 7. 41(1H, dd, 
]=8. 6Hz, 7. 6Hz), 7.27(1H, s), 7. 15(1H. d. 1=7. 6Hz), 7. 07(1H, s), 6. 99(2H. 
d. J=8. 9Hz), 6. 89(2H, d, J=8. 9Hz), 4. 04-4. 02(4H, m), 4. 00(3H. s), 3. 93(3H. 
s), 3. 78 (4H, m), 2. 85 (6H, s). 
FAB-Mass: 658 (M* +1) 

IR(KBr^^Jfe) V (cm "'): 1576. 1507, 1475. 1429, 1327, 1210. 1 142, 992, 791. 
7 4 4-'(6, 7-v/ h + v-4-+-f 7U^;i/) -N- [4- (4 

K ({t^tl7 4) 
W: im 
m.^: 148-149 "C 



125 



wo 98/14431 



PCT/JP97/03510 



'H-NMR(DMSO-dr,) 6 (ppm) : 9. 62(1H, brs). 8.57(IH, s). 7.78(2H, d. ]=8.3Hz), 
7. 74(2H, d, J=8. 6Hz). 7. 53(2H, d, J=8. 6Hz), 7. 26(1H. s). 7. 24(1H, s), 6. 83(2H. 
d, J=8. 3Hz). 4. 16(4H, m). 3. 94(3H, s). 3. 94(3H, s), 3. 87(4H. m). 3. 06(6H, 
s). 

FAB-Mass: 557 (M^ +1) 

IR(KBr^^J^) v(cin-'): 1601, 1506. 1425, 1363. 990. 

Hlglj 7 5 4 - (6, 7 -iy^h^y-4-^i-'/^J~M -N- (2-111- 

P7x-;i/) - 1 -lf^^>^>:^;i/#+-tf5 K (£^tl7 5) 

m 

IS*: 217-218 "C 

'H-NMR(CDCl3) (5(ppm): 10. 33(1H. brs), 8. 71(1H, s), 8. 66(1H. dd, J=8. 6Hz. 
1. 3Hz), 8. 23(1H. dd, J=8. 2Hz, 1.7Hz). 7. 64(1H. ddd. J-8. 6Hz, 7. 3Hz, 1. 7Hz), 
7. 28(1H, s), 7. 12(1H, s), 7. 10(1 H, ddd, J=8. 2Hz, 7. 3Hz, l,3Hz), 4. 04(3H, s). 
4. 02(3H. s), 3. 86-3. 83(4H, m). 3. 81-3. 79(4H. m). 
FAB-Mass: 439 (M* +1) 

IR(KBr^?fiJfe) v(cin-'): 1660, 1509, 1453. 1430. 1336, 121 1, 989, 745. 
7 6 4 - (6, 7 -'y^h^'y-4-^i-V^}=.)l) -N- (3--h 

□ 7x-;i/) - 1 - t!^7v>;^;i/4^^-y-5 F (i\:^^7 6) 
urn-. %9% 

gS.t: 123-125 t: 

'H-NMR(CDCl3) (5(ppin): 8. 68(1H. s), 8. 23(1H, dd, ]=2. 3Hz. 2.0Hz), 7.88- 
7. 83(2H. m), 7. 49(1H, brs), 7. 42(1H. dd, J=8. 3Hz, 8. 3Hz), 7. 25(1H, s), 
7. IKIH, s). 4. 02(3H, s), 4. 00(3H, s). 3. 79-3. 75(8H, m). 
FAB-Mass: 439 (M' +1) 

IR(KBr^^Jfe) v(cm-'): 1640, 1522, 1503, 1475, 1431, 1336. 

7 7 4 - (6, 7 -y)<h^y-4-^i-V^J~)\^) -N- (4--^ 

□ 7x-;i/) -l-\:^^y'y>tl)lt^^-^S.]i (ib^tl7 7) 

mm: m 
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gi,^: 272-274 "C 

'H-NMRCDMSO-de) (5 (ppm) : 9. 33(1H, brs), 8. 56(1H, s), 8. 15(2H. d, J=9. 4Hz), 

8. 58(1H, s). 7. 75(2H. d. 1=9. 4Hz). 7. 23(1H, s), 7. 19(1H, s), 3. 93(6H. s). 
3. 72-3. 70 (8H, in). 
FAB-Mass: 439 (M* +1) 

IR(KBr^^Jft) vCcm"'): 1664. 1504, 1426. 1324. 1240, 1208, 995. 

Mmm 7 8 4 - (6. 7 -i^}^h^i^-4-^tV^)~)V) -N- (2--h 

P7xn;u) - 1 - tf^7v>5"^;^>il'^4^-y-^ F (fl:^ti7 8) 
W: lOOii; 
m.^: 177-178 r 

'H-NMRCCDCh) 5 (ppm): 10. I4(1H. brs), 8. 69(1H, s), 8. 52(1H, dd, ]=8. GHz, 
1. OHz), 8. 16(1H. dd. 1=8. 6Hz. 1. 3Hz). 7. 64(1H. ddd. J=8. 6Hz. 8. 3Hz, 1.3Hz), 
7. 29(1H. s), 7. 21(1H, ddd, ]=8. 6Hz. 8. 3Hz. l.OHz), 7. 13(1H, s), 4. 29(4H. m), 
4.04(3H. s). 4.01(3H. s). 3. 94(4H, Ji). 
FAB-Mass: 455 (M* +1) 

lUummii) vCcffl-'): 1575, 1504. 1471, 1400, 1338. 1236, 991. 

7 9 4- (6. 7 -->-p^ h + v- 4- + i-y'J:::Jl') -N- (3--h 

□ 7x-;i.) - l-if^yi^>^ttl)Vt^^^^l^ (ft^#j7 9) 
JR^: 833; 

MM.: 140-143 "C 

'H-NMRCD.MSO-ds) 5 (ppm) : 9. 76(1 H. brs), 8.56(1H, s). 8.32(1H, d, J=2.0Hz), 
7. 95(1H, m), 7. 87(1H. dd. J=8. 3Hz, l.OHz), 7. 59(1H. dd, J=8. 3Hz, 8. 3Hz), 
7. 26(1H. s). 7. 24(1H, s), 4. I8(4H, m). 3. 94(3H, s), 3. 94(3H, s), 3. 88(4H, 
m). 

FAB-Mass: 455 (M* +1) 

IR(KBriS^JS) v(cm"'): 1529. 1504. 1477, 1429, 1348, 1240, 1209. 993. 

8 0 4- (6. 7 -i^^h^'y-4-^i-V^)-)V) -N- (4-:ih 

□ 7x-;i/) - 1 - tr^5v>^:t:^;i/x]^+-y-5 K iit^^so) 

127 



wo 98/14431 



PCT/JP97/03510 



j|IJ;^C: 221-224 t 

'H-NMR(CDC1,,) <5(ppm): 8.68(1H. s), 8.22(2H. d. J=8. 9Hz). 7.65(1H, brs). 
7. 37(2H, d, J=8. 9Hz). 7. 27(1H, s), 7. 09(IH. s), 4. 13(4H. m), 4. 03(3H. s), 
4. 00(3H. s), 3. 88(4H. m). 
FAB-Mass: 455 (M' +1) 

IR(KBr^^Jffi) y(cin"'): 1576. 1506. 1429. 1348, 1292. 1209, 991. 
mmm S l 4- (6, 7 -'J^h^'y-4-^i-W=-^) -N- i4-y)V 
:tP-3--hD7x-;i/) - l-]d^y'yyt))lt^^'&^}^ ({b^tlSD 
W: m 
m,^: 243-245 X: 

'H-NMR(CDCl3) (5(ppi): 8. 74(1H. s), 8. 63(1H. in). 8. 28(1H. dd. J=6. 6Hz. 
2. 6Hz), 7. 93(1H, m). 7. 26(1H. s). 7. 19(1H. brs). 7. 14(1H. s), 4. 04(3H. s), 
4. 01(3H, s). 3. 98-3. 95 (4H. m), 3. 78-3. 72(4H. m). 
FAB-Mass: 457 (M^ +1) 

IR(KBrlJ^J^) v/(cin-'): 1640. 1537, 1504. 1350. 1242. 1207. 990. 

8 2 N- (2 -^00-4-- |>D7x:i;i/) -4- (6. 
^iy- 4-^i-V^)~)l) - 1 - t!^7->*>;^;;i/4?+it^ H (fb^tl8 2) 
M: m 
m.^: 194-195 X: 

'H-NMR(CDC1 3) (5(ppin): 8.71(1H. s). 8.52(1H. d. I=8.9Hz). 8.30(1H. d. 
J=2. 5Hz). 8. 16(1H. dd. J=8. 9Hz. 2. 5Hz), 7. 43(1H. brs), 7. 28(1H, s), 7. IKIH, 
s), 4. 04(3H. s). 4. 01(3H. s). 3. 82(8H. m). 
FAB-Mass: 475 (M* +3). 473(M* +1) 

IR(KBr^^JS) V (ci ■'): 1686. 1506. 1479. 1430. 1340. 1236, 1209. 1 135, 991, 
742. 

8 3 N- (4-^DD- 3-- HD7X-JI') -4- (6, 
^zy- 4-^±V^)=L)V) - I -\£^yi;> tl)Vt^^^^\^ (fb^#j8 3) 
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|R$: 64!l! 
S!!*: 253-255 V 

'H-NMR(CDCl3) <5(ppin): 8. 70(1H. s). 8. 04(IH. d. J=2. 3Hz), 7. 60(1H. dd, 
1=8. 9Hz, 2. 3Hz), 7. 46(1H. d, J=8. 9Hz). 7. 28(1H, s), 7. 10(1H. s), 6. 62(1H, 
brs), 4. 04(3H. s). 4. 00(3H. s). 3. 77(8H. i). 
FAB-Mass: 475(M* +3). 473 (M* +1) 

IR(KBr^^JS) v{cin-'): 1646. 1525, 1500, 1472, 1428. 1338, 1243. 1209. 
1 135. 992. 

8 4 N- (3 - vjy 7X-JI') -4- (6, 7-v;>4 H=(ri^-4- + 
t'/^)~)V) - l-^^y'y>tl)Vt^^^S.}i ({t^tl8 4) 
tR$: 100!l! 
m^: 240-244 "C 

'H-NMR(CDCl3) 6(ppid): 8.68(1H, s). 7.76(1H. s). 7.68(1H. d. J=7.9Hz). 
7. 44-7. 27 (3H. in). 7. 24(1H. s), 7. 10(1H. s), 4. 01(3H. s), 3. 99(3H. s). 3. 76(8H. 
m). 

FAB-Mass: 419 (M" +1) 

IR(KBr^^J&) V (cm -') : 2208. 1666, 1547. 1504. 1477. 1429. 1242. 1209, 
993. 

mmms 5 N- (4-v'7/7x-;1/) -4- (6. 7 -i^^h^'y- 4-^ 

IR^: 87!i; 
MM.: 247-252 "C 

'H-NMRCCDCU) fi(ppiD): 8. 67(1H. s). 7. 86(1H. brs). 7. 62(2H. d. J=8. 6Hz), 
7. 37(2H, d. J=8. 6Hz), 7. 28(1H. s). 7. 10(1H. s), 4. 16-4. 08(4H, m), 4. 03(3H, 
s), 3. 99(3H, s), 3. 89-3. 84 (4H. m). 
FAB-Mass: 435 (M* +1) 

IR(KBr^^J?£) vCcffl-'): 2220. 1506. 1483. 1427. 1298. 1 215. 991. 

mmm s e n- (3 -7-fe5^;i/7x-;i/) -4- (6. i -i^^h^'y- 4- 
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77!li 

241-245 V, 

'H-NMR(CDC1,) 6 (ppm) : 8. 68(IH. s). 8. 26(1H. m), 8. 05(1H. brs), 7. 84(1H. i). 
7. 57(1H. m). 7. 37(1H, m), 7.24(1H, s), 7. 13(1H, s), 4.03(3H. s), 4. 00(3H. 
s). 3. 98(4H, m), 3. 79-3. 73 (4H. i). 2. 59(3H, s). 
FAB-Mass: 436 (M* +1) 

IR(KBrlS^J}4) v(cin-'): 1665. 1539. 1505. 1480, 1426. 1383, 1307, 1244, 
1205. 1 133. 993. 

mmm s 7 n- {4-7-t9)vyx.=.)V) -4- (6. 7-v^h+->-4- 
M: m% 

m,^.: 220-222 "C 

'H-NMR(CDC1 3) (5 (ppm): 8.69(1H. s). 7.91(2H. d. J=8.6Hz). 7.52(2H. d, 

J=8. 6Hz), 7. 26(1H. s), 7. 23(1H. brs). 7. 10(IH. s). 4. 02(3H, s), 3. 99(3H, s). 
3. 77(8H. m). 2. 57(3H, s). 
FAB-Mass: 436 (M* +1) 

lR(KBrte^J?i) v(cin-'): 1662, 1583, 1504. 1473, 1415, 1238, 121 1, 993. 
8 8 N- (4-^>V^ )lyx.-)V) -4- (6. 7-v^h + v-4 

JR$: lOOii; 
St*: 222-223 t: 

'H-NMR(CDCh) 6 (ppm): 8.67(1H, s). 7.81(2H, d, I=8.6Hz), 7.77(2H, dd. 
J=7. 9Hz. 1.7Hz). 7. 59(1H. dd, J=7. 3Hz, 1.7Hz). 7. 48(2H. dd. 1=7. 9Hz. 7. 3Hz). 
7. 30(2H. d, J=8. 6Hz). 7. 27(1H. brs). 7. 26(1H. s). 7.09(1H. s). 4. 12(4H, m), 
4. 02(3H, s). 3. 99(3H, s), 3. 86(4H, m). 
FAB-Mass: 514(M* +1) 

IR(KBr^^J^) v(cm"'): 1504. 1425, 1303, 1282, 1209, 990. 
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8 9 4 - (6. 7 -i^^h^y-4-^tVV~)l) -N- (4-Xh 
^'ytl)lt^-)V7x.-)l) - l-\^^yz;>tl)Vt^-^5,\^ (ft^tl8 9) 
iK*: 96!l! 

M,^: 242-246 X: 

'H-NMR(CDCl3) (5(ppni): 8. 69(1H. s). 7. 98(2H. d, J=8. 9Hz), 7. 49(2H, d. 
J=8. 9Hz), 7. 26(1H. s), 7. 10(1H, s), 4. 35(2H, q. J=7. 4H2), 4. 02(3H, s), 
3. 99(3H. s), 3. 73(8H, m). 1.38(3H, t, J=7. 4Hz). 
FAB-Mass: 466 (M* +1) 

IR(KBr^?PJffi) v(cin-'): 1700, 1659. 1504, 1417. 1281. 1213. 1174. 991. 

9 0 N- (4-ZfV^'>:fl)lt^-)l7^-)V) -4- (6, 

m 

Mj^: 226-227 "C 

'H-NMR(CDC1 3) (5(pp!d): 8.69(1H. s). 7.98(2H. d, J=7.9Hz), 7.48(2H. d, 
J=7. 9Hz). 7. 26(1H. s). 7. 10(1H. s). 6. 96(1H. brs). 4. 29(2H. t. J=6. 6Hz). 
4. 02(3H. s). 3. 99(3H. s). 3. 76(8H, l). 1. 74(2H. tt. J=7. 3H2. 6. 6Hz). 1.48(2H, 
tq, ]=7. 6H2, 7. 3Hz). 0. 97(3H, t, J=7. 6Hz). 
FAB-Mass: 494 (M* +1) 

IR(KBr®?flJfe) v(cin-'): 1705, 1654. 1507. 1418. 1283. 1240. 1214. 1 177, 
994. 

9 1 N- [3. 5-k*X {^h^i^^)lt^-)\^) 7x-;i/] -4- (6, 
7-v;< h + '>-4-+:^^/'J-;l') - 1 - ^^y i^yti Jl^t^^^S. ]i (it^^ 
9 1) 

m 

M,^.: 252-253 t 

'H-NMR(CDC1 6 (Dm): 8.70(1H, s). 8.37(1H, d, J=1.7Hz), 8.27(2H, d, 
]=1. 7Hz). 7. 28(1H. s). 7. 12(1H. s), 6. 84(1H. brs). 4. 04(3H, s), 4. 01 (3H, s), 
3. 93(6H. s). 3. 78(8H, m). 
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FAB-Mass: 510(M* +1) 

lR(KBr@^Jfe) i/(cin''): 1727. 1658. 1633. 1549. 1504. 1428, 1336. 1241. 
1212. 1 129, 994. 755. 

9 2 N- [4- (2, 3, 4. 5 h 7 fc H □ - 2 -:t+V 7 7 >- 
3--( )ltl)V/'<=t-()V) 7x-;i/] -4- (6. 7 --y^h^y- 

- 1 -if<7->'>?^:^;i/7}^^+i-^ K (ib^ti9 2) 

M: 715; 

iU,'^: 174-178 t: 

'H-NMR(CDCl3) (5(ppiii): 8.67(1H, s), 7.73(2H, d, J=8.6Hz), 7.67(1H, brs). 
7. 25(1H, s), 7. 21(2H, d. J=8. 6Hz), 7. 09(1H. s). 6. 88(1H. br). 4. 73(1H. m). 
4. 56(1H. m), 4. 36(1H, m). 4. 08-4. 02 (4H. in). 4. 03(3H. s), 4. 00(3H. s), 
3. 89-3. 82 (4H, m). 2. 90(1H, m). 2. 33(1H, i). 
FAB-Mass: 537 (M^ +1) 

IR(KBr^^Jffi) v(cDi-'): 1762. 1650. 1578, 1505. 1476. 1424, 1305, 1209. 
1020. 991. 853. 

Mmm 9 3 4 - (6. 7 -i^^h^>'-4-^i-'/')=.}i') -N- (4-X;i^ 

iR$: lOOii; 
aii,^: 172-180 t: 

'H-NMRCDMSO-de) 5 (ppm) : 9. 63(1H. brs). 8. 54(1H. s), 7. 73(2H. d. J=8. 4Hz). 
7. 51(2H. d. J=8. 4Hz), 7. 26(1H. s). 7. 24(2H. s). 7. 22(1H. s), 4. 13(4H, i), 
3. 93(3H, s). 3. 93(3H. s), 3. 85(4H, m). 
FAB-Mass: 489 (M^ +1) 

IR(KBr^?r!lJ4) ^(cin"'): 1583. 1508, 1479, 1419, 1336, 1205, 1 159, 991. 

^iS^J 9 4 4 - (6. 7 -'y^h=^'y-4-^i-'/')~)V) -N-7)V7^))l 

- 1 -h°'^7v>^^:^;l/4^+-y-$ F ({t^#l9 4) 

iR^: 99S; 

B}^: 189-190 "C 
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'H-NMRCCDCh) (5(ppin): 8. 63(1H. s), 7. 37(1H. d, J=1.6Hz), 7. 24(1H, s), 
7. lOdH. s). 6. 33(2H. m). 6. 13(1H, brt, J=4. 6Hz). 4. 91(2H. d, J=4. 6Hz), 
4. 12-4. 08 (4H, m), 4. 02(3H, s), 3. 98(3H. s). 3. 86-3. 82 (4H. m). 
FAB-Mass: 414(M* +1) 

IR(KBr^^J?i) v(cin"'): 1578, 1505, 1477, 1424, 1353, 1242, 1210, 1 138. 
990. 

9 5 4 - (6. 7 -i^:^h^'y- -N- (2-7D 

W: m 

m,^: 187-189 X: 

'H-NMR(CDCl3) fiCppm): 8. 69(1H, s), 8. 68(1H, brs), 7. 58(1H, d. J=1.7Hz). 
7. 31-7. 22(2H. m). 7. 09(1H, s), 6. 58(1H, dd, ]=3. 6. 1. 7Hz), 4. 04(3H, s), 
4. 00(3H. s). 3. 95-3. 90 (8H. l). 
FAB-Mass: 428 (M* H) 

IR(KBr^?fiJS) v(cin-'): 1687. 1616, 1585, 1505, 1471. 1451, 1423, 1236, 
1207. 1 170. 1023. 990. 834. 

mmm 9 e 4- (6. 7 -i^^h^'y-4-^i-v^)~)V) -n- [2- (2 

liX^: 83!li 

M: 184-185 t: 

'H-NMR(CDCl3) (5(ppin): 8. 67(1H. s), 7. 26(1H, s). 7. 17(IH. dd. J=5. 3Hz. 
1.3Hz). 7. lOdH. s). 6. 97(1H, dd. J=5. 3Hz. 3. 6Hz). 6. 86(IH. dd. J=3. 6Hz. 
1.3Hz). 4. 80(1H. brt. J=5. 6Hz). 4. 03(3H. s). 3. 99(3H. s). 3. 70-3. 67(4H, ra), 
3. 61-3. 52(6H. in).' 3. 08(2H. t. J=6. 6Hz). 
FAB-Mass: 428 (M* +1) 

IRCKBr^^pJ^i) V (cm ■'): 1617, 1539. 1505. 1429, 1350. 1212. 1 135. 992, 848. 

mmm 9 7 4- (6. 7-v^h+i>-4-:^t7u-;i/) -n- o-tfu 
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169-171 X: 

'H-NMR(CDCl3) (5(ppiii): 8. 65(1H. s). 8. 52(1H, brs), 8. 43(1H. d, J=2. 6Hz). 
8. 35(1H, dd. J=4. 6Hz, 1. 3Hz), 7. 81(1H, ddd, J=8. 3Hz, 2. 6Hz. 1.3Hz), 7.'29(1H. 
dd, J=8. 3Hz, 4. 6Hz). 7. 23(1H. s). 7. 10(1H, s). 4. 20-4. 16 (4H. m), 4. 01(3H, 
s), 3. 99(3H. s), 3. 88-3. 85 (4H. m). 
FAB-Mass: 41 1 (M^ +1) 

IR(KBr^^J?i) v(cin"'): 1575, 1533, 1505, 1474, 1432. 1313, 1241, 1209, 
1017, 990, 872, 713. 

nmm 9 s 4- ce. h^v-4-+:^7'j-;i/) -n- o-tfn 

- I -\^^y'y>^ttl)lt^^^S. H (ib^tl9 8) 
lOOX 

M,^: 104-106 t: 

'H-NMR(CDCl3) 6(ppin): 8.64(1H. s), 8.53(1H, s), 8.52(1H. m), 7.77(1H, d, 
J=7. 9Hz), 7. 29(1H, dd. J=7. 9Hz, 4. 6Hz). 7. 27(1H. s), 7. 10(1H, s), 6. 20(1H, 
brt, J=5. 3Hz), 4. 97(2H, d. J=5. 3Hz), 4. 14-4. 10 (4H. m), 4. 02(3H, s), 3. 98(3H, 
s), 3. 88-3. 84 (4H. m). 
FAB-Mass: 425 (M* +1) 

lR(KBr^^J?i) v(cin-'): 1582, 1509, 1479, 1450, 1429, 1354, 1340. 1245, 
1208, 1 140, 1032. 994, 944. 883, 851, 712. 

MtS^m 9 9 N- (1, 4 -vt HP^^>- 6 -7^7Xli;i') -4- (6, 7 

h^v-4-+:h7'j-;i') - 1 - tr'^7v>5^^*ji/4^+-y-5 H 

!^9 9) 

1R$: 93!l! 

St*: 153-155 "C 

'H-NMR(CDCl3+DMS0-d8) 5 (ppm) : 8. 59(1H, s), 8. 07-7. 96(3H, m). 7. 23(1H, s), 
7. 21(1H, s), 4. 22(4H, m), 4. 00(3H, s), 4. 00(3H, s), 3. 88(4H, m). 
FAB-Mass: 494 (M* +1) 
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lUmmm^) vCcm-'): 1645, 1581, 1508, 1487, 1434, 1317, 121 1. 991. 
1 0 0 4 - (6. 7 -v;< h4^i/-4-+:f-7Ui:^) -N- [4- (t! 

n7y^)t}m^6 7 0 6 5 1 2 ( 1 9 6 8) (C|2mo:^J*Tt#6n-5 6, 7 

- vp< K + v-- 4 - t:'^^v:i;i/+:^yU >593. 5ing(2. 16iiiinol) ^ h;i/X>10inl 

362. 6iiil(2. IGminol) ^Jp^. mi&X' SmMi^LTco S^E^f^^JUl L/ct^. f#^> 
n^c^^Srv-f V/otf;i.X-xJl'T^?^L, MffifJ:li-rsC<hlIcfcO> N- [4 

- (i7PD;C5^;i/) 7x-;i/] -4- (6, 7 -y>^h=¥'y-4-^i-'/^J~)V) 

- 1 -lf'^7v>:^;i/7}^+-y-5 K916. 8ing(2. OSmmol. 96^)?&#fc, tt^n/cN- 
[4- (i7DPp^?;U) 7x-;i/] -4- (6. 7 -i^^h^'y- 

-;i/) - 1 -tr^^v>:^;i/^+lJ-^ h*422. 9ing(0. 96ininol) ^ v/5"Jl/5jN;i/A7 
^KlOmHCjg^L, ZLtltCtf'^U '>*>0. 28iiil(2. 83iinol)$j!jPA. M-^7S#rBljt 

■^h^yy ^ -l!mmt^Zt\Z^K>. :^fS{l:^tl430. 9ing(0. SSmmol) ^Mfe^ 

m 

m.^: 122-123 r 

'H-NMRCCDCU) 6 (ppm) : 8. 69(1H. s), 7. 33(2H. d, J=8. 9Hz), 7. 27(1H, s). 
7. 25(2H. d, J=8. 9Hz). 7. IKIH. s), 6. 67(1H. brs). 4. 03(3H, s), 4. 00(3H. s). 
3. 74(8H. m). 2. 39(4H. m). 1. 60-1. 56{4H. m). 1. 44-1. 42 (4H, m). 
FAB-Mass: 491(M^ +1) 

IR(KBr^?PiS) vCcin-'): 1645, 1505, 1471, 1417. 1349, 1238. 1212, 1 136, 
993. 

mflj 1 0 1 N- (4 -'^>v;i/75 y /5^JU7x-;i') -4- (6, 7-y 
^ h + ->-4-+tyUXJl.) - 1 -[fKyi;>tl)\^t^^^^ H iit^^l 0 1) 
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76X 

'H-NMR(CDCl3+DMS0-d6) (5 (ppi) : 9. 68(1H, br). 8. 83(1H. brs). 8. 57(1H. s), 
7. 68(1H. s), 7. 60-7. 56 (5H. m). 7. 43-7. 39(4H, m). 7. 27(1H, s), 4. 22(4H. m), 
4. 08(3H. s). 4. 08-4. 01(4H, m). 4. 03(3H. s), 3. 87(4H, m). 
FAB-Mass: 513(MM1) 

IR(KBr^^J^) v(ciD''): 1625. 1495, 1418, 1313, 1283, 1212. 1 134, 989. 
1 0 2 4 - (6. T-v^C h4^^>-4- + :^^/U-;^) -N- [4- (4 

smm^ ({b^ii^i 0 2) 

208. 6ing ^y^n^TX'^^ ^-)imuzmmLsZtnz^mmmm^ji^)vmmia\ 
tiM^. mn^Lfzo ^m^^Wi. y-)u/m^x^)i^<on^^Bt^z.t\z 

«tl9 « M{b^!^102. Img &t#fc, 
M: 21% 

MM.: 182-185 r («[gg:l) 

'H-NMR (7U— f*:, CDCl 3) (5 (ppm) : 8. 68(1H. s), 8. 53(2H. d. J=5. OHz). 
7. 38-7. 24 (7H. m), 7. 10(1H, s), 6. 96(1H, brs). 4. 01(3H. s), 3. 99(3H. s). 
3. 80(2H, s). 3. 74-3. 70(1 OH. m). 1.97(1H, br). 
FAB-Mass: 514 (M^ +1) 

IR (i|S?J|. KBr mm) V (cm "): 1626. 1520. 1504. 1421, 1391, 1313, 1284. 
1246. 1219. 989. 

1 0 3 N- (4 -i:hD7x-;i/) -4- ( 4 -+:f-7'J HJU) -1- 
}^^y'jytl)lts^'^5. H ({b-&tll 0 3) 
6. 7 -v^ h4^->-4-lf^7v-;i'+:hyU >(Dt^t>^\zm7y tl^^ff- 
67 06512(1968) {Z$m(DUmzmi^Xn^n^ 4 - tf^^vn;!^ 
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W: m 
m.^: 155-158 X: 

'H-NMR(CDCl3) a(ppiii): 8. 74(1H. s). 8. 40(1H. brs), 8. 11(2H. d, J=9. 2Hz), 
7. 92-7. 89(2H, m), 7. 77(1H, dd, 1=7. 9Hz, 7. 9Hz), 7. 63(2H, d. J=9. 2Hz). 
7. 51(1H, dd. J=7. 9Hz. 7. 9Hz). 3. 84(8H, m). 
FAB-Mass: 379 (M^ +1) 

IR(KBr^^J}4) v(cin"'): 1670, 1558, 1500. 1476, 1419, 1404, 1346, 1329, 
1304, 1261, 1242, 1223, 1109, 939. 

MMM 1 0 4 N- (4 -7x7 + i/7x-;P) -4- (4 -^tV ^} - 

1 -e^7v>:^;i/j}^=l^ti-$ F (^b^i^i 0 4) / 

6. 7 h + >^-4-tr^7vnJl/+:h>/'J>(7)/i^t)0tS7 7iJ;^#9^ 
6 7 0 6 5 1 2 ( 1 9 6 8) lC|BitO;^aCipi;Tt#^ni)4-e/^7v:r;L' 

W: m 

St*: 74-75 r 

'H-NMR(CDCl3) 5(ppin): 8. 76(1H, s), 7. 94-7. 88(2H, m), 7. 76(1H, dd, J=8. 6Hz. 
6. 9Hz), 7. 49(1H, dd, J=8. 2Hz, 6. 9Hz), 7. 35-7. 27(4H, m). 7. 06(1H, in), 
6. 98-6. 95(4H. m). 6. 86(1H. brs), 3. 85-3. 82 (4H. m), 3. 76-3. 72 (4H, m). 
FAB-Mass: 426 (M* +1) 

IR(KBr^?pjft) v(ciD"'): 1645. 1568. 1538, 1505, 1416. 1350, 1225. 1 165, 
1014. 993. 937. 869, 836. 770. 750. 688. 

nmm i o 5 n- (4-- i>a7xzi;i') -4 - (6. 7-xxh^->-4- 

6. 7-vpC F^v-4-tf^7>'*-;i'+ty'J>(73;i^b0(cm77iJ;^4#W 
67 06512(1968) iZBmoljmizmCTt^^n^ 6 , 7 -->'XF + 
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itX^: 22!^ 
m,^: 120-121 r 

'H-NMR(CDCU) (5(ppi): 8. 68(1H, s), 8. 21(2H, d, J=8. 9Hz), 7. 58(2H. d, 
J=8. 9Hz), 7. 26(]H, s), 7. iKiH, s), .6. 87(1H, brs). 4. 26(2H. q, J=6. 9Hz), 
4. 19(2H, q. ]=6. 9Hz), 1.56(3H, t, J=6. 9Hz), 1.56(3H. t, J=6. 9). 
FAB-Mass: 467 (M* +1) 

IR(KBriS^JS) V (cm 1652. 1548. 1502, 1329, 1238, 1 205, 1 1 12, 934. 852. 
752. 

1 0 6 4 - (6. 7 -vXh + ->-4- + :h'/U-;i/) -N- (4-7 
6, 7 -V/ H^>'-4-tf^■7v=n;^:^:^'/U>O*^t)0l;m77'J;^i|#^ 

6 7 0 6 5 1 2 ( 1 9 6 s) \zmm(Dijmzmi:^xnihn^6, 7-vxk4^ 

urn: 21% 
M.^.: 187-190 "C 

'H-NMR(CDCl3) (5 (ppm): 8. 68(1H, s), 7. 37-7. 25(5H. m). 7. 13(1H, s), 7.07(1H. 
m). 7. 00-6. 97(4H, m), 6. 41(1H. brs), 4. 24(2H, q, J=6. 9Hz). 4. 18(2H. q, 
J=6. 9Hz), 3. 74(8H, m). 1.56(3H, I, J=6. 9Hz). 1.56(3H. I, 1=6. 9Hz). 
FAB-Mass: 514 (M* +1) 

IR(KBr^^JS) V (cm -'): 1632. 1533, 1508, 1489, 1417, 1227, 995, 933, 868. 
856. 847. 752. 

1 0 7 N- (4-xK07x-;l') -4- (6. 7. S-hU^h + i/ 

6, 7-'y^ h^y- 4-\^^yi;-)V^i^V^J>(Df)^i^^\zm7y^JtI^I!f 
67 06512(1968) lzmm(D:^mzmVXnhn^ 4 - }d^yV=.^ 

-6. 7. ^h^'y^±v^)>^m^^^tumt. mmm7 7 tnm 
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1R$: m 

St*: 197-199 Z 

'H-NMR(CDCl3) (5(ppin); 8. 72(1H, s), 8. 16(2H. d, J=8. 6Hz), 7. 62(1H. brs). 
7. 61(2H, d. J=8. 6Hz). 6. 93(1H, s). 4. 12(3H, s). 4. 07(3H. s). 3. 98(3H, s). 
3. 79-3. 77 (8H. m). 
FAB-Mass: 469 (M' +1) 

IR(KBriJ^Jffi) i/(cin-'): 1674, 1611. 1545, 1500, 1479, 1417, 1329, 1302, 
1 124. 992, 851. 752. 

1 0 8 N- (4-7xy^>'7x-;l/) -4- (6. 7. 8 - h U h 
+ 4 -+:h^/U^Jl/) - I - \d^y9>tlJ\^t^^-^S.]i ({b^*^ 1 0 8 ) 
6, 7-v;< h^'y-4-\i^yz;=.)V^i-V^)>(Di^t>iO\zm77'Jt}^n 
67 06512(196 8) izmm<Dljmzmi^X'^ibn^ 4 - }^^y i^=.)V 

-6, 7, s-h^)^h=^'y^i-v^)y^mi^^^zt&.i^it. mmm&ot^m 

IR^: 553! 
BS,^: 83-84 t: 

'H-NMRCCDCU) (5(ppffl): 8.74(1H, s), 7.34(2H, d, ]=8.9Hz), 7.30(2H. n). 
7. 06(1H. m), 6. 98(1H, s), 6. 98-6. 93 (4H. m), 6. 82(1H, brs), 4. 13(3H. s), 
4. 07(3H. s), 3. 96(3H. s). 3. 73(8H. m). 
FAB-Mass: 516(M" +1) 

IR(KBr^^^£) v(cin-'): 1645. 1508. 1489, 1416, 1227. 1124, 991. 

1 0 9 4 - ( 7 -X5^;i/75y-6--hn-4-4^:hy'J-;i/) -N 
- (4-7xy + v7xz:;i') - 1 -lf/^7v>*JU^+-9-5 H iit^^ 10 9) 
6. 7-vpC h^^->-4-H^7'>*-;i'+:fy'J>CDf-^t>0llWO9 5/0 6 
6 4 8 {wlB«c(D:^STf#^)tl§ 7 -X5";U75 y - 6 hn - 4 -t!'^7v- 
JR$: 67X 



139 



wo 98/14431 



PCT/JP97/03510 



BM,: 242-244 X: 

'H-NMR(CDCl3) 6(PDm): 8. 88(1H, s), 8. 53(1H. s), 7. 65(1H. brt. J=5. OHz), 
7. 35-7. 27(4H. m). 7. 08-6. 95 (6H. m). 6. 68(1H. brs), 4. 03-3. 99(4H. m). 
3. 79-3. 76 (4H, m). 3. 39(2H. dt. J=7. 3Hz, 5. OHz), 1.41(3H, t, J=7. 3Hz). 
FAB-Mass: 514(r +1) 

IRCKBr^SiJii) vCcm"'): 1645, 1621. 1545, 1508. 1487. 1419. 1346. 1326. 
1222. 

110 4- {2-7x-)l^-4-=^-rV*J=.)V) -N- (4--}>07 
x-;i/) - (fb^tlllO) 

6. 7 --y^ h + ->-4 -t!'^7v-;^^:^7U ><DPt)iO \Z^m^ff 4 3 0 
6 0 6 5 ( 1 9 8 1 ) lzmWiO)1jmzmi:Tnibn^2-y:L-)l-4-\^^y 

urn-. ii% 

Mj^: 236-238 t: 

'H-NMR(DMS0-d6) (5 (ppm) : 9. 37(1H, brs), 8. 54-8. 51 (2H. m). 8. 18(2H. d, 
]=7. 9Hz). 8. IKIH. d. J=8. 6Hz). 7. 94-7. 83(2H. in), 7. 78(2H. d, J=7. 9Hz), 
7. 59-7. 52 (4H. m). 3. 95(4H. i). 3. 82(4H, m). 
FAB-Mass: 455 (M* +1) 

lR(KBr|^^j4) v(cni-'): 1687. 1537. 1500, 1493, 1327. 1225. 1109. 
^l^J 1 1 1 4- (6, 7 -vpC ^^^-2 -7x-Jl'-4-+:^>yU:i;U) 
-N- (4-:ihD7xr;i/) - l -^^y'y>'^)\^t^^^S. K (fb^tl 1 1 1) 
6. 7 -'y:A h=^^v-4-e^7V-;l/+tyU >(Di)^t>'0 ^Z^mm'f 4 3 0 
6 0 6 5 ( 1 9 8 1 ) \ZBn(Dljm\zm\:xmn^6, 7 -i;^h^:/-2- 

7x-)i-4-}d^yi^zi)v^i-'/^) >^m^^ztM\i. ^mm7 7 tmm 

M,^.: 156-157 "C 
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'H-NMRCDMSO-de) 5 (ppm) : 9. 34(1H, brs), 8.49(2H, m), 8. 18(2H. d, J=9. 2Hz), 
7. 77(2H. d. J=9. 2Hz), 7. 52-7; 49(3H, m). 7. 33(1H, s), 7. 24(1H. s), 3. 98(3H, 
s). 3. 96(3H, s). 3. 81(8H. m). 
FAB-Mass: 515(M* +1) 

lR(KBr^^Jj4) y (cm ''): 1676. 1551, 1504, 1419, 1327, 1238, 1 1 1 1. 997. 852. 

1 1 2 4- (6, 7 -v^ l-^>'-4- + :h'/U-;P) -N- (4-" 
hn7x-;i.) - 1 -7jN^hf^7v>;^;P7}?+-9-$ F ({b^tiii2) 
6, 7 -i^^ h + >'-4-tf^7v-;i/+:)-yU>©75^bO(cS77'J*#fF 
67 06512 (1968) {;|Bic(7):^ffiTf#e.nS 6 . 7 -v^ h + v-4 

JR^: 22!l! 
Mj^: 243-244 "C 

'H-NMR(DMS0-d6) (5 (ppi) : 9. 30(1H. brs). 8. 73(1H. s). 8. 06(2H. d. J=8. 9Hz). 
7. 63(2H, d, J=8.9Hz). 7. 45(1H. s). 7. 26(1H. s). 4. 32(2H. m). 4. 19(2H. ai). 
3. 97(2H. m). 3. 97(3H. s). 3. 92(3H. s). 3. 70(2H. m). 2. 11(2H, m). 
FAB-Mass: 453 (M* +1) 

IR(KBriJ?iiJffi) v(cin-'): 1666. 1622. 1577. 1549, 1521. 1500. 1331. 1213. 
1 1 10. 856. 750. 

1 1 3 4- (6, 7 - v;^ H + v- 1 --f V:^y 'j;i/) -N- (4-- 
hnyjL=.)l) -i-^^yiy>:):)[^t^^D-z\i (fb^tiiis) 

6 7 0 6 5 1 2 ( 1 9 6 8) lClB®©:aF}STt#?.n§6. 7-v^h + i^-l 
m,^: 247-248 t: 

'H-NMR(CDCl3+DMS0-de) 5 (ppm) : 8. 99(1H. s). 8. 13(2H. d; J=9. 2Hz), 8. 05(1H. 
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d. J=5. 6Hz). 7. 75(2H, d. 1=9. 2Hz), 7. 39(1H, s), 7. 24(1H, d. J=5. 6Hz), 7. iKlH, 
s). 4. 02(3H. s), 4. 02(3H, s). 3. 85-3. 83 (4H. i). 3. 39(4H. m). 
FAB-Mass: 438(M^ +1) 

IR(KBr^^Jfe) vCcm"'): 1670. 1506, 1425. 1336. 1234. 1216, 1 1 1 1, 991. 

mmm 1 1 4 4- (3-^po-6. 7 -v;^ 1 -< y+y U;i/) - 
N- (4-- hn7x-;i/) - 1 -tf^^v>:^;i/4?^-b-^ H (fb^!^ii4) 
6, 7 -v^ h + '>-4-lf^7v-;i'+-:f-yU >0*^t)O{cm7 7'J*it#i^ 
6 7 0 6 5 1 2 ( 1 9 6 8) (lie«(Z);^J4-et#6n^3-^Da-6. 7-v 
^ h^iy- 1 -lf^7v-;U-ry + / U >?£fflVi^;i<!:£i^(j:, IIM«aj7 7 till 

iK^: 55^ 
S!|.^^: 227-228 

'H-NMRCCDCU+DMSO-dJ 6 (ppm) : 8. 90 (IH. brs). 8. 13(2H, d. J=9. 2Hz). 7. 73(2H. 
d. J=9. 2Hz). 7. 30(1H. s). 7. 25(1H. s). 7. OKlH. s). 4. 02(3H. s). 4. 02(3H. 
s). 3. 84-3. 82 (4H. in). 3. 44 (4H. m). 
FAB-Mass: 474(M* +3). 472(M" tl) 

IR(KBrl^?PJffi) v(cin-'): 1650. 1512. 1500, 1424. 1348. 1248. 1215, 1165. 
1 141. 994. 943. 855. 749. 

1 1 5 4- (7 -;?DO-4-^y'j;i/) -N- (4-7 icy^'yy X. 

• • -ir^X h U-(lnd. J. Chem. ). _26B, 550-555 (1987){Ci2«c 

(Dij^nnibn^ 7 - ;j7 0P-4-tf^7v-;i/+y u >^m^^zt&.mt. 
m% 

16*: 159-161 r 

'H-NMR(CDC1.,) (5 (ppm): 8. 75(1 H, d. J=5.3Hz), 8.07(1H. d. J=2.0Hz). 7.96(1H. 
d. J=9. 2Hz), 7. 46(1H, dd. J=9. 2Hz. 2.0Hz). 7. 36-7. 27(4H, m), 7. 05(1H. m). 
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7. 00-6. 96 (4H. m). 6. 86(IH. d, J=5. 3Hz), 6. 68(1H, brs), 3. 81-3. 77 (4H, m), 

3. 26-3. 23 (4H. m). 

FAB-Mass: 461 (M* +3), 459(M* +1) 

IR(KBr^^JS) V (cm "'): 1639. 1538. 1503. 1488, 1418, 1381, 1243, 1226, 997, 
868. 

HM^J 1 1 6 4- (6. 7 -i/^h=¥'y- 4-^i-V^J:=-)V) -N, N-v7 

l-\^^y'Jytl)V:f^=^-^=. H at^l^l 1 6) 
m77U*it#l^6 7 0 6 5 1 2 ( 1 9 6 8) m2ic(?):^&Tt#e.n5 6. 7- 
>^ h ^ -> - 4 - tf ^ ^ V ;i/ + :^ 7 U > 400ing ( 1 . 4 6inino 1 ) v ^ /J^ A 7 
SHlOmHljg^t. hUX5";i/7 5>1.02inl(7. 32inmol)S:JnAfCo ZtWZi^y x. 
-;i/:^;UA*€'r;i/^n7^ H406ing(l. 75iniiiol) SrSPA. ^WV^^I^Wbtzo K 

IR^: 99!i; 

m.^: 196-197 X: 

'H-NMR(CDCl3) 5(ppiii): 8. 65(1H, s), 7. 36-7. 28 (5H, m), 7. 24(1H, s). 7.18- 
7. 08(5H, m), 7. 04(1H. s). 4. 02(3H. s). 3. 97(3H. s). 3. 61-3. 59 (4H, m). 
3. 56-3. 54 (4H, m). 
FAB-Mass: 470 (M' +1) 

IR(KBr^^JS) V (cm "'): 1662, 1505, 1471. 1418. 1230, 1206. 1 133, 996, 748. 
697. 

1 1 7 4- (6. 7 -v^ h^v'-4-+:h7Ux;i/) -N- (4-^ 

4-^;U*Uy7-'J>2. 60g(14. 6iniD0l) <Dmt)^^U>20in\mmiZ. *?^TT 
h ij X^;i/7 5 > 14. 07inl (1 Oammo 1) cfc 0^ 4 - X h P 7 X r ;i/ ^ D o / - h 
3. 53g(17. Simol) ^JP^, Mi^r 7 mfumWltZo mm^^Wi> 7KSrJP^, tffttS 

Ltam^m^. 7m. ^mt^zt\z^K). A-^tjvt^u y -N- (4-xh 
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)V=E)Vt^^J>tm7 7^)tim6 7 0 6 5 1 2 ( 1 9 6 8 ) {Ci2IK©;^ffiTt# 
^>n§6, H^r>'-4-tf^7v-;i/4^:f^/'J>800mg (2. 92inmol) i^. 

N-^^)l\fu^) H>10ml4'. 100 X:X'l znmta^MWLtZo KltM^7K\z$) 

unrnt^ZtlZ^O. 1iiBik^i^950. OmgCl. 99ininol) ^ilfi^fai LTtffc. 
HX^: 68!l! 
Mj^: 254-256 "C 

'H-NMR(CDCl3) 5 (ppin): 8. 69(1H. s), 7. 28(2H, d. J=8. 9Hz). 7. 27(1H. s). 
7. 12(1H, s), 6. 88(2H. d. J=8. 9Hz). 6. 34(1H. brs), 4. 03(3H. s), 4. 00(3H. s), 
3. 88-3. 84 (4H, m). 3. 74(8H, in), 3. 13-3. 09 (4H. m). 
FAB-Mass: 479 (M* +1) 

IR(KBrMtt) V (cm ■'): 1635, 1574, 1506. 1472, 1422, 1232, 1212, 1 135, 994. 
933. 821. 

mmm 1 1 s 4- (6. 7-v/h+'>-4-^^:f7'j-;i/) -n- (s-i* 
nmmi 1 7 tm(D:^mz^K). muit^^^ntzo 

JR$: 30X 

Sll.^^: 209-210 t: 

'H-NMR(CDC1,) 5(ppid): 9. OKlH. brs), 8. 67(1H, s), 7. 55(IH, s). 7.29- 
7. 17(2H. m), 7.11-7. 02(4H. m), 6. 39(1H. brs), 3. 99(3H, s), 3. 94(3H, s). 
3. 65(8H. m). 
FAB-Mass: 433(M^'+l) 

IR(KBr^^Jffi) v(cin-'): 1623, 1547. 1505. 1474, 1451, 1429, 1239, 121 1, 
996. 

mmm 1 1 9 n- [2- (4-i7nP7x-;i/) x^)\^] -4- (6. 

^ h^iy-4-^i-'/U=-^) - 1 -h!'^7->*>:^>)l^^+-y-5 F iit'^^ I 1 9) 
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m77U*4#W6 7 0 6 5 1 2 ( 1 9 6 8 ) {Cl5«c(;5;^?i tipCTtt ^.n-S 4 
- (6. 7 -'y;f^h=^'y- 4-K^yiy-)V^tVU=-)l) - I -\d^y'y>tl 
;i/4^>^4-^hP7x-;L'XXx;i/666. 8mg (1. 52nimol) <t 2 - {4-i7any 
X^;i/75>1.06inl(7. 57ininol) ^f)Ut^)VA7 S. Hl5ml4', 80X3 

m^: 177-178 "C 

'H-NMR(CDCl3) d(ppin): 8. 65(1H, s). 7. 31(2H. d, J=8. 6Hz), 7. 24(1H, s). 
7. 13(2H. d. J=8. 6Hz). 7. 09(1H. s). 5. 02(1H. brt. J=5. 6Hz). 4. 02(3H, s), 
3. 98(3H. s), 3. 67-3. 65 (4H, m), 3. 60-3. 58(4H. m). 3. 50(2H. m). 2. 83(2H. t. 
J=6. 9Hz). 

FAB-Mass: 458(M* +3). 456(M* fl) 

IR(KBrli^J^) V (cm ■'): 1522, 1539, 1506, 1353. 1243. 1212. 1 134, 993, 845. 

nmm 1 2 0 n- [2- (4-7'Pt7x-;i/) x^)V] -4- (6. 7-^ 

^ h=^y-4-^tV^J-}V) - 1 -i^^yyytDlts^'t)-^ H (it't^ 1 2 0) 
2 - (4 -i7D07x-;l/) X9)l^7S.>0t^t>K}\Z2- (4 -7*0^ 7x-;i/) 

W: m 
m.^: 174-175 X: 

'H-NMR(CDC1,) (5 (ppin): 8. 67(1H. s). 7. 43(2H, d. J=8. 3Hz). 7. 25(1H. s), 
7. 09(2H, d. 1=8. 3Hz). 7. 09(1H. s), 4. 67(1H, brt, J=5. 6Hz), 4. 03(3H, s), 
3. 99(3H, s), 3. 69-3. 65 (4H, m). 3. 58-3. 56 (4H, m), 3. 52(2H, m). 2. 81(2H, I, 
1=6. 9Hz). 

FAB-Mass: 502(M* +3). 500(M* +1) 
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IR(KBr^^J^) v(cin-'): 1624. 1540. 1506, 1355, 1237. 1212, 993. 

1 2 1 4- (1, 3-i^^^)U-2-t^'J-2H 
-^S.^V [4, 5-g] ^:h7iJ >- 8 --r;!/) -N- (4-7xy + v7x 

^M2, 3-i/tHo-l, 3 2 -:f+y- 8 -h^^7v:l;^- 
2H-<^>5^>y[4^ 5_g] 71J >;£ffl[,i§-i:j(^|^^, ^JS«aj6 0 iilWI 

iR$: 73!K (3S|Sg) 
liS,^^: 250-255 V, 

'H-NMR(CDCU) (5 (ppm): 8. 73(1H. s), 7.41(IH, s), 7. 37-7. 25(5H. in). 7.07(1H, 
m). 7. 01-6. 96(4H. m). 6. 67(1H. brs), 3. 78(8H. m), 3. 51(3H. s). 3. 51(3H, s). 
FAB-Mass: 510 (M' +1) 

IR(KBrig^Jte) v(cin-'): 1735, 1715, 1642, 1543, 1505, 1488. 1224. 
^M^J 1 2 2 4 - ( 1, 3 -i>'X5^;i/- 1. 3 -v't HP- 2 -^+y- 2H 
--rsy^ [4, 5-g] +:fyu >- 8 -<;!/) -N- (4-7xy + ->7x 
-JP) - 1 -lf/^7'>*>*;i':l^:^-y-5 K «b^'^12 2) 

6. 7--:/^ N + '>-4-k!'^7v:i;i/=^tyU>CDf^bi9(C, ##«SJ 2 tftt 
e)n-51. 3 -'>*X5^;i/- 2. 3-vt KD-2-t=^^y-8-e^7vx;p- 

ijX^: 66!li 
aS^: 168-169 t: 

'H-NMR(CDCl3) 5 (ppm): 8.71 (IH, s). 7.45(1H, s), 7. 37-7. 26(5H, m). 7.05(1H, 

m). 6. 97-6. 94(5H, m), 4. 04-4. 00 (4H. Di). 3. 77(8H, m), 1. 43-1. 36 (6H, m). 
FAB-Mass: 538 (M* +1) 

IR(KBr^?fiJfe) v(cin-'): 1732. 1717, 1645. 1539, 1489, 1416, 1220. 
mS^J 1 2 3 4 - (3 -X5^;i/- 1 , 3 -'>*t Hp- 2 -:t+V- 2 H-'T 5 
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^'J [4. 5-g] 4^:hyU >- 8 --fjl/) -N- (4-7x7 :^->7xi:;i.) 

IISI^^J 1 0 9Tt#enfcN- (4-7xy=|^v7x-;i/) -4- (T-X^^;!/ 
^tll 0 9 ) 197. 5ing(0. SSramol) OX^y-;i/4inl ?§J|^t;iO!ti A'^v-^A-^^ 

xjI/v<5^y-Jl/187. 2iiig(l. ISinmol) SriOA. 7;Hf>lllMT- 8 0'C-e2 

nmm)m-\.tz. KmL^inzm. wtHL^c^^BSrss®, 7jcsfc, ^w^. 

65. 7ing(0. \ Zwm\)^m^^^tLX%tz, 
MA: 248-251 X: 

■H-NMRCCDCU) 5(ppin): 9.23(IH. brs), 8.73(1H, s). 7.46(1H. s). 7.36- 
7. 28(5H. m). 7. 07(1H, in). 6. 99-6. 92 (4H. in). 6. 55(1H. brs), 4. 04(2H, q. 
J=7. 3Hz). 3. 96(4H. i), 3. 71(4H. m), 1.42(3H. t. J=7. 3Hz). 
FAB-Mass: 510(M^ +1) 

IR(KBr^^Jfe) v(ciD"'): 1722, 1645, 1506, 1489, 1225. 
Mmm 1 2 4 4- (3 -X5^;i/-3H- 1, 2. 3-h'J7Vn [4, 5-g] 
^i-V^)>-8--^ )V) -N- (4-7xy:^->7xX)l/) - 1 -\^^y'y>tl 
)Vt^^^S. H (^t^i^l 2 4) 

nmmi 0 9i!ni^nrcN- (4-7xy^'>7xx;i/) -4- (7-x5";i. 

75y-6-xKn-4-+:J-7'Jx;l') - l - if v>;'j;i'^=^1i-= K ({b 
^i|3l 0 9 ) 394;8Big(0. 77ininol) (DX.^y-Mml ^mzm n^V^h-mn 

eomg^iin^. T^m^WLT. 7. ^mmwLfzo mm^^y^ v^-mw^. mm 

f#^.nfcflzt^7KlOinL l^^linl *3 J:r;S^g?10inlcDrg^?g|«fci§ 
^ni;^!t<i^TTffi5B®tthU'^A106. 2ing(1.54iniD0l) SrJnx., |p|?aST4 
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119.3ing(0. 24ininol) *»feM^<i: LTt#fc, 

iR^: 31!i; 

m^: 167-168 t: 

'H-NMR(CDCl3) i5(ppin): 8.73(1H, s), 8.03(1H. s). 7. 38-7. 27(5H. m). 7.06(1H, 
m). 6. 99-6. 95 (4H. m), 6. 78(1H. brs), 4. 80(2H. q, J=7. 3Hz), 4. 01-3. 97 (4H. i), 
3. 83-3. 80 (4H. m), 1.71(3H. t, J=7. 3Hz). 
FAB-Mass: 495 (M* +1) 

IR(KBriS^J?£) v(ciD-'): 1641. 1545, 1504, 1487, 1416, 1350, 1223, 121 1. 
991. 

&sT<D^mmi 2 5- 1 3 6(C*3^^Ttt, 1 (D7 x.~)l^ 'yj h 

(Diit>U iZldJt^t^^ 'J '>7 ^- h$>^\^^\t^ 'J iyJ ^- h ^m^^ Z t\Z 

1 2 5 N-^yp)V-4- (6, 7 h + '>-4-+:)-yUli;i/) 

U^: m 

m,^: 187-189 °C 

'H-NMRCCDClj) aCppm): 8.63(1H, s). 7. 34-7. 30(5H, m). 7. 24(1H, s), 7. 10(1H, 
s), 5. 98(1H. brt. J=5. OHz). 4. 90(2H. d. J=5. OHz). 4. 12-4. 07(4H. m), 4. 01(3H. 
s). 3. 98(3H. s). 3. 87-3. 83 (4H. m). 
FAB-Mass: 424 (M* +1) 

IR(KBrig?r!lffi) v (cm ■') : 1541. 1504. 1479. 1433. 1340. 1244. 1209, 989. 

1 2 6 (d 1) -4- (6. 7 -i^^h^'y-4-^-rV^):z)l^) -N 
- {1-7:!L-)VX^)V) - I -}^^yi^>^yi-tl)Vt^^1)-5. K (fb^tl 12 6) 
W: m 
m^: 98-99 "C 

'H-NMRCCDClj) 5(ppin): 8. 63(1H. s). 7. 41-7. 25(5H. m). 7. 24(IH. s). 7. 10(1H. 
s). 5. 93(1H. brd. J=7. 3Hz). 5. 85(1H. dq. J=7. 3Hz. 6. 6Hz), 4. 09-4. 06 (4H, m), 
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4. 01(3H. s). 3. 97(3H. s). 3. 86-3. 83(4H. m). 1.63(3H, d. J=6. 6Hz). 
FAB-Mass: 438 (M* +1) 

IR(KBrig^J^) V/ (cffl-"): 1576, 1506, 1475, 1429, 1348, 1240, 121 1, 1 136, 991, 
700. 

1 2 7 (S) -4- (6, 7 - h + >'-4- + :hyU-;i') -N- 

(1 -7x-;ux5";i.) - i-\i^yi;>ti)i't^^^s.}^ ({t;^tii2 7) 

IR^: 77S; 
MM.: 191-192 "C 

'H-NMR(CDClj) 5 (ppm): 8. 67(1H, s). 7. 37-7. 26(5H, m), 7.25(1H. s), 7.09(1H. 
s). 5. 06(1H, dq, 1=6. 9Hz, 6. 6Hz). 4. 98(1H, brd. J=6. 6Hz), 4. 02(3H. s). 
3. 97(3H. s), 3. 66-3. 63(8H. m), 1.52(3H, d, J=6. 9Hz). 
FAB-Mass: 422 (M* +1) 

IR(KBr^^Jffi) v(cin-'): 1618. 1574. 1535. 1504, 1473, 1437, 1394. 1348, 1250, 
1213. 1134. 993. 

12s (R) -4- (6, 7 -9:^h^-y-4-=¥±V'}~)V) -N- 
(1 -7x-Jl/X5';i/) - 1 -tf^7v>:ft;i^3j^4^it5 K ai:^tii2 8) 
iR^: 72!i; 
m.^: 189-190 t: 

'H-NMR(CDClj) 5 (ppm): 8. 67(1H. s). 7. 36-7. 23(5H. m). 7. 27(1H. s). 7. 09(1H. 
s). 5. 06(1H, dq. J=7. 3Hz. 6. 6Hz). 4. 81 (IH. d. J=7. 3Hz). 4. 02(3H. s). 3. 98(3H. 
s). 3. 69-3. 61 (8H, m). 1.53(3H. d. J=6. 6Hz). 
FAB-Mass: 422 (M* +1) 

IR(KBr^?tyffi) V (cm-'): 1574. 1535, 1504. 1473. 1437. 1394. 1348. 1331, 1252. 
1213, 1 134. 993. 

1 2 9 (S) -4- (6, 7 -i^:<h^'y-4-^i-V'J=.)l) -N- 
(1 -7x-;i/x^;i.) - i-\^^yi^y^tti)V-!n^-^s.}^ (fk^tii2 9) 

1R$: 88!i; 
M: 98-100 t: 
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•H-NMRCCDClj) 5 (ppm): 8. 63(1H, 7. 40-7. 28(5H, m), 7. 24(1H. s), 7. 10(1H. 
s), 5. 85-5. 81 (2H, m), 4. 09-4. 06 (4h. m), 4. 02(3H. s). 3. 98(3H. s), 3.87- 
3. 83(4H. m). 1.63(3H. d, J=6. 3Hz). 
FAB-Mass: 438 (M* +1) 

IR(KBr^^J}i) v(ciD-'): 1506. 1475, 1429. 1348. 1240, 1209. 

1 3 0 (R) -4- (6. 7 -'y}^h^iy-4-=¥i-V^J=.)l) -N- 
il - 7x-)lX^)V) - I - }:^^y'y>9ttl)lts^^i\^ 1 3 0 ) 

JR^: 82S; 
Sli,^: 99-101 r 

'H-NMR(CDCl3) (5 (ppm): 8. 63(1 H, s), 7. 41-7. 26(5H. m). 7.24(IH. s), 7. 10(1H, 
s), 5. 93-5. 81 (2H. m). 4. 09-4. 07 (4H. m). 4. 02(3H. s). 3. 98(3H, s), 3.87- 
3. 83(4H, n), 1. 63(3H, d, J=6. 6Hz). 
FAB-Mass: 438 (M* +1) 

IR(KBr|g^J&) v(cin-'): 1576, 1506, 1475, 1429, 1346. 1240. 1 209. 1 136. 991. 
935, 849. 700. 

1 3 1 (S) -4- (6. h + v-4-+:f7U-;U) -N- 

5 F (fb^tl 13 1) 

W: m 

M!^: 167-168 t: 

'H-NMR(CDCl3) (5 (ppm): 8. 68(1 H. s). 7. 34-7. 23(5H. m), 7. 14(1H. s), 7.08(1H. 
s). 4. 98(1H, brd. J=7. 3Hz). 4. 83(1H. dt. J=7. 3Hz. 5. 6Hz), 4. 03(3H, s), 
3. 99(3H, s), 3. 76(3H, s). 3. 67-3. 65 (4H, in). 3. 61-3. 57(4H, m). 3. 16(2H. d. 
J=5. 6Hz). 

FAB-Mass: 480 (M* +1) 

IR(KBr^5?J?£) v(cin-'): 1749, 1624. 1576. 1541. 1504. 1475, 1437, 1350, 121 1. 
993. 

1 3 2 4 - (6. 7 -i;^h^'y-4-^tV^):i)l) -N- (l-i- 
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iR^; 100!l! 
Bi^.: 164-165 r 

'H-NMRCCDClj) (5 (ppi): 8. 58(1H. s), 8. 02(1H, d. J=7. 6Hz), 7. 88-7. 79 (2H. m), 
7. 57-7. 29 (4H. m), 7. 19(1H. s). 7. 05(1H, s). 5. 97(1H. brt. 1=4. 3Hz). 5. 28(2H. 
d, J=4. 3Hz), 4. 05-4. 01(4H, l), 3. 98(3H, s), 3. 95(3H, s). 3. 80-3. 76 (4H, in). 
FAB-Mass: 474 (M* +1) 

IR(KBr^^Jffi) v(cm-'): 1574. 1537, 1506, 1429, 1344, 1249, 1207, 1 134, 989, 
933, 879, 858, 791. 768. 

^mm 1 3 3 4 - (6. 7 -i;p<h:^v-4-+:h7U-;i/) -n- (v7x 

-}V^^}V) - I - }^^yi;y^ttl)lt^^^S.}i ({t^#!l3 3) 

W: m 

m.^: 128-129 t: 

'H-NMRCCDClj) (5 (ppm): 8. 62(1H. s). 7. 36-7. 23(1 IH, m), 7.09(1H. s), 7.00(1H, 
d, J=7. 3H2), 6. 27(1H, brd, J=7. 3Hz), 4. 13-4. 08(4H. m). 4. 00(3H. s). 3. 96(3H. 
s), 3. 86-3. 82 (4H, m). 
FAB-Mass: 500 (M* +1) 

IR(KBri$^Jii) v(cni-'): 1574, 1504. 1473, 1450, 1427. 1340. 1236. 1207, 993. 
698. 

1 3 4 (dl) -4- (6. 7 -v^ h + '>-4-+-fyUr;|/) -N 
- (1. 2-v7x-;l/X5";i/) - l-E^y'J>f-ttl)\^t^^^^Y iit't^^ 
1 3 4) 
M: 97!li 
Bj^: 168-169 r 

•H-NMRCCDClj) 5 (ppm): 8. 63(1H, s), 7. 33-7. 18(9H. m). 7. 11-7. 07(3H. m), 
5. 97-5. 91 (2H, m), 4. 05-3. 93 (4H, m), 4. 01(3H, s). 3.98(3H. s). 3. 81-3. 79 (4H. 
m), 3. 36-3. 18(2H, m). 
FAB-Mass: 514 (M' +1) 
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IR(KBr^)SpJte) v(cin-'): 1576, 1531, 1504, 1473, 1429, 1342, 1236. 121 1, 993, 
933, 856. 702. 

1 3 5 4 - (6. 7 -i^^h^'y-4-^i-VU-)\^) -N- (3-7 

W: 74!i; 

ai!.^: 147-148 t: 

'H-NMRCCDClj) 5 (ppm): 8. 65(1H, s), 7. 34-7. 21(6H. m), 7.08(1H, s), 5.53(1H, 
brt. J=4. 9Hz), 4. 02(3H, s), 3. 98(3H. s), 3. 87-3. 74(10H. m), 2. 75(2H, t, 
J=7. 3Hz), 2. 04(2H. It, J=7. 3Hz. 6. 6Hz). 
FAB-Mass: 452 (M* +1) 

IR(KBr^^Jffi) v(cin-'): 1549, 1504. 1473, 1450. 1429. 1350. 1240. 121 1, 991. 

mmm 1 3 e n- (2-7>hu;p) -1- (6. 7-i;;< K+->-4-=^r-^- 
M: loosi; 

'H-NMRCCDClj) 6 (ppm): 8.66(1H. s). 8. 37(1H. s). 8. 29(1H. s), 7. 98-7. 93(3H. 
m). 7. 70-7. 54(2H. m). 7. 48-7. 38(3H. m). 7. 26(1H. s), 7. 06(1H, s), 4.13- 
4. 03(4H, m), 4. 02(3H, s), 3. 96(3H, s). 3. 86-3. 79 (4H, in). 
FAB-Mass: 510(M* +1) 

1 3 7 4 - (6. 7 -v^ h + ->-4-+:h7'J:i;i^) -N-^=^)V- 
N-7x-;i/- l-E^y'y>tl)Vt^^-^S. H iit't^l 3 7) 

^mmi 1 6©v7x-;i':*j;i/A't-i';i/^0 7< K<^{tt>0 (iM^Sr^N-^ 

iR$: 95!i; 

WtA: 187-188 X: 

'H-NMR(CDCl3) (?(ppin): 8. 62(1H. s), 7. 39-7. 31 (2H. m), 7. 22(1H, s). 7.21- 
7. 11(3H. m). 7. 02(1H, s), 4. 01(3H. s). 3. 95(3H, s), 3. 46(8H. m). 3. 28(3H, 
s). 
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FAB-Mass: 408(M* +1) 

IR(KBr^^JS) v(cin-'): 1633, 1570. 1506. 1430. 1344. 991. 
^J.y(Dmmmi 3 8~1 4 9l3:fe(/>T«, ||iS^«jlCD7x-;Kyv7t^-h 

Si*: 170-171 x: 

'H-NMR(CDCl3) a (ppm): 8. 64(1H. s), 7.25(1H. s). 7. 12(1H. s). 5.86(1H, brt. 
J=5. 3Hz). 4. 12-4. 08 (4H. in). 4. 03(3H. s). 3. 99(3H. s). 3. 88-3. 84 (4H. m). 
3. 56(2H, dd. J=6. 6Hz, 5. 3Hz). 1. 78-1. 65 (6H. in), 1. 32-1. 14(3H. m), 1.05- 
0. 92(2H. m). 
FAB-Mass: 430 (M* H) 

IR(KBr^^Jfe) V (ci-'): 2924. 2852, 1578, 1541. 1506. 1477, 1427, 1338, 1247, 
1209. 1136, 993, 933. 852. 

l 3 9 4- (6. 7-v>^h + v-4-4^:i-7U-;i/) -N-[ (3aa.4 
j3, 5 0, 7 a, 7a a) -^=^^"^-1:: Hp-4, 7 - / - S - ( 1 H - -f >x-;i/) ] 
-l-}d^yi^>9-ttl)Vt^^'^5.\^ ({b^tll3 9) 
IR^: 90!i; 
Si*: 130-133 r 

'H-NMRCCDClj) 5(ppDl): 8. 65(1H. s), 7. 26(1H. s). 7. iKlH. s). 5. 77-5. 70(2H, 
m). 5. 4l(lH. m). 4. 29(1H. m), 4. 06(4H. m). 4. 03(3H, s), 3. 98(3H, s). 
3. 87-3. 83 (4H. m)., 3. 16-0. 97 (I OH. m). 
FAB-Mass: 466 (M* H) 

IR(KBr^^J^) v(cin-'): 1574. 1504. 1473. 1429, 1346, 1240, 1209, 993. 935. 
856. 

1 4 0 (d 1) -4- (6. 7 -x;^ h + ->-4-+-f yj-Jl/) -N 
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- (2 -Th7t Kntf^^;i/) - 1 -\i^yi>>tl)Vt^^D-2. H (fb^tl 1 4 
0) 

W: m 
B}^: 199-200 t: 

•H-NMRaDClj) (?(ppin): 8. 67(1H. s), 7. 26(1H. s), 7.09(1H, s), 5. 44(1H. d, 
J=8. 9Hz). 5. 09(1H. ddd. J = 10. 6Hz. 8. 9Hz. 2.0Hz). 4. 05-4. 03(4H. m). 3. 99(3H, 
s). 3. 68-3. 59(9H, m). 1. 93-1. 81 (2H. m). 1. 68-1. 38(4H, m). 
FAB-Mass: 402 (M* +1) 

IR(KBr^^Jffi) 1/ (cm"') : 2935. 2862. 1624, 1541, 1535, 1502, 1479, 1431, 1350, 
1247, 121 1. 1 134, 1078. 1032. 997. 939. 872. 

1 4 1 (dl) -4- (6. 7 -v^ H4^->-4-+:hyU:i;i/) -N 
-X K7t h*P7;U7'j;i'- l-\£^y'y>^^tl)\^ts^^^ 1 4 

1) 

W: m 
MM.: 195-196 X: 

'H-NMRCCDClj) (5(ppDi): 8. 65(1H. s). 7. 26(1H, s), 7. IKIH. s). 6. 17(1H, brt. 
J=5. 9Hz), 4. 21-4. 08(6H. m). 4. 03(3H, s). 3. 99(3H, s), 3. 92-3. 74(6H. m). 
3. 45(1H. m). 2. 09-1. 88 (3H. m). 1.62(1H. m). 
FAB-Mass: 41 8 (M* +1) 

IR(KBr^?fiJ^) 1/ (cm-') : 1574. 1543. 1504. 1471. 1417. 1350. 1240. 1209. 1 136. 
1066, 989, 931. 875, 843. 

l 4 2 4- (6, l -'J;f>h^'y-4-^t'/^}~)l') -N- (2-^ 
)Vt^^) /JL^)V) - 1 -tf^7V>^:t*;i/4^4^-9-5 F (^b^t)14 2) 
iR^: 70!l! 
Bj^.: 79-81 "C 

'H-NMR(CDCl3) a(ppin): 8. 66(1H, s), 7. 26(1H. s). 7. 12(1H. s), 6. 55(1H. brt. 
]=3. 6Hz), 4. 10-4. 06(4H. m). 4. 03(3H. s), 3. 99(3H. s). 3. 89-3. 86(4H. m). 
3. 77-3. 70(6H. in), 2. 66-2. 62 (2H, m), 2. 52-2. 49(4H, m). 
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FAB-Mass: 447 (M* +1) 

IR(KBr^^Jfe) v(cin-'): 1578. 1506, 1477. 1429, 1350, 1 238, 1209, 1 1 14, 991. 
l 4 3 n-'>>i-^^)V-4- (6, 7-i^)^h^iy-4-^i'VU^ 
- l-\f:^yi^>9-tt)[^t^^-*)-5. h* iit^^l 4 3) 

m.^: 184-186 r 

'H-NMR(CDCl3) (5(ppin): 8. 70(1H, brs). 8. 70(1H. s). 7. 74(1H. d. J=15. 5Hz), 
7. 55-7. 51(2H, m), 7. 43-7. 38(3H. m), 7. 29(1H. s), 7. 10(1H, s), 6. 57(1H, d. 
1=15. 5Hz), 4. 39-4. 30(2H, n). 4. 04(3H. s), 4. 00(3H, s), 3. 97-3. 90(6H. m). 
FAB-Mass: 464 (M* +1) 

IR(KBr^j^Ji4) v (cin-'): 1668, 1618, 1578, 1502, 1477, 1429, 1354. 1336, 1242, 
1209. 1 184. 1 134. 987. 

l 4 4 4- (6. 7 -i^^h^'y-4-^tVV=-}V) -N- (3-h 

- 1 -tf^vv>:^3JU4^=^-y-S H ({b^#I14 4) 

m: m 

mj^: 218-219 X: 

'H-NMRCCDClj) (5(ppin): 8. 69(1H. s). 7. 27(1H. d. J=7. 3Hz). 7. 26(1H. s). 
7. 20-7. 13(2H, m), 7. 10(1H. s). 6. 86(1H. in), 5. 76(1H. brs). 4. 02(3H. s), 
3. 99(3H, s). 3. 72(8H. m), 2. 3I(3H. s). 
FAB-Mass: 408 (M* +1) 

IR(KBr^^J}i) V (cm-') : 1632. 1545. 1506, 1477, 1425. 1400, 1350, 1248, 1209. 
995. 

mmm 1 4 5 4- (6, 7 -i;^h^'y-4-^i-'/^):i)v) -n- o-h 

U;!^) - l-\^^yz^y^ttl)Vt^^^^\^ (^b^tll4 5) 
»: 78!li 
m,^: 199-201 t: 

•H-NMRCCDCU) (5(ppi): 8.65(1H, s), 7.72(1H. brs). 7. 24 (IH, s), 7. 21(1H. dd, 
J=7. GHz. 2. 6Hz). 7. 08(IH, s). 7. 00-6. 96(3H. m), 4. 06-4. 04(4H. m), 4. 01(3H, 
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s), 3. 98(3H. s), 3. 83-3. 79(4H. m). 2. 33(3H. s). 
FAB-Mass: 424 (M* +1) 

IR(KBr^^J^£) V (cm"'): 1576. 1533, 1502, 1473, 1446. 1421. 1385, 1335, 1240. 
1211. 1 134. 1018, 991, 931. 851. 

1 4 6 4 - (6, 7 -'J^h^'y-4-^t'/^J~}l) -N- (4-S 

W: m 

i!*: 204-205 t) 

'H-NMR(CDCl3) <5 (ppi): 8. 65(1H, s), 7.82(1H, brs). 7.23(1H. s). 7.13(2H. d. 
J=8.6Hz), 7. lOdH. s), 7. 10(2H. d. J=8.6Hz), 4. 08-4. 05(4H. m). 4.00(3H. s), 
3. 98(3H. s), 3. 83-3. 79 (4H. in), 2. 31(3H, s). 
FAB-Mass: 424 (M* +1) 

IR(KBr^i^}i) V (cm-'): 1578. 1541. 1504. 1473. 1446. 1390. 1342, 1244. 1209. 
991. 

1 4 7 4- (6. 7 -vp^ l> + '>-4-^:^7U-;^) -N- (4-^^ 

1R$: m 

MM,: 202-204 t: 

'H-NMRCCDClj) <5(ppiii): 8. 64(1H. s), 7. 28(IH. s), 7. 26(2H. d. J=7. 9Hz). 
7. 17(2H. d. J=7. 9Hz). 7. 10(1H, s). 5. 84(1H. brt. J=4. 3Hz), 4. 85(2H, d, 
J=4. 3Hz), 4. 10-4. 07 (4H. m). 4. 02(3H. s), 3. 98(3H. s). 3. 86-3. 82 (4H, m), 
2. 35(3H. s). 
FAB-Mass: 438(M* +1) 

IR(KBr^^Jffi) i/.{cin-'): 1539. 1504. 1477. 1431. 1348. 1238. 1205. 991. 
1 4 8 4- (6. 7 -S^p^ h + x- 4 - + :f-y'J-;U) -N- (3-X 

5^;i/7x-;i/) - 1 -tf^^v>;(j;i/5}^+it5 H ({b^tii4 8) 

iR$; 7835 
m.^: 207-208 X: 
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'H-NMR(CDCl3) (5(ppni): 8.69(1H. s), 7. 27-7. 24(2H. m), 7. 21-7. 16 (2H, m), 
7. IKIH. s). 6. 91(1H. m). 6. 63(1H. brs), 4. 03(3H, s), 4. 00(3H. s), 3. 74(8H. 
m), 2. 62(2H. q. 1=7. 6Hz), 1.22(3H, t, J=7. 6Hz). 
FAB-Mass: 421 (M* H) 

lR(KBr^?riJffi) v (cm : 1637, 1543, 1504, 1475, 1429, 1240. 1209, 996. 

1 4 9 4- (6, 7 -v^ l>^^v-4-:^:h7U-;U) -N- (3-X 
f-)ly:L~)l) - l-\d^yz/>^^tl)i't^^^3.\i (ft:^tll4 9) 
1R$: 795; 
Mj^: 195-197 X: 

'H-NMR(CDCl3) a (ppm): 8. 65(1H. s), 7. 61(1H. brs), 7. 31-7. 22 (2H. m). 7. 08(1H. 
s). 7. 01-6. 99(3H. m). 4. 07-4. 03(4H, in), 4. 01(3H. s), 3. 98(3H. s), 3.83- 
3. 79(4H, m), 2. 63(2H, q, J=7. 4Hz). 1.22(3H. t, J=7. 4Hz). 
FAB-Mass: 438 (M* +1) 

IR(KBr^?pjS) i^(cni-'): 1578, 1533. 1506. 1473, 1421, 1335. 1240. 1211, 1134, 
1018. 991. 930, 849. 

l 5 0 4- (6. 7-v^H + >'-4-+:h7U-;L') -N- (3--f 
V7'PtfJU7x:i;U) - l-i^^yi^ytDlt^^-^S.V (^b^!Kll5 0) 

i^-teTl--:f^)lz^ti-t^^- h 2. 05g(9. 39ininol) © v^^ □ □ / > 30ml mm 
iZ, 4- (N. N-i>*/5^;P75 y) t:U v> 108ing(0. 88niinol)^UDA/Co 
T!S^mmi^irzW:, 3-'rV7'Ptf;l/7-U>l. 26inl(8. 95ii!inol)<£|jP^, m\Z 
-^mX' ^^mWLtZo Klt^m\Z. m77'J:^#l^6 7 06512(1968) 
HE«0;^ffiTt#e>ni)6, 7-v^ h^'y-4-\^^yi^-)V^i-V^J> 
548mg (2.00iiunol)=&JP^. ^mUi^brz'^. mm^^L, nWi'^'y'Jts 

»: 63« 
Mj^: 196-197 X: 

'H-NMR(CDCl3) 5 (ppm): 8. 70(IH, s), 7. 27-7. 20(4H. m), 7. 12(1H, s). 6. 94(1H, 
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dd. J=7. 3Hz. 1. 6Hz), 6. 42(1H. brs). 4. 04(3H. s), 4. 00(3H. s). 3. 76(8H. m). 
2. 89(1H. m). 1.25(6H. d, J=6. 9Hz). 
FAB-Mass: 436 (M* +1) 

IR(KBr^^Jffi) v(cin-'): 1637, 1521. 1449, 1429, 1238, 121 1, 993, 795. 
mmm l 5 1 4- (6. 7-v;< h + '>-4-^:fyUi:;i^) -N- (3--r 
yyot!;L'7x-;i/) - i-}d^yi^>9tti)\^t^^^^\^ (fb^#ii5i) 

TtT|g©l. 1 ' -9ttl)V-f^=.)V-i^-2 (IH) -kfU H> 696ing(3. OOmmol) 
c7)vi7PD^^> lOil 3 - < vyDt!;i/7::i'J >0. 42inl(2. 98iiiiiiol)$: 

6 5 1 2 ( 1 9 6 8) IIIB®©^^Tf#^n^6. 7 - h4^'>- 4 - kf 
v-Jl/:^:hyU > 548mg(2. OOmmol) 5: SD^. ^lS.rW.\Z imf^^Wbtz. Kf^^m 

v-f V y o bf;i/X-r;i/7i^^Sl^ST§ ^ ill J; 0 , ^IBfb^i^^Sr^Sfi^^H t L 

JKe^: 39!li 
St.^: 169-171 

'H-NMR(CDCl3) (5(ppm): 8. 66(1H. s). 7. 32-7. 24(3H. m). 7. 09(1H, s). 7.06- 
7. 00(3H, m). 4. 07-4. 04 (4H. m). 4. 03(3H. s). 3. 99(3H, s), 3. 84-3. 80 (4H. m). 
2. 9(1H. m). 1.25(6H. d, J=6. 9Hz). 
FAB-Mass: 452 (M* +1) 

IR(KBrMft) v(cm-'): 1539, 1506. 1479, 1429, 1238. 1209, 993. 797. 

1 5 2 4 - (6. 7 -iy^h^iy-4-^i-V^J=.}V) -N- (4--r 
yyol^;U7x->ll/) - l-k:^y'y>9ttl)V^^^^S.¥ (fb^tl 1 5 2 ) 

iR^: 84!l! 
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at*: 194-195 r 

'H-NMRCCDCl,) 6(ppin): 8. 66(1H, s), 7. 56(1H, brs). 7. 28(1H. s), 7. 26(2H. d, 
J=8. 3Hz). 7. 12(2H, d, J=8. 3Hz). 7. 09(1H, s), 4. 08-4. 04(4H. m), 4. 01(3H. s). 
3. 98(3H. s). 3. 84-3. 81(4H. i), 2. 89(1H. m), 1.23(6H, d. J=6. 9Hz). 
FAB-Mass: 452 (M» +1) 

IRCKBr^^J^i) V (cm-'): 1578, 1541. 1510. 1475, 1446. 1425. 1390, 1342,1250. 
1211, 1 136, 1016, 991, 937. 

nmm 1 5 3 4- (6. 7-i/>th+->-4-+i-7u-;i') -n- (4--1' 
v:/oe;i/^>v;i/) - 1 -}i^yi^>ti)Vts^i^s. K ({b^t^i 5 3) 

31!l! 

MM.: 135-136 X: 

'H-NMR(CDC1,) 5(ppin): 8. 67(1H, s), 7. 27(2H. d, J=8. 3Hz), 7. 27(1H, s). 
7. 21(2H, d, J=8. 3Hz), 7. 09(1H, s), 4. 88(1H, brt, J=5. 3Hz), 4. 43(2H. d, 
J=5. 3Hz). 4. 03(3H, s), 3. 98(3H. s), 3. 70-3. 63(8H. m). 2. 90(1H, i), 1.24(6H, 
d. 1=6. 9Hz). 
FAB-Mass: 450(M* +1) 

IR(KBrMJ4) V (cm-'): 1628, 1545. 1502, 1471, 1431, 1352, 1254, 1207, 1 134, 
993, 852. 798. 

1 5 4 4 - (6. 7 -i^)^h^iy- 4-^±^/U-)V) -N- (4--1' 

v>^ot!;i'^>5;;i.) - i-if^yi;>^tt}}Vif^^^s.\i ({I:^#H5 4) 

5^^*xy>0. 181inl(2. 37ininol)(7)>?^nD/d7> lOml mWz. *?^T4--1' 
y:/P tf;P^>v;i/7 5 > 353. ling(2. 37inmol)4o<i;tXh UX^;i/7 5 > 0. 76inl 
(5.45iniDol);&»0o< OiP^fc. l^tSST 1 . 5 B^F^^ItJ^Lfc^, m7 7'J:^1#fF 
6 7 0 6 5 1 2 ( 1 9 6 8) lC|3ic(^:^jiTt#^.n§ 6. 7 - h^^x- 4 
-lf^7v-;i.:^^:h^/iJ> 500ing(1.82ininol)^JPA, m^rl^^i^Wbfz. l^m 
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m: m 

Bl^: 178-179 X: 

'H-NMRCCDClj) 5 (ppm): 8. 62(1H, s), 7. 35-7. 20(5H, m), 7. 10(1H. s). 5.91(1H. 
br), 4. 85(2H. d. J=4. 6Hz). 4. 12-4. 07(4H, m). 4. 01 (3H. s), 3. 98(3H. s). 
3. 86-3. 82(4H, m). 2. 90(1H. m), 1.24(6H. d. J=6. 9Hz). 
FAB-Mass: 466 (M* +1) 

IR(KBriSjipj^) V (cm-') : 2872, 1541. 1506, 1475, 1429. 1346. 1236. 1205. 1 136. 
991. 935. 

1 5 5 4 - (6, 7 -'>*^ H + ->-4-+-:J-^/'J-;i^) -N- (4-< 
Vzr^)lyj:~)V) - I - \::^y>^>ij)lt^^^S,]i (fb^tl 1 5 5 ) 

|R$: 613; 
SfiA^: 215-217'C 

'H-NMR(CDClj) (5(DDin): 8. 70(1H. s). 7. 28(2H. d. J=7. 6Hz), 7. 26(1H. s), 
7. IKIH. s). 7. 09(2H, d. J=7. 6Hz), 6. 37(1H. brs). 4. 04(3H, s). 4. 00(3H. s). 
3. 75(8H, m). 2. 43(2H. d. J=6. 9Hz). 1.83(1H. m), 0. 89(6H. d, J=6. 9Hz). 
FAB-Mass: 398 (M* +1) 

IR(KBrM&) v(cBi-'): 1643. 1573. 1502. 1415. 1245. 1211. 1 133, 993, 846. 
1 5 6 N- (4 -tert-:?'^;i/7x:i;L') -4- (6. 

-4-+i->y'j-;i/) - 1 -e^7v>*;i.#+ii-5 H ({b^tiise) 

4-^J^;l^U y 7i:U >W{-^bO{C*f^£:-r§4-tert-:/5^;i'7- 'J >^fflVi 
Wi,^.: 109-111 t: 

'H-NMRCCDCla) (5 (ppm) : 8. 68(1H. s), 7. 43(1H, brs), 7. 37-7. 28(5H. in). 7. 13(1H. 
s). 4. 03(3H. s). 4. 00(3H, s), 3. 77-3. 75(8H, in), 1.30(9H. s). 



160 



wo 98/14431 PCT/JP97/03510 

FAB-Mass: 450 (M* +1) 

IR(KBr^?fiJ^£) v(cin-'): 1662. 1508, 1475, 1429, 1354, 1246, 121 1, 993. 

l 5 7 N- (4-tert->^5^^^>->*;P) -4- (6. 7-v;<h + -> 
-4-+i-7U:i;i/) - l-}d^y'y>9tti)Vt^^^5,}i ({k^tll5 7) 

MA: 104-105 "C 

'H-NMRCCDCl,) (5(ppin): 8. 62(1H. s), 7. 37(2H. d. J=8. 3Hz), 7. 29(2H, d, 
J=8. 3Hz). 7. 22(1H, s), 7. 10(1H. s). 6. IKIH, brt. J=4. 3Hz), 4. 86(2H, d, 
J=4.3Hz), 4. 12-4. 06(4H, m), 4.00(3H, s). 3.98(3H. s), 3. 86-3. 82(4H, m), 
1.31(9H. s). 
FAB-Mass: 480 (M* +1) 

IR(KBr^?flJffi) v(ci-'): 1508, 1475. 1431, 1350. 1240, 1209. 

nmm 1 5 s n- (4-v^7;upj-D^ h4^->7x-ji/) -4- (6. i-i^^ 

15!l! 

16.^: 190-192 "C 

'H-NMRCCDClj) 5(ppin): 8. 70(1H, s). 7. 37(2H, d, J=8. 9Hz). 7. 27(1H. s), 
7. IKIH. s). 7. 08(2H. d. J=8. 9Hz), 6. 50(1H, brs), 6. 46(1H. t. J=7. 4Hz). 
4. 04(3H, s). 4. 00(3H. s), 3. 76(8H. m). 
FAB-Mass: 460 (M* +1) 

IR(KBr^^J^) v(cin-'): 1646, 1573. 1538, 1508, 1436, 1234, 1209, 1 132, 1027, 
993. 927, 846, 777. 

'^mm 1 5 9 4 - (6, 7 -i^y'.h^'y- 4-^i-V^)-)V) -N- (4-h 
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15 9) 

7x-;k y v7^- (3*fjc£:-ri) 4 - h u 7;utD^^;i/7x-;u 

SJ!*: 117-119 r 

'H-NMR(CDCl3) (5(ppni): 8. 65(1H. s), 8. 18(1H, brs), 7. 56(2H, d, J=8. 6Hz), 
7. 33(2H, d. J=8. 6Hz). 7. 23(1H. s), 7.09(1H. s). 4. 12-4. 07 (4H. m). 4. 00(3H, 
s), 3. 98(3H, s), 3. 86-3. 83 (4H, m). 
FAB-Mass: 478 (M* +1) 

IR(KBri$^J^fe) V (cm-') : 1581. 1508. 1479. 1430. 1325. 1207. 1 162. 1 1 13, 1066. 
993. 

"^Wi 1 6 0 4- (6, 7 ^+v-4-4^:^yu-;^) -n- (4-h 
2- (4 -d7Dn7x-;i/) jL9)V7^y<D^t>'o\zn^^t^A-v^}y)Vt 

itX^: BOX 
S^-'^^: 195-197 t: 

'H-NMRCCDCU) a(ppin): 8. 67(1H. s). 7. 59(2H. d. J=8. 3Hz), 7. 44(2H. d. 
J=8. 3Hz), 7. 25(1H. s). 7. 09(1H. s). 5. 10(1H. brt, J=5. 6Hz), 4. 52(2H, d. 
J=5. GHz). 4. 03(3H, s). 3. 99(3H. s), 3. 71-3. 65(8H, m). 
FAB-Mass: 476 (M* +1) 

IR(KBr^^Jffi) v.(cin-') : 1620, 1504, 1475. 1429. 1327. 1255, 121 1. 1 161. 111 1. 
1066. 993. 

"^mm 1 6 1 4- (6. 1 A-^±'J^}:l)V) -N- (4-h 

16 1) 
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W: m 

Wi}^: 216-217 r 

'H-NMRCCDCl,) (5(ppin): 8. 64(1H. s). 7. 61{2H. d, J=7. 9Hz). 7. 47(2H, d, 
J=7. 9Hz), 7. 24(1H, s). 7. 10(1H. s). 6.07(1H. brt. ]=5. 3Hz), 5. 01 (2H, d. 
J=5. 3Hz), 4. 14-4. 10 (4H. i). 4. 02(3H. s). 3. 98(3H. s), 3. 89-3. 85 (4H, ffl). 
FAB-Mass: 492 (M* +1) 

IR(KBr^?fiJJ4) V (cm"'): 1531. 1500, 1473. 1429, 1329. 1234, 1207. 1 159, 11 13, 
1066, 989. 

1 6 2 4 - (6, 7 -i^^h^=y-4-^i-'/')=.)V) -N- (3-h 

■ft. 

W: im 

mM,: 180-181 -C 

'H-NMRCCDClj) aCppm): 8.69(1H. s). 7.67(1H. brs), 7.61(1H, d, J=8.3Hz). 
7.41-7. 28(3H. m). 7. 24(1H. s), 7.09(1H. s), 4.01(3H, s), 3. 99(3H. s), 
3. 77-3. 71 (8H. m). 
FAB-Mass: 462 (M* +1) 

IR(KBril^te) 1/ (cm-'): 1647. 1554. 1502, 1471. 1431. 1335, 1244. 1207, 1 124. 
993. 

mmm i e 3 4- (6. 7 -i;;^h^'y-4-^t'/^)-)V) -n- o-h 

1 6 3) 

7x-;K 7 v7^- l-<7)f^t)0 iCMfSr^ 3 - h U 7;i-^0 ^ 5'Jl'7 x::i;i' 
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iR^: m 
Wi!^: 171-172 "C 

'H-NMR(CDCl3) (5 (ppm): 8. 67(1H, s). 7.54(IH. brs). 7. 48-7. 41(3H. m), 7.27(IH, 
s). 7. 27(1H. d. J=2. 3Hz). 7. 10(1H. s). 4. 16-4. 11 (4H, m). 4. 03(3H. s), 3. 99(3H. 
s). 3. 89-3. 85 (4H. m). 
FAB-Mass: 478 (M* +1) 

IR(KBr^^Jli) V (cm-'): 1576. 1543. 1506, 1477. 1431. 1333. 1238. 1211. 1 165, 
1119. 995. 

mmm l e 4 4- (6. 7 -'y;^h=^'y-4-^i-V^)=^)V) -N- (4-e 

4 - \d~)V^M.^m 1. 48g(10. Oimol) (Dh)VJLy 20inl MJl^L. h U X5^;|/7 
S> 1.39ml (10. 0Himol)*5J;U5v7x-;i/>J >g?7vH 2. ISmKlO. Omnol) ^JoA 
fc, 70rT2R#^11lPll!iitj$^, S^£:?^(im77U;tj4tl¥6 7 0 6 5 1 2 ( 1 9 
6 8) lCi2^(7):^^T#^n-5 6, 7 - v;^ h + 4 - tf'^^ v-;i/=*^:f-7'J 
> 548ing(2. OOmmoDSJn^, MlC mrplJP^ilSKbJt. SfS^S^rlSc?^^, 7KS:jtin 

M: 214-216t: 

'H-NMR(CDCl3) 6 (ppm): 8. 70(1H. s), 7. 36(4H, s). 7. 27(1H. s). 7. IKIH. s), 
6. 65(1H. dd, J=17. 5Hz. 10. 9Hz), 6. 50(1H. brs), 5. 67(1H, d, J=17. 5Hz), 
5. 18(1H. d, J=10.9Hz), 4. 03(3H, s). 4. 00(3H, s). 3. 75(8H. m). 
FAB-Mass: 420 (M * +1) 

IR(KBr^^Jr4) v(cDi-'): 1619. 1577. 1504, 1477, 1421, 1303, 1236, 121 1, 1039, 
991. 939. 910. 
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1 6 5 4 - (6. 7 -">'7^ h + ->-4- + :hy'J-;U) - N- (4--( 

m 

Ml^: 123-124'C 

'H-NMRCCDClj) (5(ppiii): 8. 68(1H, s), 7. 47(2H, d, J=8. 3Hz). 7. 31{2H. d. 
J=8. 3Hz). 7. 26(1H, s), 7. 10(1H. s), 5. 37(1H, s), 5. 09(1H. s), 4. 79(1H, br). 
4. 46(2H, d, J=5. 6Hz), 4. 03(3H. s), 3. 99(3H. s), 3. 71-3. 68(4H. m), 3.66- 
3. 63 (4H. m), 2. 15(3H, s). 
FAB-Mass: 476(M* +1) 

IR(KBril^Jji) v(cin-'): 1621, 1540, 1505. 1429. 1351. 1253, 1209, 991. 846. 
1 6 6 4 - (6, 7 -'J;^h^'y- 4-^tV^):^)l) - N- (4-t' 

iR^: 21!I5 

'H-NMR(CDCl3) d(ppin): 8. 65(1H. s). 7. 47(2H. d, J=8. 5Hz), 7. 33(2H, d. 
J=8. 5Hz), 7. 26(1H, s). 7. IKIH. s), 5. 70(1H. br), 5. 36(1H. s), 5. IKIH, s), 
4. 89(2H, d. ]=4. 6Hz), 4. 1 1-4. 07(4H. m). 4. 03(3H. s), 3. 99(3H. s), 3.88- 
3. 84 (4H, m). 2. 16(3H, s). 

1 6 7 4 - (6. 7 -i^;^h^:y-4-^i-V^)=.}l) -N- {4-[l 

- (2 1 -■fn^~)i) ]^yi/)i} - i -\^^y>yti)VTfs^^^ H 

iit^^l 6 7) 

2-\dU^))V7 5.>(Di\t>K)\zn}t-t^4- [1- (2-7^5^;L'- 1 -7"D^ 
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iK^: IBJ! 
M}^: 168-169t: 

'H-NMR(CDClj) (5(ppm): 8. 68(1H, s), 7. 28(2H, d. J=8. 3Hz), 7. 26(1H. s). 

7. 21(2H. d, J=8. 3Hz). 7. 10(1H, s). 6. 25(1H. s). 4. 78(1H. brt, J=4. 9Hz), 

4. 45(2H, d. J=4. 9Hz). 4. 03(3H, s). 3. 99(3H. s), 3. 71-3. 68(4H, in), 3.66- 

3. 63(4H, m), 1.91(3H. s), 1.86(3H. s). 
FAB-Mass: 462 (M* +1) 

IR(KBr^^JS) vCcm-'): 1623. 1542. 1504. 1436. 1427, 1253, 1209, 991, 848. 
1 6 8 4 - (6. 7 -'y;^h=^'y-4-^i-V^J~)l') -N- [A- [I 

- (2-^'^)i-i-zfu^-)i) ] A;>i;;n - 1 - \f:Kyi^>^^ti)it^=^ 

tt5 K (fb^t) 16 8) 
W: m 

'H-NMRCCDCl,) (5(ppiii): 8. 65(1H, s), 7. 31 (2H. d, 1=8. 3Hz). 7. 26(1H. s), 
7. 22(2H. d, J=8. 3Hz), 7. IKIH. s). 6. 25(1H. s), 5. 70(1H, br), 4. 87(2H, d. 
1=4. 6Hz), 4. 11-4. 07(4H. m), 4. 03(3H, s), 3. 99(3H. s), 3. 88-3. 85 (4H. m), 
1.91(3H, s), 1.87(3H, s). 

Wf(Dnmm 6 9-171 tCiJViXtt, 7x-;i/'r VxJ^-^-hO^^tsO 

Mmm 1 6 9 4 - (6, 7 -vp^ l> + v-4- + :hyU-;i/) - N-[hy>X 
-4- (4 -:/ohf;i/->^n^+f/;i.) 7x-;n- i -k:^y'J>9:tti)lt-^ 
•9-$ H (fb^tll 6 9) 

m.^: 106-109 r 

'H-NMRCCDClj) 5(ppm): 8. 65(1H, s). 7. 53(1H, brs), 7. 25(1H, s), 7. 18(2H. d, 
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J=8. 6Hz), 7. 10(2H. d, J=8. 6Hz), 7. 08(1H, s). 4. 07-4. 03(4H. m). 4. 01(3H, s), 
3. 98(3H. s), 3. 84-3. 80(4H, m), 2. 43(1H, tl, J = 12. 2Hz, 3.0Hz), 1. 91-1. 84 (4H, 
m), 1. 48-1. 15(7H. m), l.I0-0.95(2H. m). 0. 90(3H, I, ]=7. 3Hz). 
FAB-Mass: 534 (M* +1) 

IR(KBr^?{!lffi) V (cm-'): 2920, 1576, 1506, 1473, 1427, 1236, 1209. 1 134. 1014. 
991. 854. 

mmm 1 7 0 4- (6, 7 -i?^h^'y- 4-^t'J^)=.)V) -n- i4-[i 

- (4-^^>';i't:v'^D[2. 2. 2]^^5';L') ]7x-;i/} - 1 - t!'^7v> 

m 

m^: 148-149 "C 

'H-NMRCCDClj) (SCppm): 8. 66(1H. s). 7. 45(1H. brs). 7. 28(2H, d, J=6. 9Hz). 
7. 28(2H. d. J=6. 9Hz), 7. 25(1H. s), 7. 08(1H. s). 4. 06-4. 03(4H, m), 4. 02(3H. 
s). 3. 98(3H. s), 3. 84-3. 80(4H. m). 1. 83-1. 74(6H. m). 1. 49-1. 44(6H. m). 
1. 31-1. 13(10H. m), 0. 89(3H. t. 1=6. 6Hz). 
FAB-Mass: 602 (M* +1) 

IR(KBr^^J^) V (cm"'): 2927, 2854, 1508, 1483, 1473, 1454, 1430. 1332, 1238, 
1215, 1 138. 995. 941. 854. 

^mm 1 7 1 4- (6, 7-v^ ^ + i>-4-^tyu-;^) -n- (3-7 

)V^ny^>i;)V) - l-\d^y'y>^ttJ)Vt^^^S.\i (fb^tl 1 7 1) 

W: m 

m^.: 100-102 X: 

'H-NMRCCDCla) d (ppm) : 8. 63{1H. s), 7. 32(1H. m), 7. 28(1H. s). 7. 27-6. 95(4H. 
m). 6. 09(1H. brt.- ]=5. OHz). 4. 93(2H. d, J=5. OHz). 4. 14-4. 10(4H. m), 4. 02(3H. 
s), 3. 99(3H. s), 3. 88-3. 85 (4H. m). 
FAB-Mass: 442 (M* +1) 

IR(KBr^^J^) V (cm"') : 1579. 1506. 1481, 1450. 1435. 1338, 1250, 1206, 1 138, 
991. 
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mmm 1 7 2 4- (6. 7-->'^h+->-4-+:^y'j-;i') -n- (4-7 

iR^: 53s; 
Mj^: 200-201t: 

'H-NMR(CDC1,) fiCppm): 8. 67(1H, s), 7. 31(2H, m), 7. 26(1H, s). 7. 10(1H, s), 
7. 04(2H, m), 4. 86(1H, brt. J=5. 6Hz). 4. 43(2H. d, J=5. 6H2). 4. 03(3H, s), 

3. 99(3H, s). 3. 70-3. 68(4H. m), 3. 65-3. 63(4H, m). 
FAB-Mass: 426(M* +1) 

IR(KBr^^JS) v(cni-'): 1576. 1506, 1475. 1429. 1350. 1240, 1209. 1 136. 991. 
&.T(Dmmn 7 3~1 8 2{C*5ViT(i, 7 x-^-f 7 v7^^- h Of-^t) 0 IC 

mmm 1 7 3 4- (6. 7 -v;^ i>+i/-4-=^^'^-7u-;i/) -n- (4-7 

)V:i-D^>i;)l) -l-\^Ky'yy^ttl)Vt^^^^]^ (^k^#I 1 7 3 ) 

iR^: 78S; 

gS,^^: 217-218 r 

'H-NMRCCDClj) (5(ppin): 8. 62(1H, s), 7. 33(2H. m), 7. 23(1H, s). 7. 1D(1H, s), 
7. 02(2H. m). 6. 14(1H, bri. J=5. OHz), 4. 88(2H, d, J=5. OHz), 4. 12-4. 07(4H, in), 

4. 01(3H, s), 3. 98(3H. s). 3. 87-3. 83(4H, m). 
FAB-Mass: 442 (M* +1) 

lR(KBri$?PJffi) V (cm-') : 1533, 1506, 1477. 1452. 1431, 1406. 1327, 1236, 1211, 
1 136. 991. 937. -864. 

mmm 1 7 4 (di) -4- (6, i -'j)f^h^'>-4-^i-'/^j~)V) -n 

-[1- (4-7;i/*P7x-;i') X=f-)V]- l-E^y^y>9-ttl)l7f.^-^^Y 
{ft^tll7 4) 
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Ifi,^: 95-97 "C 

'H-NMR(CDClj) (5(ppin): 8. 61(1H, s), 7. 34(2H. dd, J=6. 9Hz, 5.0Hz). 7. 22(1H, 

s), 7. lOdH. s), 7. 00(2H. dd. J=8. 9Hz. 6. 9Hz), 6. 13(1H. brd, J=7. 6Hz), 

5. 84(1H, dq. J=7. 6Hz. 6. 9Hz), 4. 09-4. 07 (4H. m). 4. 01{3H. s). 3. 97(3H. s). 
3. 86-3. 85 (4H. m). 1. 60(3H, d. J=6. 9Hz). 
FAB-Mass: 456 (M* +1) 

IR(KBr^^J?i) v(cin-'): 1576, 1508. 1475. 1429. 1348. 1209. 993, 839. 

Mt^m 1 7 5 N- (3 -i7DP7x-;i/) -4- (6, 7 - 'y^h^'y- 4- 

79!i; 

m,^: 222-224 V 

'H-NMR(CDCl3+DMS0-d6) 5 (ppn) : 8.78(1H. brs). 8.67(1H. s), 7.35(2H. m), 
7. 28-7. 26(2H. m). 7. 16-7. 13 (2H. i), 4. 17-4. 16 (4H. m), 4.04(3H, s), 4.01(3H, 
s), 3. 87-3. 85 (4H, m). 
FAB-Mass: 446 (M* +3). 444 (M* +1) 

IR(KBrSS^Jffi) v(cin''): 1522, 1508. 1479, 1426. 1317. 1238. 1213. 994. 
Mm&\ 1 7 6 N- (2-^DD^>v;U) -4- (6. 7 -y^h^y- 4- 

W: m 

it*: 175-176 "C 

'H-NMRCCDClj) (5(ppin): 8. 62(1H. s). 7. 51(1H, dd. J=6. 9Hz. 2. 3Hz), 7. 37(1H. 
dd. J=6. 6Hz. 1.7Hz). 7. 30-7. 23(3H. m). 7. 10(1H. s), 6. 32(1H. brt. J=5. 6Hz), 
5.01(2H. d. J=5. 6Hz). 4. 12-4. 07 (4H. m). 4. 02(3H. s). 3. 98(3H. s). 3.87- 
3. 83(4H. m). 

FAB-Mass: 460 (M* +3), 458 (M* +1) 

IR(KBr^^J?S) v{ci-'): 1549, 1504. 1481, 1429, 1348, 1240, 1207. 1 136, 991. 
847. 

1 7 7 N- (3-'^nu^yi;)V) -4- (6. 7 -y^h^y- 4- 
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m.^.: 117-119 t: 

'H-NMR(CDCl3) (5(ppin): 8. 60(1H, s). 7. 30-7. 20(5H, m), 7. 08(IH, s). 6. 30(1H, 
brt. J=5. 3Hz). 4. 89(2H. d. J=5. 3Hz), 4. 12-4. 07(4H. m), 3. 99(3H, s). 3. 96(3H, 
s). 3. 85-3. 82(4H. m). 
FAB-Mass: 460(M* +3), 458(M* +1) 

IR(KBr^^Jfe) v(cin-'): 1576. 1506, 1483. 1437. 1406, 1354. 1329, 1254, 1205, 
991. 858. 

nmm 1 7 s n- (.4-^nn^>i;)V) -a- (6, 7 -->*^ i>=t^v-4 - 

W: m 

BS.^: 203-204 r 

'H-NMRCCDClj) (5 (ppm): 8. 67(1H. s). 7. 32-7. 18(5H. m), 7. 09(1H. s). 5. 04(1H, 
brt. J=5. 6Hz), 4. 43(2H. d. J=5. 6Hz). 4. 02(3H. s), 3. 98(3H, s). 3. 70-3. 68(4H. 
m). 3. 65-3. 63 (4H, m). 
FAB-Mass: 444 (M* +3). 442 (M* +1) 

IR(KBrf^?PJ}i) i/(cin-'): 1626. 1541. 1504. 1475. 1429, 1350, 1255. 121 1, 993. 
1 7 9 N- {A-^UU^yV^ )V) - A- (6. 1 -'y^V^y-A 

JK*: 15!t; 

ai!,^: 166-168 ^ 

'H-NMR(CDCl3) (5(ppin): 8.78(1H. br). 8.69(1H, s), 7.82(2H, d, J=8.2Hz). 
7. 47(2H, d. J=8. 2Hz), 7. 28(1H. s). 7. 10(1H. s), 4. 4l(2H. m), 4. 03(3H. s), 
4. 00(3H, s). 3. 89(6H, m). 
FAB-Mass: 474(M* +3), 472 (M* +1) 

IR(KBr^^Jfe) v(ciD.-'): 1670, 1579, 1504, 1425, 1350, 1242. 121 1. 1096, 1016, 
991. 851. 750. 
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^m^\ 1 8 0 N-[2- (4 -^7aP7x-;i/) X^;i/]-4- (6. 7-v;< 
h4^v-4-+:hy'J-;i/) - l-\^^y'y>^tti}Vt-^-^^\^ (^b^t; 1 8 
0) 

JR^: 74a; 
SS/S: 106-109 t: 

'H-NMRCCDCl,) (5(ppin): 8. 63(1H. s). 7. 29(2H, d. J=8. 3Hz), 7. 25(1H. s), 
7. 17(2H. d. J=8. 3Hz), 7. 10(1H, s). 5. 73(1H. brt, 1=5. 3Hz), 4. 02(3H. s). 
4. 01-3. 91 (6H. m). 3. 98(3H, s). 3. 85-3. 81 (4H. m), 2. 97(2H. t, J=6. 9Hz). 
FAB-Mass: 474 (M* +3), 472 (M* +1) 

IR(KBr^)^Jffi) v(cin-'): 1579, 1506. 1487. 1429. 1344. 1240. 1213. 1012, 993. 
mmm l S l N- (3-•/□^7xr:;^) -4- (6. 7 -'J^h^'y- 4- 
^•:)-7'Jr;i/) - i-}i^yv>^tti)lt^^^s.\i (ft:^tii8i) 
IR^: 81 !l! 
M,^: 220-222 

'H-NMRCCDClj) (5(ppin): 8. 67(1H. s), 7. 51(1H. brs), 7. 37(1H. dd. ]=2. OHz. 
1.7Hz). 7. 32-7. 14 (4H. m). 7. 09(1H. s). 4. 10-4. 06 (4H. m). 4. 03(3H. s). 
3. 99(3H. s). 3. 86-3. 83 (4H. m). 
FAB-Mass: 490 (M* +3), 488 (M* +1) 

IR(KBr^^jffi) v(cin -'): 1572. 1508, 1477, 1425, 1315. 1236. 1213. 993, 870. 

1 8 2 N- (4-yo€7xi:;l/) -4- (6. 7-v^h + ->-4- 
+:^7U-;^) - l-\£^yyy'^tti)Vt^^-^S.\i ({b^tll8 2) 
JR$: 78!i; 
i!.^: 170-171 X: 

'H-NMR(CDCl3) 6(ppi): 8. 66(1H, s), 7. 63(1H, brs), 7. 45(2H, d, J=8. 6Hz), 

7. 24(1H. s). 7. 11(2H. d. J=8. 6Hz), 7. 09(1H. s). 4. 10-4. 07(4H. m), 4. 01(3H. 

s). 3. 99(3H, s), 3. 85-3. 82 (4H, m). 

FAB-Mass: 490 (M* +3), 488 (M* +1) 

IR(KBrtJ^^) v(cin"'): 1504, 1473, 1425, 1344, 1209. 
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MMM 1 8 3 N- (4 -7Pt7x-;i/) -4- (6, 7 - i/pC h v - 4 - 

IIM4 5 Ttf^nfcN- (4-ynt7x-Jl/) -4- (6. 7-v^l> + 
4 - 1 - t!^7v>;bJl/:i^+-y-^ K 1. Olg (2. \imo[)(D9 

^^)lt^)VA7 5. K ISml mm\Z. JKi^TT 60%7K*{b-:^ H U ^J^ 171. 9ing (4. 30 

'H-NMRCCDClj) fi(ppin): 8. 64(1H, s). 7. 47(ZH. d, J=8. 6Hz), 7. 24(1H, s), 
7. 04(2H. d. J=8. 6Hz), 7. 02(1H, s). 4. 02(3H. s), 3. 97(3H. s), 3. 51-3. 43(8H, 
Di). 3. 25(3H. s). 

FAB-Mass: 488 (M* +3), 486 (M* +1) 

l S 4 N- (4-7o^^>>';i^) -4- (6, 7 -i^;^h^'y-4- 

2- (4 -^□o7x-ji/) x5^;^7s>0'^■^t)l9^cw;^:J■r§4-7'D^^> 

iR^: 55!li 
H!.^: 211-212 r 

'H-NMR(CDCl3) (5(ppin): 8.67(1H. s). 7.45(2H. d. J=7.2Hz). 7.25(1H. s). 
7. 21(2H. d, J=7. 2Hz). 7. 09(1H. s). 4. 99(1H, brt. ]=5. 6Hz). 4. 41(2H, d, 
J=5. 6Hz), 4. 03(3H. s), 3. 98(3H. s), 3. 70-3. 63(8H. iii). 
FAB-Mass: 488 (M* +3). 486 (M* H) 

lUm^mm V (cm-'): 1626. 1574. 1539. 1504. 1473, 1429, 1352, 1255, 1209, 
1 134. 993. 

1 8 5 N- (4 ->'0^'^>->*JU) -4- (6, 7-v;^h:^v-4- 
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##^aj6Tt#^.nfc4 - (6, 7 -i^^h=¥'y- 4-^i-'/^J-)l) 
^7->'>5':t*;i^7t^>gE^o ij K 502. 3iiig(l. mm\) (Di^ )^^)lt^)lL.7 ^ H 
lOinl ^mz. hUX5^;i'75> l.OOmK?. 17iniol):tecty^"4 - :/nt^> v;l/75 
> •i|^:l 950ing(4. 27ininol)&j50^. 7;Hf>l?H^T. ^iSTfllMj^ L^c, 

iR*: 76!i; 

217-218 13 

'H-NMR(CDCl3) (5(ppi): 8. 61(1H. s), 7. 43(2H, d, J=8. 2Hz), 7. 22(2H. d, 
1=8. 2Hz), 7. 21(1H, s). 7. 09(iH. s). 6. 29(1H, brt, J=5. OHz). 4. 87(2H. d, 
J=5. OHz), 4. 11-4. 09(4H, m). 4. 01(3H. s). 3. 98(3H, s). 3. 87-3. 83(4H. m). 
FAB-Mass: 504 (M* +3). 502 (M* +1) 

IR(KBri^^J}4) V (cm-') : 1533. 1498. 1473, 1425. 1394. 1319. 1234. 1207. 1 134. 
989. 935, 864, 795. 

&.T(Dmmmi s 6~i 9 ricijv^Tfi, 7x-;Pi'V'>7^^-hco{-^^5 0{c 

*f JiST S < V 7 - h S ^ l/i V ^ t -> 7 1> - h ^ ffl I ^ § ^ t ttHSI^J 

Mmm 1 8 6 4- (6, 7 -i^^h=¥z^- 4-^±^/V=:)l) -N- (3-3 

M: 93!i; 

Bj^.: 205-208 r 

'H-NMR(CDCl3) 5 .(ppm): 8. 67(1H, s). 7. 77(1H, brs), 7. 38-7. 32 (2H, m), 7. 24(1H, 
s). 7. 08(1H. s), 7. 00-6. 93 (2H. m), 4. 01(3H. s), 3. 98(3H. s), 3. 72(8H, m). 
FAB-Mass: 520(M* +1) 

IR(KBriJ^JS) v(cin -'): 1637. 1578. 1506. 1475, 1419, 1 238, 1209, 995. 
1 8 7 4 - (6. 7 -'J^h^'y-4-^±V^J~}\^) -N- (3-7 
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)V^U- A- r.-)V) - 1 -\^^yVyts)Vt-^^^ H ({k^4^ 1 8 7) 

'H-NMRCCDClj) 5(ppm): 8. 71 (IH. s). 7. 67(1H. brs). 7. 27(2H. m). 7. 12(1H. s), 
7. 05(2H, Di), 4. 03(3H, s), 4. Ol(3H. s), 3. 76-3. 73 (8H, m). 2. 20(3H. s). 
FAB-Mass: 426 (M* +1) 

■^mm 1 8 8 N- {Z-^UU- A-^9)V7:l:^)V) -4- (6. l-'J:^ 

W: m 

m.^: 217-218 X: 

'H-NMR(CDCl3) (5 (ppm): 8. 67(1H. s). 7. 45(1H. brs), 7.42(1H. s). 7. 23(1H. s). 
7. 18(1H. d. J=8. 2Hz), 7. 08(1H. s), 7. 07(1H, d, J=8. 2Hz). 4. 00(3H. s), 3. 97(3H. 
s). 3. 72-3. 70 (8H, m). 2. 26(3H. s). 
FAB-Mass: 424(M* +3), 422(M* +1) 

lUUT^Mtk) V (cm-'): 1641, 1576, 1502, 1471, 1429, 1400, 1244. 1207, 993. 

1 8 9 N- (4 -^PP- 3 - h •J7;l/^D/5';i/7x-;i/) - 4- (6, 
7 -z^:<h=¥y-A-^i-V^)~)V) - l-\^^y'J>9-ttl)\^t^^-^S.]^ {it 
^tl 1 8 9) 
M: m 

'H-NMR(DMSO-dj) 6 (ppm) : 9.71(1H, brs). 8.56(1H. s), 7.91(1H, d. J=2.3Hz), 
7. 72(1H, dd. J=8. 6Hz. 2. 3Hz), 7. 66(1H. d. J=8. 6Hz), 7. 25(1H, s), 7. 24(1H, 
s), 4. 16(4H. m). 3. 94(3H. s), 3. 94(3H. s), 3. 87(4H, m). 
FAB-Mass: 514(M* +3), 512(M* +1) 

1 9 0 N- (3-i7nP-4-/5^;i^^>>>;i/) - a- (6, 

1 9 0) 

JR$: 85!i; 

g!l!,^: 108-110 -C 

'H-NMRCCDClj) (?(ppin): 8. 62(1H, s), 7. 35-7. 12(3H, m), 7. 23(1H. s), 7. 10(1H, 
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s), 6. 13(1H, brt, J=5. 3Hz). 4. 93(2H, d, J=5. 3Hz), 4. 12-4. 07(4H, m), 4. 02(3H, 
s). 3. 98(3H. s). 3. 87-3. 83 (4H, m). 
FAB-Mass: 474 (M' +3). 472 (M* +1) 

IR(KBrig^Jti) v(cin-'): 1576. 1504. 1477. 1429. 1350, 1240, 1209. 1 136, 993. 
1 9 1 N- (4 --/D^- 3 -p^5^;i'7x-;P) -4- (6. T-v'pC 

19 1) 

mm: U% 

Rfi,^: 160-161 "C 

'H-NMR(CDCl3) (5(ppiii): 8. 67(1H, s), 7. 49(1H, d. J=8. 3Hz). 7. 36(1H, brs), 
7. 27(1H, s), 7. 24(1H, d, J=2. 6Hz), 7. 09(1H. s), 6. 92(m. dd, J=8. 3Hz, 2. 5Hz), 
4. 10-4. 06 (4H, m), 4. 03(3H, s), 3. 99(3H. s). 3. 86-3. 82 (4H, m). 2. 38(3H, s). 
FAB-Mass: 504(M* +3). 502(M* +1) 

IR(KBr^?fiJj4) v(ci-'): 1576. 1504. 1477. 1429, 1319. 1209. 993. 

1 9 2 N- (3. 4-v7;i/:i-P7x-;l/) -4- (6, 7-->Vh + 
i.-4 - l-\d<yi?>tl)Vt^^-^^\^ «l:^tll9 2) 
W: m 

'H-NMRCCDClj) fiCppm): 8. 67(1H, s). 7. 42(1H. m). 7. 30-7. 24(2H. m), 7. 09(1H, 
s). 7. 05-6. 97(2H. m). 4. 01(3H, s). 3. 99(3H. s), 3. 73(8H, m). 
FAB-Mass: 430 (M* +1) 

1 9 3 N- (3 -^^OO- 4 -7;i/:rD7x-;i/) - 4- (6, 7-v 
^ h^'y- A-^tV^)-)V) - l-\d^y>>>tl)Vt^^^^ K (ft^tl 1 9 3) 
IR$: 93!l! 
Mj^.: 200-201 X: . 

'H-NMRCCDCl,) 5(ppin): 8.68(1H. s). 7.52(1H. dd, J=6. 6Hz. 2.6Hz), 7.25(1H, 
s), 7. 21(1H, ddd. J=8. 9Hz, 6. 9Hz. 2. 6Hz). 7. IKIH. brs), 7. 10(1H. s), 7. 03(1H, 
dd. J=8. 9Hz. 8. 6Hz). 4. 02(3H. s), 3. 99(3H, s), 3. 73(8H, m). 
FAB-Mass: 448 (M* +3), 446 (M* +1) 
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IR(KBr^^JS) V (cm-'): 1645, 1535, 1506. 1473. 1454. 1412. 1244. 1209, 1 136, 
993. 852, 814. 

1 9 4 N- (4 -:/Pt- 3 -;;7P07x-;i/) -4- (6, 

1 9 4) 

«: 893i 

Sl!,i^: 169-172 "C 

'H-NMR(CDCl3+DMS0-dj) 5 (ppm) : 9. 07(1H, brs), 8. 67(1H, s). 7. 59-7. 50(2H. m). 
7. 28-7. 23(2H. m), 7. 14(1H. s). 4. 21-4. 19(4H. m), 4. 05(3H. s). 4. 01(3H. s), 
3. 88-3. 87 (4H. m). 

FAB-Mass: 526 (M* +5). 524(M* +3). 522(M* +1) 

IR(KBr^^J}i) i/(cin-'): 1525. 1504. 1471. 1429. 1417. 1313. 1209. 1018. 993. 

1 9 5 N- (3. A-v^UU^yV)V) -4- (6, + v 

-4- + :^'/U-;^) -l-\f:<yi»^:^ti)Vif^^^%^ ab^tll9 5) 
IR^: 913; 
ail,^: 197-200 r 

'H-NMRCCDCl,) 6(ppin): 8. 63(1H. s). 7. 43(1H, d. J=2. OHz). 7. 40(1H. d. 
J=8. 3Hz). 7. 24(1H. s), 7. 21(1H. dd. J=8. 3Hz. 2.0Hz), 7. 10(1H, s), 6. 20(1H, 
brt. J=5. OHz), 4. 90(2H, d. J=5. GHz). 4. 15-4. 10(4H, m), 4. 02(3H, s), 3. 99(3H. 
s), 3. 89-3. 85 (4H. m). 
FAB-Mass: 494 (M* +3). 492 (M* +1) 

lR(KBr&?PJS) V (cm"'): 1579, 1506, 1475, 1446. 1429. 1396. 1346. 1327. 1248. 
1207, 1140, 993. 

1 9 6 4.- (6. 1 -N- (4-;< 

h+v7x-;i/) - 1 -e^^v>5^^:^j;u^+^t5 H (^b^'1^19 6) 

mM,: 196-197 "C 

'H-NMR(CDCl3) (5 (ppm) : 8. 66(1H. s), 7.46(1H, brs), 7.28(1H. s). 7.15(2H, d. 
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1=8. 9Hz). 7. lOdH. s), 6. 88(2H, d, J=8. 9Hz), 4. 09-4. 07(4H. m), 4. 02(3H, s), 

3. 99(3H, s), 3. 85-3. 82 (4H, in), 3. 80(3H. s). 
FAB-Mass: 440 (M* +1) 

IRCKBr^^PJS) v.Ccm-'): 1539, 1508. 1431, 1336, 1240, 1209, 1039, 993, 867. 
1 9 7 4 - (6. 7 -'y;^h^y-4-^i-V')=.)V) -N- (3-)^ 

h + ->A^>vjl/) - 1 -hf^7'>'>5":t;^j;i/5j^=^ifS H (^1:^#/19 7) 

m,^.: 146-147 X: 

'H-NMRCCDClj) (5(ppni): 8. 65(1H. s), 7. 29(1H, m). 7. 27(1H, s), 7. IKIH, s), 

6. 96-6. 92 (2H, m), 6. 86(1H, dd, 1=8. 3Hz, 1.7Hz), 5. 73(1H, brl, J=4. 6Hz), 

4. 87(2H. d, J=4. 6Hz), 4. 1 1-4. 07 (4H, m), 4. 03(3H. s), 3. 99(3H, s), 3.88- 
3. 84(4H, m), 3. 82(3H, s). 

FAB-Mass: 454 (M* +1) 

IR(KBrSJ^Jte) v(cin-'): 1541, 1500, 1477, 1435. 1352, 1327, 1244, 1207. 991. 

1 9 8 4 - (6, 7 h + v-4-4^i-yU-;i/) -N- (4-/ 

h^iy^>i^)l^) - 1 -tf^7'>*>;^;U4^+1t5 K ({b^tll9 8) 

M: 34!K 

147-148t: 

'H-NMR(CDClj) (5(ppin): 8. 67(1H, s), 7. 27(2H. d. 1=7. 6Hz). 7. 26(1H. s), 

7. 09(1H, s), 6. 88(2H. d. J=7. 6Hz), 4. 77(1H, brt, J=5. 3Hz). 4. 40(2H. d. 
1=5. 3Hz), 4. 03(3H, s), 3. 98(3H, s), 3. 81(3H. s), 3. 70-3. 67(4H, m), 3.64- 
3. 61(4H, m). 

FAB-Mass: 438 (M* +1) 

IR(KBriS^J?4) V (cm-') : 1623, 1575. 1540, 1504, 1429, 1351, 1243, 1209, 1 133, 
1029, 993, 848. 

1 9 9 4 - ( 6, 7 -'y;^h^y-4-^tV^J=.)\^) -N- (4-^ 



177 



wo 98/14431 



PCT/JP97/03510 



lU.^C 201-204 x: 

'H-NMRCCDCl,) (5(ppin): 8. 64(1H. s). 7. 30(2H. d, J=8. 6Hz). 7. 27(1H. s), 
7. lOdH. s). 6. 90(2H, d, J=8. 6Hz), 5. 69(1H. brt, J=4. 3Hz), 4. 82(2H, d. 
J=4. 3Hz), 4. 10-4. 06(4H, m), 4. 03(3H. s), 3. 98(3H, s), 3. 87-3. 83(4H. m), 
3. 82(3H. s). 
FAB-Mass: 454 (M* +1) 

IR(KBr^^Jr4) v(cin-'): 1506. 1477. 1449, 1431, 1346, 1248, 1209. 991. 

2 0 0 4 - (6, 7 -z^)^h^'y-4-^tV^)~)l) -N- (4-X 
l> + v^>>?;i/) - l-\f^yi^>tl)lt^^^S.\i (fl:-&tl2 0 0) 

2 - t!=i u;i'7^>o{-^t>0{iMj£;:Ti)4 -xh+i/^>v;i/7 5>$ffli/i-s 

W: m 
U.^.: 176-177t: 

'H-NMR(CDClj) (5(ppm): 8. 67(1H, s). 7. 26(1H, s), 7. 25(2H. d, J=8. 3Hz), 
7. 09(1H, s), 6. 87(2H. d. J=8. 3Hz), 4. 75(1H. brt. 1=5. 3Hz). 4. 39(2H. d. 
J=5. 3Hz). 4. 04(2H. q. J=6. 9Hz). 4. 02(3H. s), 3. 98(3H, s). 3. 69-3. 67 (4H, m). 
3. 64-3. 62 (4H. m), 1. 41(3H. t. J=6. 9Hz). 
FAB-Mass: 452 (M* +1) 

IR(KBr^^J^) v(cm"'): 1629, 1575, 1527, 1429. 1234, 1209, 1043, 995. 
2 0 1 4- (6. 7 -9^h^iy- - N- (4- 

67a; 
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m.^: 218-220t: 

'H-NMRCCDCIj) (5(ppin): 8. 70(1H. s). 7. 26(1H, s), 7. 25(2H. d. J=8. 5Hz), 

7. IKIH. s), 6. 86(2H. d. J=8. 5Hz). 6. 35(1H. brs), 4. 03(3H, s). 4. 00(3H, s), 

3. 89(2H, t, J=6. 6Hz). 3. 74(8H, m). 1.79(2H, m), 1.02(3H. t, J=6. 8Hz). 
FAB-Mass: 452 (M* +1) 

IR(KBrlS^J}i) v(cin-'): 1637. 1573, 1508, 1473, 1419. 1234, 121 1, 1 133, 993. 

mmm 202 4- (6. 7 -i^^h^'y- 4-^t'/^j=.)V) -n- (4-< 

W: 673! 
mi^.: 220-222t: 

'H-NMRCCDClj) 6(ppin): 8. 70(1H, s). 7. 26(IH. s), 7. 25(2H. d, J=8. 6Hz), 
7. IKIH. s), 6. 85(2H. d, J=8. 6Hz), 6. 35(1H, brs). 4. 49(1H. m). 4. 03(3H, s), 
4.00(3H. s), 3.74(8H. m). 1. 31(6H. d, ,J=5.9Hz). 
FAB-Mass: 452 (M* H) 

IR(KBriSi^J&) vCcm"'): 1637, 1573, 1535. 1504. 1473. 1234. 1211. 1 133. 993. 

2 0 3 4 - (6, 7 --:^pC h + ->-4-^:hyU-;i/) -N- (4-h 
'j7Jl':to/ h^y^>y)l) - l-E^y'J>tl)Vt-^-^5. H {it^^2 0 3) 

iy^m\^^^zt&.^i,tmmm2 e 3<hi^^(D:5rftnj;OiW{b^ti^t#fc, 

m,^: 1,76-1 77t: 

'H-NMRCCDClj) (5(ppin): 8. 67(1H, s). 7. 37(2H. d. 1=8. 4Hz). 7. 26(1H. s). 
7. 19(2H. d, J=8. 4Hz), 7. 10(1H, s). 4. 93(1H. brt. J=5. 3Hz). 4. 47(2H. d. 
]=5. 3Hz), 4. 03(3H. s). 3. 99(3H, s), 3. 71-3. 69 (4H, m), 3. 66-3. 64(4H, m). 
FAB-Mass: 492 (M* +1) 

IR(KBr&?fiJj4) V (cm-') : 1629, 1573, 1540, 1504, 1473, 1430, 1249, 1209, 1 135, 
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993. 

2 0 4 4 - (6, 7 -iy^f^b^'y- 4-^i-V')~)V) -N- (4-H 
2 0 4) 

4--i'yyat:;i/^>v;i/7 = >of^t5Dt*f;&-rs4- hU7;p^p^ k + 

urn-, m 
m*: 131-132 r 

•H-NMRCCDClj) 6(ppin): 8. 63(1H. s). 7. 40(2H. d, J=8. 6Hz). 7. 24(IH. s). 
7. 20(2H. d, J=8. 6Hz), 7. 10(1H. s), 6. 00(1H. brt. J=4. 9Hz), 4. 94(2H, d, 
J=4. 9Hz), 4. 13-4. 07(4H. m). 4. 02(3H. s). 3. 98(3H. s), 3. 88-3. 84(4H. m). 
FAB-Mass: 508 (M* +1) 

IR(KBr^^J^fe) v(ciD-'): 1508. 1477, 1431, 1350, 1263. 1213. 1163, 991. 

2 0 5 N- (3, 4-i/;<h^'y^>i^)V) -4- (6. 7-vpth + 
iy-4-^i-^/^J~)\,) - 1 - i^^yi;>^^t)lt^^-^5.\i (^l;^;^2 0 5) 

7 X - ;k V V 7 - h 0 t> 0 W^£:•r 5 3 , 4 - v p< h + -> ^ > ->* ;k v 

9t^>7^— h^m^^z t^:k^itmmm i tmm<D:^mz^ lo smit^^^n 
ft, 

W: m 

16,^: 196-197 X: 

'H-NMR(CDClj) 5 (ppn): 8. 64(1H. s). 7.28(1H, s), 7. IKIH. s). 6. 90-6. 83(3H, 
m). 5. 78(1H. brt, J=4. 6Hz). 4. 82(2H, d, J=4. 6Hz), 4. 11-4. 07 (4H, m), 4. 03{3H, 
s). 3. 98(3H, s).- 3. 88(3H, s), 3. 88(3H. s), 3. 87-3. 83 (4H. in). 
FAB-Mass: 484 (M* +1) 

IR(KBrte^Jr£) V (cm"'): 1516, 1504, 1477, 1431, 1352. 1263, 1236, 1 209, 1 137, 
1028, 991, 849. 

2 0 6 N-[2- (3. 4-v^ l>^i>7x-;i/) Xf-;H - 4 - (6, 
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7 -i/^ h + ->- 4 -+i-7U-Jl/) - 1 -tf^7v>^:t:^i;i/#4^1j-5 H (it 
m^.: 98-100 °C 

•H-NMRCCDCl,) (5(ppin): 8. 63(1H. s). 7. 25(1H. s). 7. 10(1H. s), 6. 84-6. 75 (3H, 
n), 5. 69(1H, brt. 1=5. 3Hz), 4. 03(3H. s), 4. 01-3. 93(6H, m), 3. 98(3H. s), 

3. 88(3H. s), 3. 87(3H. s). 3. 84-3. 80(4H. m). 2. 93(2H. t, J=7. 3Hz). 
FAB-Mass: 498 (M' +1) 

IR(KBr^^Jti) v(cM-'): 1576, 1506, 1475, 1429, 1344, 1261, 1236, 121 1. 1 138, 
1028. 993. 

207 N- (3-'>^0^>^;|/;f+>'-4-^ h + v7x-;i.) -4 
- (6, 7 -i>:^h^y-4-^i-V^)=.)V) - 1 -tf^^'>*>^:t*;i.!}?^1^ 
5 H (^b^i^2 0 7) 

iR^: 77a; 

'H-NMR(CDClj) (5 (ppm): 8. 64(1H. s). 7. 78(1H. brs), 7.23(IH, s), 7.09(1H, s), 
6. 84(1H. d, 1=2. 3Hz), 6. 80(1H. d. J=8. 6Hz), 6. 71(IH. dd, 1=8. 6Hz, 2. 3Hz), 

4. 69(1H. in), 4. 09-4. 04(4H, m), 4. 01(3H. s), 3. 98(3H, s), 3. 95-3. 81 (4H. in). 
3. 81(3H, s), 1. 9.8-1. 76 (6H, ni). 1. 58(2H. oi). 

FAB-Mass: 524 (M* +1) 

iiKT<Dnmm2 0 8-2 1 2 iCfel^Ttt, 7xrJl/^ 7x7^^- hcDftbO IC 
1^ft^t^'<V'y7^--h$>^^^\t^'J^t'y7^---h^m^^^Ztliki^\t^M 
1 tnm(Dljmz^ D @ Wfb^tl=^t#fc. 
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2 0 8 4 - (6, 7 h + v-4- + ::hyU-;l^) -N- (3, 4 

2 0 8) 

IK^: 723! 

m.^: 113-114 -C 

'H-NMRCCDClj) (5(ppni): 8. 63(1H, s). 7. 24(1H, s). 7. 10(1 H. s). 6. 87(1H, d. 
J=1.3Hz), 6. 81(1H, dd. J=7. 9Hz. 1.3Hz). 6. 77(1H. d. J=7. 9Hz), 5. 95(2H, s). 
5.89(1H. brt. J=5.0Hz), 4.79(2H. d, J=5.0Hz), 4. 1 1-4. 07(4H, m), 4.02(3H. s), 

3. 98(3H. s). 3. 87-3. 83 (4H, m). 
FAB-Mass: 468 (M* +1) 

IR(KBr^^FJ^£) vCcD)-'): 1579. 1504. 1483, 1452, 1352, 1238, 1215. 1038, 991, 
935, 849. 

2 0 9 4 - (6, 7 -'y^h^'y- 4-^i-V^)=.)l) -N- (3, 4 

2 0 9) 

iR^: 81!i; 

at*: 165-166 X: 

'H-NMR(CDCl3) 5 (ppin): 8. 64(1H, s). 7. 56(1H. brs). 7. 24(1H. s), 7. 09(1H, s), 

6. 81(1H. dd, J=8. 6Hz. 2. 3Hz). 6. 74(1H. d. J=2. 3Hz). 6. 67(1H. d. J=8. 6Hz), 

4. 23-4. 22 (4H, m), 4. 07-4. 04(4H, i), 4. 01(3H, s). 3. 98(3H. s). 3. 83-3. 81 (4H, 
m). 

FAB-Mass: 468 (M* +1) 

IR(KBr^SiJ&) v(cin-'): 1533. 1508, 1479, 1433, 1340. 1246. 1207. 1068. 991. 

mmm 2 1 0 4.-(6. 7-^^ h^v'-4-=^:fyu-;i/) -n-[2- ce, 

7. 9, 10, 12. 13, 15. 1 6 Ha- 5, 8, 11, 14. 

1 7 -^>iS';r+-tt^>^/'>^o^>^T-k-;u)] - 1 - tf^7v>;^J;^4^4^1i■ 
5 K ^k^tl 2 10) 
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m.^: 163-164 r 

'H-NMRCCDClj) 6(ppid): 8. 69(1H. s), 7. 25(1H. s). 7. 19(IH. s), 7. 09(1H. s). 

6. 79-6. 76 (2H. m), 6. 65(1H. brs). 4. 14-4. 09(4H, m), 4. 03(3H, s), 4. 00(3H, s), 
3. 91-3. 86 (4H. m), 3. 75(16H, in). 

FAB-Mass: 584 (M* +1) 

IR(KBr^^Jfi) 1/ (cm-'): 1633. 1572. 1512, 1506, 1477, 1425, 1352, 1242, 121 1. 
1 134. 996, 856, 800. 

2 1 1 4- (6. 7 -i/;^ h^>'-4-^i-V')=.)V) -N-[2- (6. 

7, 9, 10, 12. 13. 15, 16. 18, 1 9 -"ftl t \^ n - 5 , 8. 1 
1. 14, 17, 2 0 -A+-tj-^=|^1j-/<>7'>^P:t^^x-tn;i') ]- 1 -tf^ 
yi^>iJ)Vt^^-^2.\i (fl:^!^2 11) 

'H-NMRCCDCU) 6 (ppm) : 8. 67(1H. s), 7. 28-7. 26(2H. m), 7. 20(1H, brs), 7. IKIH, 
s). 6. 89(1H. dd. J=8. 6Hz. 2.0Hz). 6. 72(1H. d. ]=8. 6Hz), 4. 09(4H, m), 4. 03(3H, 
s). 4. 00(3H, s), 3. 86(4H. m). 3. 74-3. 67(20H. m). 
FAB-Mass: 628 (M* +1) 

2 1 2 4- (6, 7-vp^ h + v-4-=^^:h7U-JP) -N- (3, 4, 
5 - h U ;^ H + i>7x-;i/) - 1 - t!^^v>;^;i/4^+1t5 K ({k^tl2 12) 
W: m% 
m^: 198-199 r 

'H-NMR(CDC1,) 6 (ppm): 8. 69 (IH. s), 7.26(1H. s), 7.11(1H, s), 6.78(1H, brs), 
6. 72(2H. s). 4. 02(3H, s). 3. 99(3H. s), 3. 82(6H, s), 3. 82(3H, s), 3. 74(8H, 

Dl). 

FAB-Mass: 484 (M* +1) 

IR(KBr^^Jffi) v(cin-'): 1630, 1606. 1506, 1452, 1425, 1236, 1209, 1 126, 997. 

mmm 2 1 3 4- (6. 7-5;^ h+>'-4-+:^-yu-;^) -n- (3, 4. 

2- i4-'^un7:z=.)l) yL^)l7 5.>(DRt><0iZl^!i^^t^3', 4. 5-h 
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'H-NMR(CDCl3) (SCppm): 8.67(1H, s). 7.28(1H. s), 7. 10(1H. s), 6.56(2H, s), 
4. 93(1H. brt. J=5. 3Hz). 4.40(2H. d. J=5. 3Hz). 4. 03(3H, s). 3. 98(3H, s). 
3. 86(3H, s), 3. 81(6H. s). 3. 68-3. 67(8H. ni). 
FAB-Mass: 498 (M* +1) 

2 1 4 4- (6. 7 -i^^^h^'y-A-^r^^/^J-JV) -N- (4-h 

mjy ^Jtlt^VfQ 7 0 6 5 1 2 ( 1 9 6 8) ('fBIK(73:^ffiT# ^tl?) 6 . 7 
-i^p^ h^'y- 4 -kf'^7vr;U+:)-^/iJ > 1. 50ing(5. iimml) (D'J ;^^)lt^)V 
ATS h* 40111 1 jgjggll. 4- (^7np/5^;u) 7xi:;K V ->7:^- h 1. lOg 
(6. SBminol) ^£JnA. ^iSTll^ltit^ tfc, SJt>i^^*lI*tt. zn\Z-k^^m 

iR^: 25!i; 
gi.^: 228-229 "C 

'H-NMRCCDClj) 5(ppin): 8. 68(1H. s). 7. 38-7. 32 (5H. m). 7. IKIH. s), 6. 68(1H. 
br). 4. 64(2H, s), 4. 03(3H, s), 4. 00(3H, s). 3. 73(8H, m), 1. 74(1H, br). 
FAB-Mass: 424 (M* +1) 

IR(KBr^^JJi) V (cm-'): 3125. 1657, 1597, 1529, 1508, 1470, 1423. 1360. 1308. 
1230. 1205. 991, 931. 854. 

mmm 215 (d n -4- (6, 7-^7^ h4^v-4-^±yu-;i/) -n 

-[4 - (1 -t Kp4^->x^;1/) 7x-;1/] - 1 -tr^7v>;t7;i/^=^-ttS H (it 
^15 2 1 5) 

ymitt^'y^i- hU^A 38ing(l. Oniiol) ©-f 7 T^P \i)V7)Vn-)V 50di1 l^JiS 
(C. IIM««J8 7Tf#enfcN- (4-7-t^;i'7x-;i') - 4- (6, 7-v^ 
h^rv- 4-^tV^J=.)l) - 1 - tf^7'>'>;^;P#+.1t5 K 435nig (1. OOmmol) 
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W: n% 

mA: 228-230 

'H-NMRCCDClj) 6 (ppm) : 8. 70(IH, s), 7. 36(2H. d, J=9. 2Hz), 7. 32(2H. d. 
]=9. 2Hz). 7. 28(1H, s). 7. 12(1H, s), 6. 43(1H, brs), 4. 87(1H, q, J=6. 3Hz). 
4. 04(3H. s), 4. 00(3H. s). 3. 75(8H, m). 1.48(3H. d, ]=6. 3Hz). 
FAB-Mass: 398 (M* +1) 

IR(KBr^j?JJi) V (ci-'): 3330. 1664, 1577. 1506, 1475, 1417, 1241. 121 1, 1 137. 
993. 

mmm 2 1 e n- (4-7-th^v7xri;u) -4- (6, r-v/h+v- 

4-t:'-;i'^A#S?of^t)iptc*t)i£:-r5 4 -7-fe h + ->$m#®!?£fflv^§Z <h 
&.i^\tmmm 1 6 4 (!:|sI^(D:^ft(lJ: 0 @6<){b^!^^f#fc. 
IR*: 673! 
St-^l: 197-199 t: 

'H-NMRCCDClj) 5 (ppm): 8.70(1H. s), 7.39(2H, d. J=8.9Hz), 7.28(1H, s). 
7. 12(1H, s), 7. 04(2H. d. J=8. 9Hz). 6. 45(1H, brs). 4. 04(3H. s). 4. 00(3H. s). 
3. 75(8H. m). 2. 29(3H, s). 
FAB-Mass: 452 (M * +1) 

IR(KBr^^J}i) v(cin-'): 1730. 1631, 1505. 1450. 1429. 1241, 121 1, 993, 916. 
848. 

2 1 7 4- (6, 7 -'>*^ h + v-4-+:hyU-;i') -N- (3-^ 
7x-;i/^ V ->7^^- h(Di'^hiO tm-r^ 3 - ;C^;l'^^7x-JK V '>7 
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180-181 x: 

'H-NMRCCDClj) (5 (ppm): 8. 56(1H. s). 7.35(1H. brs). 7.26(1H. s). 7.12(1H. s), 
7. 05-7. 03(2H. m), 6. 97(1H. m), 6. 76(1H. m), 3. 89(3H. s). 3. 86(3H, s), 
3. 61-3. 59(8H, m), 2. 30(3H. s). 
FAB-Mass: 440 (M' +1) 

IR(KBrfg^Jfe) V (cm-'): 1641, 1583, 1537, 1504, 1477, 1421. 1242, 1209, 993. 
2 1 8 4- (6, 7 -v^ h=^^>'-4-.^:^yU-;i/) -N- (4-^ 
7x:i;i') - l-\^^yiy>^^t)Vt-^-^S.V (fk^!^2 18) 

iR^: 77X 
IH^: 214-216 r 

'H-NMRCDMSO-de) 6 (ppm) : 9. 41 (IH, brs). 8.55(1H. s). 7.28(2H. d, J=8.9Hz), 
7. 25(1H, s). 7. 23 (1H. s), 7. 21(2H, d, 1=8. 9Hz). 4. 13-4. 02 (4H. m). 3. 94(3H. 
s), 3. 94(3H. s). 3. 90-3. 85 (4H. m), 2. 47(3H. s). 
FAB-Mass: 456 (M* +1) 

IR(KBr^^J^) v(cm-'): 1514, 1433, 1336. 1238. 1211, 993. 

2 1 9 4- (6, 7->?^ h + ->-4- + :hyU-;U) -N- (4-X 

&.n^\t^mm 1 e 4 tmm(Difm\z^ 0 mit^^^^mzo 

JR^: 773! 

ilt!,^: 208-209 X:. 

'H-NMRCCDClj) 6 (ppm): 8. 70(1H. s). 7. 32(4H. s). 7. 27(1H, s), 7. IKIH, s), 
6. 45(1H, brs). 4. 03(3H, s), 4. 00(3H, s), 3. 75(8H, m). 2. 89(2H. q. J=7. 3Hz). 
1. 28(3H, t. J=7. 3Hz). 
FAB-Mass: 454(M* +1) 
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IR(KBr^^JJ£) v(cin-'): 1641, 1573. 1502. 1448, 1436, 1236, 121 1. 1 135. 991. 
846. 

2 2 0 4 - (6, 7 h + ->-4-=^:h^/U-Jl/) -N- (4-h 

2 2 0) 

4 --f y ■:/□ }d)l^>>')V7 5.>(Dilt><o\zM}t^t^ 4 - K u 7;i'^n^^;p 

JR^: 8751; 

Sl!,^: 128-131 X: 

'H-NMR(CDCl3) (5(ppin): 8. 66(1H, s), 8. 17(1H, brs), 7. 59(2H, d, J=7. 9Hz). 
7. 29(2H. d. J=7. 9Hz). 7. 23(1H. s). 7. 08(1H. s). 4. 10-4. 07 (4H. m), 4. 00(3H, 
s), 3. 98(3H. s), 3. 86-3. 83 (4H. m). 
FAB-Mass: 510(M* +1) 

IR(KBr®)Sfi|}i) V (cm"'): 1578. 1506, 1477, 1458. 1427. 1346. 1238, 1209. 1 155, 
1 128. 1 109, 989, 851. 

mmm 2 2 1 n- (4-7 = y7x:i;p) -4- (6. r-v''/ h + ->-4- 

^mm? 7-cmnrz4- (6. 7 -^y^^h^'y- 4-^i-V^J~M -N- 
(4 - - h □7x-;i/) - l-\^Kyy>tJ)Vt-^-^S. H 1. 5g(3. 7iiiino 1 ) X ^S' 
y-JUSOml (;ML, 10%/'?7v'i7A-j^^ 500ingS:7j< lOml chX^y-JP lOil 

bfc^, mm^^b, nw.^y'}iiy)v^n^hify7^-x'm. mmx^^ji 

iR$: 29!l! 

m,^.: 215-217 r 

'H-NMR(CDC1,) (5(ppin): 8. 69(1H. s), 7. 26(1H. s). 7. 13(2H. d. J=9. OHz). 
7. IKIH, s). 6. 65(2H. d, 1=9. OHz), 6. 26(1H, brs). 4. 03(3H. s), 3. 99(3H, s), 
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3. 72(8H, m), 3. 56(2H. brs). 
FAB-Mass: 409 (M* +1) 

IRCKBrH^JS) i/CcD)-'): 1556, 1508. 1406. 1257, 1213, 910, 835. 71 1. 
mmm 222 4- (6. 7 -iy:Ah^'y- -N- (4-v 

iliJIi^^^^lS^J 1 6 4<!:[sHi(D:^ffi(Zcl;0iW<t:^tl$:t#fc= 

iR^: 63X 

iSS^: 252-254 t: 

'H-NMRCCDClj) (5(ppin): 8. 69(1H, s), 7. 26(1H. s), 7. 20(2H, d, J=8. 9Hz). 
7. IKIH. s), 6. 71(2H. d. J=8. 9Hz). 6. 31(1H. brs). 4. 03(3H, s). 4. 00(3H. s). 
3. 72(8H, m), 2. 91(6H. s). 
FAB-Mass: 437 (M* +1) 

IR(KBri^^Jji) V (ci-'): 1631. 1523, 1504. 1483. 1450, 1348, 1255. 1209. 1 135. 
993, 937. 848. 

2 2 3 4 - (6, 7 -i^;^h^y-4-^tV^}=.)V) -N- (4->? 
^^Jl/7 5 y^>vJl/) - 1 - t!^7v>;^Jt'^+-t)-S K ({b^i^2 2 3) 

2 - en 'J;^7 5>(^f^^D(cw^^■r2)4-->';^5=•J^7 5y^>'>*;^7 5>$r 

IR^: 28^ 

il!.^: 188-190 t: 

'H-NMRCCDClj) fiCppm): 8.67(1H. s). 7.26(1H. s). 7.21(2H. d. J=9.0Hz). 
7.09(1H. s). 6. 72(2H. d. J=9. OHz), 4. 66(1H, brt. 1=5. 2Hz), 4. 36(2H. d. 
J=5. 2Hz). 4. 03(3.H. s). 3. 99(3H. s). 3. 70-3. 67 (4H. m). 3. 63-3. 61(4H, m). 
2. 95(6H. s). 
FAB-Mass: 451(M* +1) 

IR(KBr^^Jt£) V (cm''): 1646. 1575, 1521, 1506. 1475, 1430. 1351, 1247. 1213. 
1 133. 993. 
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^^^l 2 2 4 4 - (6. 7 -iy^h^'y-4-^i-W~)l) -N- ( 4 - v 

4 - :/ □ ^ ^ > 7 ^ > t) 0 icmr § 4 - V JI/ 7 5 / ^ > 7 

IR^: 71!i; 

177-178 t 

'H-NMRCCDClj) (5(ppi): 8. 63(1H, s). 7. 24(2H, d, J=8. 6Hz), 7. 24(1H. s), 
7. lOdH, s). 6. 71(2H. d, J=8. 6Hz), 5. 73(1H, brt, J=4. 3Hz), 4. 75(2H, d. 
J=4. 3Hz), 4. 08-4. 04(4H, m). 4.02(3H. s), 3. 98(3H. s). 3. 85-3. 81(4H. m). 

2. 95(6H, s). 
FAB-Mass: 467 (M* -H) 

IR(KBrig^JS) v(cin-'): 1522, 1504. 1475, 1431, 1352, 1327, 121 1, 991. 

2 2 5 N- (4-vX^;i/7 5 -4- (6, 7-i;^h^ 
v-4 -^i^yij -;!,) -i-}i^yi;yt})Vt^^^5.\^ (fb^i^2 2 5) 

^mmi 6 4©4-fr:;i/^,ftSK<^f-^t»0(z*fj^;l-5 4-vx5^;i.75y^ 

gi*: 221-223 "C 

'H-NMRCCDCl,) fiCppm): 8. 69(1H, s), 7. 26(1H. s), 7. 17(2H, d, J-9. OHz), 
7. 12(1H. s). 6. 64(2H. d, J=9. OHz), 6. 22(1H. brs), 4. 03(3H, s), 4. 00(3H, s), 

3. 73(8H, m), 3. 32(4H, q, J=6. 9Hz), 1. 13(6H, I, J=6. 9Hz). 
FAB-Mass: 465 (M* +1) 

IR(KBr^?fiJ&) i/(cin-'): 1633. 1575, 1506, 1475, 1423, 1351, 1245, 121 1. 1 133, 
993. 

2 2 6 N- (3 -7-t: N75 H7x-;|/) -4- (6, + v 

-4-^tV^)-)l) - 1 -tf^7->*>^^:^;u4^+-y-s K (lk^!^2 2 6) 
7x-;i/^ V'>7^>- h(DRt>K)\znit^t^ 3 - 7-t: H7^ \i7T.-)l^^J9 
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Mi^: 207-208 "C 

'H-NMRCCDClj) 5 (ppm): 8. 66(1H. s). 8. 07(1H. brs), 7. 90(1H. s), 7. 56(1H, brs). 
7. 25(1H. s), 7. 19(1H, m). 7. IKIH, i), 7. 09(1H, s). 6. 97(1H, d. J=7. 9Hz). 
4. 02(4H, n), 4. 02(3H. s), 3. 99(3H. s), 3. 79(4H. m). 2. 10(3H, s). 
FAB-Mass: 467 (M* +1) 

lUUi^m^) V (cm"') : 1662, 1574. 1506, 1481. 1429, 1336, 1242. 1225, 121 1, 
991. 

2 2 7 4 - (6. 7 h + i^-4-^^:hyU-Jl/) -N-[4- (N, 

2 2 7) 

sex 

m.^: 213-215 t: 

'H-NMR(CDCl3) 6{pm): 8. 69(1H, s), 7. 42(2H. d. J=8. 3Hz), 7. 32(2H. d, 
J=8. 3Hz). 7. 26(1H. s). 7. IKIH. s), 6. 78(1H, brs), 4. 04(3H, s). 4. 00(3H. s). 
3. 76 (8H, m), 3. 60 (2H, s). 2. 38 (6H. s). 
FAB-Mass: 451 (MM I) 

mmmmi^) v(ci-'): 1646, 1575, 1504, 1473, 1429, 1241, 1211, 1133, 993, 
858. 848. 

2 2 8 N-[4- {N-[eTi-Zfh^'ytl)lt^~)\^7S.y;^^)V) 7x- 
-'H-4- (6. 7--:^^ h + ->-4-+-^y'J-;l/) - 1 -\d^yiy>^-ttl)l 
H ({b^tl2 2 8) 

^10iJ 1 O 7 X - ;i"r V xT:^'^- h (Df^t:) 0 \zn€^t^ 4 - (N - tert- ^ h 
iR$: 93!t; 
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ili,^^: 123-126 "C 

'H-NMRCCDClj) (5 (ppm): 8. 65(1H, s), 7.93(1H. brs), 7.24(1H. s), 7.22(2H. d, 
J=8. 9Hz). 7. 16(2H. d, J=8. 9Hz), 7. 09(1H, s), 5. 18(1H, br), 4. 26(2H. d, 
J=5. 6Hz). 4. 07(4H. i). 4. 01(3H, s). 3. 98(3H. s). 3. 82-3. 79(4H, in). 1.45(9H, 
s). 

FAB-Mass: 539 (M* +1) 

IR{KBr^^J^) V (ci"'): 1695, 1583. 1531, 1506. 1479. 1429. 1336. 1252. 1207. 

2 2 9 4 - (6, 7 h + '>-4-+:hy'Ji:;i/) -N- (4-7 

x-;i/7y7x-;i/) - l-\d^yiy>tl)Vt^^^^\^ (fb^!^2 2 9) 
4 - \£=.)l^MMm(Di\t><0\ZMlt^t^ 4 -7x-;l.7y^m#i?^fflV^-2) C 

iK^: 65S; 

Wi!^: 244-246 t: 

'H-NMR(CDCl3) 6 (ppm): 8. 71 (IH, s), 7. 94-7. 87(4H. m). 7, 59-7. 42 (5H. m), 
7. 28(1H, s), 7. IKIH. s). 6. 73(1H. brs). 4. 04(3H. s), 4. 01(3H. s). 3. 78(8H. 
m). 

FAB-Mass: 498 (M* +1) 

lUUr^mm) v(cin"'): 1645. 1506. 1473. 1436, 1242, 121 1. 993, 846. 

230 N- (4-7vh*7x-;L') -4- (6, 7-v/h + v-4- 

7x-;i/i' v->7:^- Ha)f^t)0{c^i^;;T§4-7v^H7x-;i/-f v5";f->7 

'H-NMR(CDCl3) (5 (ppm): 8. 66{1H. s). 7. 57(1H. brs). 7. 27(2H. d, J=8. 6Hz), 
7. 22(1H, s). 7. lOdH. s), 7. 01(2H, d, J=8. 6Hz). 4. 16-4. 09(4H. m), 4. 02(3H, 
s), 3. 99(3H, s), 3. 87-3. 83 (4H. m). 
FAB-Mass: 451 (M* +1) 

2 3 1 4- (6. 7 -i?)^h^y-4-^i'V^)-)V) -N- (4-- 
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W: 85X 

m.^: 214-216 t 

'H-NMRCCDClj) (5(ppin): 8. 64(1H, s). 8. 17(2H, d. J=8. 6Hz), 7. 51(2H, d. 
J=8. 6Hz), 7. 26(1H, s). 7. IKIH. s). 6. 16(1H. brt. J=5. 3Hz), 5. 09(2H. d, 
1=5. 3Hz). 4. 17-4. 14 (4H, m). 4. 03(3H. s), 3. 99(3H. s), 3. 91-3. 87 (4H, m). 
IR(KBr^^Jfe) v(cin-'): 1502, 1475, 1427, 1346. 1327, 1234, 1205. 1 134. 989. 
860. 

SXT<DMmm2 3 2~ 2 4 2(I*3ViT«> ^M^RJ 1 CD7x-;K V ->7^>- h 

2 3 2 4 - (6. 7 -v^ h + ->-4-4^^7Ui:;i/) -N- (4-- 
hu^>^/^)V) - 1 - tf^7v>5^^:^Jl/3i?^lJ-a H (^b^#l2 3 2) 
IR^: 273! 
ai!,^^.: 103-105 r 

'H-NMR(CDCl3) SCppm): 8. 68(1H, s). 8. 34(2H, d. J=8. 9Hz), 8. 06(2H. d, 
J=8. 9Hz), 7. 29{1H. brs), 7. 27(1H, s). 7. 10(1H. s). 4. 41(2H, m). 4. 03(3H, s), 
4.00(3H. s), 3. 91(6H. m). 
FAB-Mass: 483 (M* +1) 

IR(KBr^^Jffi) v(cil-'): 1579. 1506. 1475. 1427. 1348. 1244, 121 1, 991, 833, 
717. 

2 3 3 4 - (6, 7 -v^ h + v-4-^i-7U-;i/) -N- (4-^ 

5';i/-3-- hP7xrji/) - 1 -k!^5v>:^;i/^=^-y-5 K ({b^'^ 2 3 3) 

W: 94!i; 

'H-NMRCDMSO-dj) 5 (ppm) : 9. 04(1H, brs), 8. 58(1H. s), 8. 27(1H, s), 7. 75(1H, 
d. J=8. 5Hz), 7. 38(1H, d, J=8. 5Hz), 7. 25(1H. s), 7. 20(IH, s). 3. 94(4H, m). 
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3. 71(4H. m). 3. 36(3H. s). 3. 36(3H. s), 2. 45(3H, s). 
FAB-Mass: 453 (M* +1) 

2 3 4 N- (4-:7nn-2-- l>P7x-;i/) -4- (6, 7-v;< 

an*: 205-206 

'H-NMR(CDCl3) (5(ppin): 10. 10(1H, brs). 8. 66(1H. s). 8. 57(1H. d, J=9. 2Hz), 
8. 18(1H, d, J=2. 3Hz), 7. 59{1H. dd. J=9. 2Hz. 2. 3Hz), 7. 26(1H. s). 7. 15(1H. 
s), 4. 04(3H, s). 4. 02(3H. s), 4. 00-3. 82 (8H, m). 
FAB-Mass: 475 (M* +3), 473 (M^ +1) 

IR(KBr^^Jr£) v(cni-'): 1686, 1660. 1578, 1508, 1429. 1358, 1335. 1267, 1238, 
1209, 991. 

2 3 5 N- (4 -^DP- 3 -:i hP7x-Jl/) -4- (6. 

2 3 5) 
W: U% 

'H-NMR(DMS0-d5) 5 (ppm) : 9. 81 (IH, brs), 8.56(1H, s), 8. 15(1H. d, J=2.3Hz). 
7. 76-7. 67 (2H. m). 7. 25(1H. s). 7. 24(1H, s), 4. 16(4H. m), 3. 94(3H, s). 3. 94(3H, 
s). 3. 87(4H. m). 

FAB-Mass: 491 (M* +3). 489(M* +1) 

2 3 6 4 - (6, 7 l>^>'-4-^:h7U~;l/) -N- (3. 5 

-V- hP7xIi;i/) -l-\d^y9>tl)Vt^^^S.\i (fb^tl2 3 6) 
W: m 
Ms^: 273-274 

'H-NMRCDMSO-d^) (5 (ppm) : 9. 60(1H, brs). 8. 87(2H, s), 8. 58(1H, s), 8. 40(1H. 
s), 7. 25(1H,. s), 7. 20(1H, s), 3. 94(3H. s), 3. 94(3H. s), 3. 76-3. 74 (8H. m). 
FAB-Mass: 484 (M* +1) 

IR(KBr^^J?i) V (cm"'): 1645, 1535. 1502, 1471, 1427, 1346, 1252, 1209, 1 136, 
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991, 729. 

2 3 7 4 - (6. 7 -vp( h + v'-4-4^-:h>/U-;i/) -N- (4. 5 

2 3 7) 

iK$: Tex 

16.^: 213-215 "C 

'H-NMRCCDClj) (5(ppin): 10. 28(1H, brs), 8. 70(1H. s), 8.43(1H. s). 7. 98(1H, 
s), 7. 28(iH. s). 7. 13(1H. s). 4. 04(3H. s). 4. 02(3H. s), 3. 85-3. 78(8H. in), 
2. 34(3H, s), 2. 27(3H. s). 
FAB-Mass: 467 (M* +1) 

IR(KBr^^J?i) v(cm-'): 1686. 1 578, 1508, 1448, 1329, 1246, 1209. 993. 
2 3 8 N- (3 -vjy 7x-;i/) -4- (6, 7 -v^ h=t^>'-4- 
- l-^^yi/y^tiJJVt^^-^^]^ ({b^tl2 3 8) 

|R$: 79!i; 

ai!*: 169-170 "C 

'H-NMR(CDCl3) (5(ppin): 8. 67(1H, s), 7. 58-7. 54(2H, m). 7. 48-7. 45 (2H, m), 
7. 27{1H. s). 7. 27(1H. brs), 7. IKIH, s). 4. 17-4. 15 (4H, m), 4. 03(3H. s). 
4. 00(3H, s), 3. 91-3. 87(4H, in). 
FAB-Mass: 435 (M* +1) 

lumT^mm v (cm-'): 2220, 1578, 1541, isoe, 1479. 1429. 1313, 1240. 1211, 

993. 

2 3 9 N- (4 -'>7y 7X-J1/) -4- (6, 7-v;<N + v-4- 
+ :i-y'J-;L') - l-if^yi^>1i)lt^=¥^5.\i (^b^tl2 3 9) 

m 

m,^: 274-275 ^ 

'H-NMR(DMSO-dfi) 5 (ppm) : 9. 15 (IH, brs), 8. 58(1H, s), 7. 70(4H, s), 7. 24(1H, 
s), 7. 19(1H, s), 3. 94(3H, s). 3. 94(3H, s), 3. 71-3. 70(8H, m). 
FAB-Mass: 419(M* +1) 
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IR(KBrte^Jffi) V (cm-') : 2222, 1659, 1593. 1524, 1429, 1385. 1360, 1319, 1248, 
1234, 1209, 1 136. 996, 933. 837. 

2 4 0 N- (4-v7y^>->*;i/) -4- (6. 7 -i^;^h^'y-4- 

W: m 

mj^: 186-187 t: 

'H-NMRaDClj) (5(ppin): 8. 62(IH. s), 7. 58(2H, d, 1=8. 4Hz), 7. 45(2H, d. 
J=8. 4Hz). 7. 24(1H. s). 7. IKIH. s), 6. 37(1H. brt. J=5. 4Hz). 5. 03(2H, d. 
J=5. 4Hz). 4. 16-4. 12(4H, m), 4. 02(3H, s), 3. 98(3H, s), 3. 89-3. 85(4H. m). 
FAB-Mass: 449 (M* +1) 

mim^M'li.) V (cm"'): 2220. 1543, 1502, 1475. 1414. 1387, 1333. 1236. 1207, 
1 134, 1014, 989. 931. 

2 4 1 N- (3 -7-fe5";P7x-;U) -4- (6, 7 -9^h^>'-4 
-^i-V^J=.)V) - l-if^y9>9ttl)i't^^^5.\i (^b^#)2 4 1) 
1R$: 713! 
m,^: 192-193 X: 

'H-NMRCCDClj) a (ppm): 8. 66(1H. s), 7. 80(1H. brs), 7. 75(1H. d. J=7. 6Hz), 
7. 54-7. 43(3H. m), 7. 26(1H, s). 7. 10(IH. s). 4. 15-4. 11(4H, m), 4. 03(3H. s). 
3. 99(3H. s), 3. 88-3. 86 (4H. m). 2. 60(3H. s). 
FAB-Mass: 452 (M* +1) 

IR(KBrtg^J?i) v(cin-'): 1666. 1541, 1506. 1473, 1448, 1425, 1302, 1236, 1203, 
1 188, 991. 

2 4 2 N- (4-7±^)l7x=.)V) -4- (6, 7-V7^S^v-4 
-l-\:l^y'y>9ttl)Vfs^-f^\' ({b^tl 2 4 2 ) 

iR^: 79il! 

m,^: 256-257 r 

'H-NMR(D\ISO-dj) 6 (ppi) : 9. 69(1H, brs). 8. 55(1H. s). 7. 90(2H. d. J-8. 3Hz), 
7. 52(2H, d, J=8. 3Hz). 7. 25(1H, s), 7. 24(1H, s), 4. 13(4H, m), 3. 94(3H, s). 
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3. 94(3H, s), 3. 85(4H, m). 2. 54(3H, s). 
FAB-Mass: 452 (M* +1) 

IR(KBr^^Jfe) v (cm-') : 1678. 1574. 1506. 1429, 1358. 1319. 1269. 1240, 1211. 
1136, 993. 941. 870. 

2 4 3 4- (6, 7 -V/ h=t^->-4-4^t'/Ur.;|/) -N- (4-h 
'J 7J|/^D7-l:5";i'7x-;|/) - i-E^y'y>i^)Vt^^-^^ K (i\:^^2 4 3) 

fflli§;i<hJi^^1.{iS^JI^Jl 6 4iiWI^0;^}*{cJ;DgW{b^ti^t#fe. 
IR^: 15!K 
ii.'^: 144-146X: 

'H-NMRCCDClj) 5(ppni): 8.70(1H. s), 8.05(2H. d, J=8.4Hz). 7.59(2H. d. 
J=8. 4Hz). 7. 28(1H. s). 7. IKIH. s). 6. 80(1H, brs), 4. 04(3H. s), 4. 01(3H. s). 
3. 79(8H, m). 
FAB-Mass: 490 (M* +1) 

IR(KBrll^Jft) V (cm-') : 1654. 1641. 1589. 1577. 1506. 1473. 1423. 1232. 1207, 
1168. 991. 939. 769. 

2 4 4 N- (4->^^U;i/7x;:;i/) -4- (6, 7-v^h + v-4 

86!i; 

218-219 X: 

'H-NMRCDMSO-dj) 5 (ppm) : 9. 69(1H. brs). 8. 55(1H. s), 7. 91(2H. d. J=8. 9Hz). 
7. 51(2H. d. J=8..9Hz). 7. 25(1H. s). 7. 24(1H. s), 4. 14-4. 12 (4H. m). 3. 94(3H. 
s). 3. 94(3H. s). 3. 86-3. 85(4H. m). 2. 96(2H. t, J=7. 3Hz). 1.64(2H. tq. J=7. 3Hz. 
7. 3Hz). 0. 93(3H. t. J=7. 3Hz). 
FAB-Mass: 480 (M* +1) 

IR(KBr^^J?i) v(cin-'): 1680. 1576. 1508. 1462, 1429. 1313, 1238. 121 1. 993. 
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245 N- i4-^>V^)V7x.:z.)V) -4- (6. 7 h^v- 
- 1 -lf^7v>:^^#+-y-S H ({b^ti2 4 5) 

Mlt^mmi 6 4 <hi5]«lco:^ii{c=kf9g6*){t:^ti^t#yco 

55S! 

B!!,^^: 240-241t: 

'H-NMRCDMSO-de) 6 (ppm) : 9. 34(1H. brs). 8. 58(1H. s), 7. 76(2H, d, J=8. 6Hz), 
7. 72{4H. m). 7. 58(1H. m). 7. 54(2H. d, J=8. 6Hz), 7. 24(1H. s), 7. 20(1H. s), 
3. 94(3H. s), 3. 94(3H, s). 3. 73-3. 71 (8H. m). 
FAB-Mass: 498 (M* +1) 

IR(KBr^^J?i) v(cm-'): 1637, 1616, 1508. 1473, 1438, 1238, 121 1, 991. 848. 

mmm 246 n- {3-ti}its^>'y:i^=-M -4- (6, i-z^^h^i^- 

4-^-r'/^):Z}V) -l-\^^yVy'^ttl)lt^^^S.]^ ({b^tl2 4 6) 
7 X - V i/ 7 - h (7) f^i t) 0 13 *f ftJ-r i> 3 - ;i/ + V 7 X - ;k V ^ 

'H-NMR(DMSO-ds) 5 (ppm) : 9.62(1H. brs), 8.55(1H, s), 7.94(1H, s). 7.72(1H, 
d. 1=7. 6Hz), 7. 48(1H. d, 1=8. 3Hz). 7. 32(1H. dd. J=8. 3Hz, 7. 6Hz), 7. 25(1H, 
s), 7. 23(1H, s), 4. 16{4H. m), 3. 94(3H, s), 3. 94(3H, s), 3. 85(4H. m). 
FAB-Mass: 454 (M* +1) 

IR(KBr^^J^) v(cni-'): 3360, 1549. 1506, 1431, 1394. 1338. 121 1. 

247 N- (4-i3)Vt^^yyx=.)l) -4- Ce, l-i^^h^y- 
4-^i-V^):i)V) -l-}dKy'yytl^t^=¥^B.\^ ({k^#!2 4 7) 
HMS 9Tt#.^ nfc 4- (6, 7 -i^^h^'y-4-^i-'/^}^)l) -N- 
(4-xh + ^>;t/;i/;i^:i;i/7x-;i^) - l -\d^yi/>ti)V-!^^'*i-^ H 390ing 
(0. 841101) (0 1, 4-'yt^^> lOml 'i^mz. 7mit^) "^"^ ^ ' -^m^ 10. im 
(1. 681101)^3 J; t>'7K Iml ^UD^, ^i^-e 4. 5 PtP^Jt^^bfCo ^ ^^ZTiiMit^J 
A • -TKffltl 70. 4!ng (1. 68ininol)^ilPx.. mM^-^n^^Wbtc^. mm^^L. . 
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IR^: lOOS; 

'H-NMR(DMSO-dj) 5 (ppi) : 8. 86(1H. brs), 8. 57(1H, s), 7. 87(2H, d, J=8. 3Hz). 
7. 50(2H, d, J=8. 3Hz), 7. 24(1H, s). 7. 20(1H. s), 3. 94(3H. s), 3. 94(3H, s), 
3. 70(4H, m). 3. 42(4H, m). 
FAB-Mass: 438 (M* +1) 

IRCKBr^^PJJi) v(cin-'): 3360. 1601, 1506, 1412, 1385, 1246, 1213. 993. 

•^mm 2 4 8 4- (6, 1 -'Ji^Y^'y- A-^-f'J')~M -N- (3-X 
M.^.: 187-188 "C 

'H-NMR(CDClj) 6 (ppm): 8. 69(1H. s). 7.92(1H. d. J = 1.7Hz). 7. 78-7. 71(2H, m), 
7. 36(1H. i), 7. 26(1H. s), 7. IKIH. s). 7. 06(1H. brs). 4. 25(2H. q. J=7. 3Hz), 
4. 02(3H, s). 3. 99(3H. s), 3. 75(8H, m). 1.37(3H. t, J=7. 3Hz). 
FAB-Mass: 466 (M* H) 

IR(KBr^?f"J^£) V (cm-'): 1699, 1668, 1539. 1506. 1489. 1431, 1352. 1300. 1242. 
1209, 997. 760. 

Wi^l 2 4 9 4 - (6, 7 -i/^h^'y- -N- (4-/ 
2 4 9) 

at*: 208-209 Z 

'H-NMRCCDCl,) (5(ppin): 8. 67(1H. s). 8. 02(2H. d. J=8. 9Hz), 7. 55(1H, brs), 
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7. 27(1H. s), 7. 22(2H. d, ]=8. 9Hz), 7. 08(1H. s). 4. 09-4. 05 (4H. m), 4. 03(3H, 
s), 3. 99(3H. s), 3. 91(3H, s). 3. 86-3. 82(4H. m). 
FAB-Mass: 468 (M* +1) 

IR(KBr^^J?i) v(cin-'): 1716, 1 578, 1527, 1508, 1477. 1431, 1284, 121 1, 991. 
HlfJ 2 5 0 (dl) -4- (6, 7 -9)^h^'y- 4-^i-V^}=-)l) -N 

- (4-/5';i'7Ji/7^ -;i'7x-;i/) - i - tf^7->*>;^;i/5}?+th5 K ({k^ 

#12 5 0) 

ll5g{f>J6 9-et#^nfe4- (6. 7 -'y?^h^'y- 4-^i-V^):i)V) -N- 
(4-^^)V^ty:r.~)V) - 1 - tT^^ v>:^;i/3}^^-y-^ h* 646. Smg (1.47 
ininol)CDvi?Dn^3'> ISmi m^Z. *?&TTp^ □ oia$Bl=^ 381. 4iDg 

(2. 2iMoi)$:jiD;^. 7)vz!>nm%r. miSL^X' QmmwLfz. Kf^smzo. 

12% 

'H-NMR(CDCl3) (5(ppin): 8. 69(1H. s), 7. 58(1H, brs), 7. 56(2H. d. J=6. 3Hz), 
7. 29(1H. s), 7. 28(2H, d, J=6. 3Hz). 7. IKIH. s), 4. 03(3H. s), 4. 00(3H, s), 
3. 77-3. 73 (8H. m), 2. 72(3H, s). 
FAB-Mass: 456 (M* +1) 

IR(KBrSS^JS) v(ci-'): 1670. 1541, 1508. 1481, 1433, 1242. 1213. 1026, 993. 
^t^m 2 5 1 4- (6. 7-->*^H + >/-4-+:)-yU^;l') -N- (4-;< 

->;P7x-;u) - 1 -fcf^7v>:^;i/4^+-tf^ H (^b^ti25i) 

nmm6 9xnihnrc4- (6, h+x-4-+:hyu-;p) -n- 

(4 - :A^)Vf-t7 - 1 -\i^y z/>tl JVts^^S. K 780. Omg 

(1.78inniol):fecfca^pC:S'i7pnj§$,tt^ 918. 9nig (5. 33iniDol) ^^^ffl L, ^Mm 
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Wl!^.: 266-269 "C 

'H-NMR(CDCl3+DMS0-de) 5 (ppm) : 9.07(1H, brs). 8.57(1H. s). 7. 77(4H. n). 
7. 22(1H, s). 7. 17(IH. s), 3. 97(3H. s), 3. 97(3H, s), 3. 76-3. 71 (8H. m), 3. 08(3H, 
s). 

FAB-Mass: 472 (M* +1) 

IR(KBrig^Jffi) y (cm-'): 1653. 1591, 1533, 1504. 1471, 1419, 1321, 1298, 1236. 
1209, 1 147, 991. 770. 

mmm 252 4- (6, 7 -'J:<h^'y-4-^±'J^)-)V) -N- (4-^ 
'>)V^>i>)V) - 1 - \d^y'y>^ttl^t^^^5.\i ({b^!Kl2 5 2) 

iR^: 83X 

'H-NMRCCDClj) (5(ppin): 8. 64(1H. s), 7. 65(2H, d, J=8. 2Hz), 7. 38(2H. d. 
J=8. 2Hz). 7. 25(1H, s), 7. 13(1H. s). 6. 89(1H. brt. J=5. 6Hz). 5. 06(2H. d, 
1=5. 6Hz). 4. 20-4. 16(4H, m). 4. 03(3H. s). 4. 00(3H. s). 3. 90-3. 87 (4H, m). 

3. 01(3H, s). 

2 5 3 4 - (6, 7 -'y^h^i^-4-^i-V^}=.)l) -N- (4-X 
4 - y □ ^ ^ > v;i/7 5 >(Df^ t) 0 {3 ^^5T S 4 - 7. Jl' 7 7 * < v'U'^ > v;!/ 7 

5.>^m ^^^z.tsin-\tmmm i s 5 tmo^ismzj;: o smt'^^^^ntz, 

itX^: 66!l! 

'H-NMR(DMSO-de) 5 (ppin) : 8.54(1H. s). 8.41(1H. brt, J=4.3Hz). 7.76(2H. d. 
J=7. 9Hz), 7.47(2H. d, J=7. 9Hz). 7. 31(2H. brs). 7. 24(1H. s). 7. 23(1H. s). 

4. 87(2H. d. J=4. 3Hz). 4. 07-4. 05 (4H. in). 3. 93(3H, s), 3. 93(3H. s). 3.82- 
3. 81(4H. m). 

FAB-Mass: 503(M* H) 

mmm 254 4- (6, 7-vp( ^+->-4-+:^7U-;^) -n- (4-if 
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2 5 4) 

JR$: lOOS! 
fit.^: 149-150 r 

'H-NMR(CDCl3) (5(ppm): 8. 66(1H, s). 8. 16(1H, brs). 7. 55(2H, d, J=8. 6Hz). 
7. 42(2H. d, J=8. 6Hz), 7. 25(1H. s). 7. 12(1H. s), 4. 20-4. 17(4H. m). 4. 02(3H. 
s), 4. 01(3H, s), 3. 91-3. 89(4H, m), 2. 99-2. 95(4H. in), 1. 63(4H, in). 1.44- 
1. 42(2H, m). 
FAB-Mass: 557 (M* +1) 

IR(KBr^^J^S) V (ci"'): 1593. 1579, 1504, 1477, 1427, 1327, 1242, 1213. 1163, 
1093, 991, 737. 

%W\ 2 5 5 4 - (6, 7 -vp^ h + v-4-+:fyU:i;U) -N- (3-7 

u;i/) -\-\i^vvy'h)\t^^^^Y (fi:^!^2 5 5) 
iR^: 32a; 

ai!*: 213-215 "C 

'H-NMRCCDClj) (5(ppin): 8. 69(1H. s), 7. 84(1H. d, J = l. 7Hz). 7. 31(1H, .dd. 
]=1.7Hz, 1.3Hz), 7. 27(1H, s), 7. IKIH, s), 6. 33(1H. d, J = 1.3Hz). 6. 27(1H, 
brs), 4. 04(3H. s), 4. 00(3H, s). 3. 73(8H, m). 
FAB-Mass: 384 (M* +1) 

IRCKBr^^Jji) V (cm-') : 1637, 1556. 1504, 1475. 1430. 1349. 1336, 1255, 1209, 
991. 

%W\ 2 5 6 4 - (6. 1 ^-■^■f'J^)~M -N-7;i'7'J 

1 -tf^7v>:^7;i'5j^+^t^ H (ft:^tl2 5 6) 
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iR^: 63!i; 
m;^: 168-170 

'H-NMR(CDClj) (5(ppm): 8. 68(IH. s), 7. 37(1H, d. J=1.6Hz). 7. 26(1H. s). 
7. 09(1H. s), 6. 34(1H. dd. J=3. IHz, 1. 6Hz). 6. 26(1H. d. J=3. IHz), 4. 84(1H. 
brt, J=5. 3Hz). 4. 46(2H, d. J=5. 3Hz). 4. 03(3H. s), 3. 99(3H, s), 3. 70-3. 67 (4H. 
m), 3. 65-3. 62(4H.iii). 
FAB-Mass: 398 (M* +1) 

IRCKBr^^Jii) V (cm-'): 1633. 1542, 1504. 1475. 1430, 1344, 1332, 1238, 121 1, 
991, 856. 738. 

mmm 257 4- (6, 7 -'j^h^'y-4-^i-v^)~}i) -n- o-^ 
m: m 

m,^.: 239-241 "C 

'H-NMR(CDCl3) 6 (ppm): 8. 69(1H, s), 7. 31(1H, dd. J=3. IHz. 1.3Hz), 7. 27(1H, 
s), 7. 23(1H, dd, ]=5. IHz. 3. IHz), 7. IKIH, s), 7. 00(1H, dd, J=5. IHz, 1.3Hz). 
6. 72(1H, brs). 4. 04(3H. s). 4. 00(3H. s). 3. 74(8H. m). 
FAB-Mass: 398 (M* +1) 

IR(KBr^^J^) v(ciD-'): 1637, 1535. 1504. 1473. 141 1, 1251, 121 1. 993. 846, 
773. 

Mmm 2 5 8 4 - (6,.7 -v^^=^5/-4-+:^7'J-;^) -N- (3-5" 
m.^.: 178-179 
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'H-NMRCCDCls) (5(ppin): 8. 68(1H, s), 7. 31(1H. dd, J=5. OHz. 3.0Hz), 7. 26(1H, 
s), 7. 19(1H. dd, J=3. OHz, 1.3Hz), 7.09(1H, dd, J=5.0Hz, 1. 3Hz), 7. 08(1H, s), 
4. 78(1H. brt, J=5. IHz). 4. 48(2H, d. 1=5. IHz), 4. 03(3H, s), 3. 99(3H. s), 
3. 70-3. 68 (4H, in), 3. 64-3. 62 (4H, m). 
FAB-Mass: 414(M* +1) 

IR(KBr^^Jft) V (cm-'): 1637. 1556, 1504, 1475, 1430, 1349, 1336, 1255. 1209. 
991. 

mmm 259 4- (6. r-v^^ ^=^v-4-+•:^yu-;^) -n- (2-^ 
x-ji/^^;i/) - I -^^yi^ yti)it^^D-s.]i ({b^ti2 5 9) 

iR$: 42X 

Mj^: 168-170 t: 

'H-NMR(CDCl3) 5(ppni): 8. 69(1H. s). 7. 27-7. 23(2H. m). 7. 10(1H, s), 7.01- 
6. 95(2H, m), 4. 85(1H, br), 4. 65(2H, d. J=4. OHz). 4.03(3H, s), 3. 99(3H. s), 
3. 70-3. 68 (4H, m). 3. 65-3. 63 (4H. i). 
FAB-Mass: 41 4 (M' +1) 

IR(KBr^^Jt£) v(cin '): 1626, 1544, 1502. 1431, 1350. 1282. 1207, 993, 856. 
mmm 2 e O 4- (6. 7 -i^;^h^y-4-^i-V'}=.)V) -N- (2-;< 

7 X X Jl' -f V -> 7 ^> - h Of^b 0 (I >fctl^J T ^ 3 - < y 5^ :t v 7 ■:^ h 5^ ^ 7 X > 
758; 

iU,^: 226-228t: 

'H-NMR(CDCl3) (5(ppin): 10. 82(1H. brs), 8. 77(1H, d, J=5. 6Hz). 8. 68(1H. s), 
7. 48(1H. d. J=5. 6Hz), 7.28(1H. s). 7. 13(1H, s), 4. 32-4. 28 (4H, m), 4. 04(3H, 
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s). 4. 01(3H. s), 3. 95-3. 91 (4H, m), 3. 90(3H, s). 
FAB-Mass: 474 (M* +1) 

IR(KBr^^Jft) v(cin-'): 1682. 1589. 1502. 1473. 1458. 1425. 1333. 1254, 1203, 
1 134. 1092, 991, 781. 

2 6 1 4- (6, 7 -vpC h=^>'-4-=^^:^y'J-;i/) -N- (2-;^ 

H ({b^tl2 6 1) 
iSSt*,: 113-116 X: 

'H-NMRCCDCip (5 (ppm): 8. 68(1H. s). 8.54(1H. brs). 7.29(1H. s), 7. 17(1H. s), 
7. 13(1H. s). 4. 30-4. 26 (4H. m). 4.04(3H, s). 4. 01(3H. s), 3. 93-3. 89 (4H, m). 
3. 85(3H, s). 2. 27(3H, s). 
FAB-Mass: 488 (M* +1) 

IR(KBr^^ja) V (cD)-'): 1700, 1572. 1504. 1475, 1431. 1346. 1279, 1242, 1209, 
991. 

Mt^m 2 6 2 4 - (6. 7 -S^pC h=^^'>-4 -+:f-yU-;i/) -N- ( 2 - fcf 
Uv'Jl') -l-\^^y'J>^7t-tl}Vt^^^^]i ({b^tl2 6 2) 

iK^: 30!K 
Bl!,^: 208-210 t: 

'H-NMR(DMSO-(i,) 6 (dpid) : 9. 90(1H, brs). 8. 55(1H. s). 8. 29(1H. dd. J=5. 3Hz, 
1.3Hz), 7. 71(1H, ddd, J=8. IHz. 7.1Hz, 1.3Hz). 7. 61(1H. d. J=8. IHz), 7. 24(1H. 
s),7. 23(1H. s). 7.05(1H. dd, J=7. IHz, 5. 3Hz), 4. 11(3H, s), 3. 93(8H. m). 
3. 83(3H, s). 
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FAB-Mass: 411 (M* fl) 

IR(KBr^^J?i) v(c!n-'): 1577. 1519, 1504. 1477. 1421, 1303, 1236. 1039, 991. 
939, 769. 

2 6 3 4 - (6. 7 h + '>-4-^^y'jrjl.) -N- (2-e 

>'>-trx'r ^ • n^ar'^—v 3 >X(Synlhetic Communications). 26. 331 
(1996){ClBlfe©:^^STf#^.nS4-^ h + '>7x-Jl/ 4 - ~h U7 x.~)\^ij - 
954mg(3. 30mmol)a)7iz h U;i/ 20ml Bmz, 2 - tfn 'J il/JS > 
324mg(3. OOmioDOTir h-i-U;i/?g?^5ml ?£JPAfCo ^^X'ZmmUW^, mJ 
y^itl^mei 0 6 5 1 2 ( 1 9 6 8) {Cia«cO;^ffiTf#^n§6, 
h=^v-4-tf^^v'-Jl/+:hyiJ> 548mg(2. OOmmoDi 1. 8-v71ff->d7 

□ [5. 4. 0] -7-'7>x-fe> 0.328ml(2. 19mmol)<£JPA. MfC 3 P#fB^jP|^ 

th'J^Ay^mm'Ci^, 'A^^rmn'k^:^X'^i^b, mt^if^-iy^AX^i^, 

m.^: 181-182 x: 

'H-NMRCCDClj) 5(ppm): 8. 67(1H. s). 8. 55(1H. d. J=4. 3Hz). 7. 68(1H. m). 
7. 30(1H. d. J=8. 9Hz), 7. 26(1H. s). 7. 20(1H. m), 7. 12(1H. s). 6. 03(1H. brt. 
J=4. 6Hz). 4. 58(2H. d, J=4. GHz). 4. 03(3H. s). 3. 99(3H. s). 3. 71(8H, m). 
FAB-Mass: 395 (M* +1) 

IR(KBr^?fiJ}4) v/(cn-'): 1631, 1569, 1546, 1504. 1473. 1436. 1344, 1263. 1236, 
1209. 1 132. 987. 854. 752. 

2 6 4 4- (6. 7 -i^^h^y-4-^i-'/^}:^)\^) -N- ( 2 - t! 

□ 'J;i') - l-^^y'y>^ttl)Vt^^^^}' ab^#l2 6 4) 

4 - >^D^ ^>i;;i/7 a >(Df^t) 0 (c^j^^-rs 2 - 'J ;i/7 = >^ffl 
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56!»! 

mM.: 175-176 r 

'H-NMR(CDCl3) (5(ppin): 8. 67(1H. s). 8. 54(1H. d, J=5.0Hz), 7. 74-7. 68(2H. m). 
7. 33-7. 22(3H. m), 7. 14(1H, s), 4. 97(2H, d, J=3. 6Hz). 4. 21-4. 17(4H. m). 
4. 03(3H. s). 4.00(3H, s). 3. 91-3. 87 (4H, m). 

IR(KBr^^jt4) v(cin-'): 1576. 1545, 1504. 1477. 1427, 1352. 1242, 1207. 1 136. 
989, 933. 843. 

2 6 5 4 - (6, 7 -v/h + ->-4-4^t7'J-;i') -N- ( 3 - tf 

-n^ym^ u U F •:S^:fi5. 9g(33iiol)CDvX^;l/X-r;i/ 50ml 
JKi^TTTvfbt hU-^A 12. 0g(185iiiinol)(D7K^?^ 50inl MlMi-^MK 

x>m\ tM^ii. myyiti^ffe i 065i2(i96 8) \z^m.(r>i5 

548ing(2.00ininol)$JP^. 70T:T 3 B^rslSniiJtJ^Lfc, ^^^'^•^W^''k, 

IR^: 25a; 
St*: 208-209'C 

'H-NMRCCDClj) 5(ppi): 8. 70(1 H. s), 8.48(1H. d. J=2.7Hz), 8. 30(1H, dd. 
J=4. 8Hz, 1. 6Hz). 8.00(1H, m), 7. 26(1H, s), 7. 25(1H. m). 7. IKIH, s). 6. 66(1H. 
brs), 4. 03(3H. s), 4. 00(3H, s). 3. 77(8H, m). 
FAB-Mass: 395(MV + 1) 

IR(KBrfl^Jffi) V (cm"'): 1672, 1575. 1546. 1504. 1483. 1430, 1234. 1201, 1 133. 
993. 

%m\ 2 6 6 4 - (6. 7 -V/ h + ->-4-+::h7Ux;i.) -N- ( 3 - t£ 
- 1 -tf^7V>*>il^#=^-y-5 K (fb^#l2 6 6) 
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2- (4 □□7x-;l/) X5^;i/7 5>©{-^t)0tC«-r5)3 -fcfiiu;i/7 
SS,^: 188-189 r 

'H-NMRCCDCl,) (5(ppin): 8.68(1H, s). 8.57(1H, d. J=2.3Hz). 8,53(1H. dd. 
J=5. OHz. 1.7Hz). 7. 70(1H. ddd. J=7. 9Hz. 2. 3Hz, 1.7Hz). 7. 30-7. 26 (2H. m). 
7. 09(1H. s). 5. 04(1H. brt, J=5. 6Hz). 4. 49(2H, d. J=5. 6Hz). 4. 03(3H. s). 
3. 99(3H. s), 3. 71-3. 64 (8H, in). 
FAB-Mass: 409 (M* +1) 

IR(KBrii^JJi) v(cin-'): 1626, 1574. 1537. 1504. 1487. 1435, 1346, 1242, 1213, 
1 136, 993, 849, 716. 

2 6 7 4 - (6, 7 ->7pC h + v-4-+:hyU-;U) -N- ( 4 - t! 

\tmm\ 2 6 5 tmm(Dijm\z^ o smt^^m^ntc. 

iR^: 76!l! 

Mj^: 141-143 r 

'H-NMR(CDCl3) (5(pp[n): 8. 70(1H, s). 8. 46{2H. d, J=4. 9Hz), 7. 37(2H, 
d,J=4. 9Hz). 7. 26(1H. s). 7. IKIH. s), 6. 71(1H. brs), 4. 04(3H, s), 4. 01(3H, 
s). 3. 77(8H. m). 
FAB-Mass: 395 (M* H) 

IR(KBr^?pjft) V (cm"'): 1660. 1579, 1546, 1508, 1475, 1430, 1240, 1213, 989, 
939. 852, 827. 

2 6 8 4 - (6. 7 -'y^h^'y-4-^i-V'J~)V) -N- (4-tf 

4 - 7 y □ eji'^ >->•;!/ 7 ^ >(Di^t> <o iznit^t^ 4-75ytfUi^>^ffl 
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it*: 218-220 ^ 

'H-NMRCCDCls) 6(ppin): 8. 70(1H. s). 8. 52(2H. d, J=6. 3Hz), 7, 28(1H, s). 
7. 26(1H, brs). 7. 08(1H. s). 7. 07(2H, d, J=6. 3Hz). 4. 10-4. 07 (4H, m). 4. 04(3H, 
s). 4. 00(3H. s). 3. 88-3. 64 (4H. m). 
FAB-Mass: 41 KM* +1) 

IR(KBr^^J^) v(cni-'): 1580. 1508. 1479, 1425, 1405, 1344. 1251, 1207. 1 141. 
991. 944. 852. 821. 

2 6 9 4- (6, 7 -i^^h^iy- 4-^i-V^}=.)V) -N- (4-e 

2- (4-i7oo7x-;i/) xg^ji'Ta >(7)f^t)0(c*f^£:-r5 4-fc!ii 'j;i/7 

M: 45!« 

'H-NMRCCDCl,) (5(ppid): 8;67(1H. s). 8. 53(2H. d. J=5. 3Hz). 7. 28(1H. s). 
7. 23(2H, d. J=5. 3Hz). 7. 10(1H. s), 5. 35(1H, brt, 1=5. 9Hz). 4. 48(2H. d, 
J=5. 9Hz). 4. 02(3H. s), 3. 99(3H. s), 3. 70-3. 69(8H. m). 
FAB-Mass: 409 (M*H) 

2 7 0 4 - (6, 7 -i^^h^'y- -N- (4-t! 
3^))V) - l-i^^yi^y^ttDlt^^-*)-^}^ (^b^'^2 7 0) 
7 X - y -> 7 1> - h (75<-^*5 0 (C^Cvt ^ A - ^3^} 'J=^^i/7 h 

iR^: 59X 

j|j!*: 236-239 V, 

'H-NMRCCDClj) fi(ppiD): 8. 66(1H. s). 8. 57(2H. d. J=5. 7Hz), 7. 27(2H. d, 
J=5. 7Hz). 7. 26(1H, s). 7. IKIH, s), 6. 09(1H, brt. 1=5. 3Hz). 5. 00(2H, d, 
J=5. 3), 4. 16-4. 12(4H. Di), 4.03(3H, s). 3. 99(3H. s). 3. 91-3. 87 (4H. i). 
FAB-Mass: 425 (M* +1) 

IR(KBr^^J?4) v(cBi-'): 1577. 1535. 1504. 1479, 1430. 1336. 1241. 121 1. 1135, 
993, 935. 865, 798. 
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&.To:)mmm2 7 1~2 7 atc^t^Ttt. ^mm2 e 5co-zi^>^^^pij k 

mtl^m 2 7 1 4- (6. 7 -'y)<h^y- 4-^±'/^)~)V) -N- ( 2 - >^ 
^^-5-\dV9)V) - 1 -tf^7V>:«j;i/^=^r-!ta h' (ib^tl2 7 1) 

m.^.: 240-241 t: 

'H-NMRCCDCl,) (5(ppin): 8. 70(1H. s), 8. 35(1H, d. J=2. 6Hz), 7. 88(1H. dd, 
J=8. 8Hz. 2. 6Hz), 7. 27(1H. s). 7. 12(1H, d. J=8. 8Hz), 7. IKIH. s). 6. 46(1H, 
brs). 4. 04(3H, s), 4. 01(3H. s). 3. 77(8H, m). 2. 52(3H. s). 
FAB-Mass: 409 (M* +1) 

IR(KBr^mj*) v(ciil-'): 1676. 1618. 1504. 1448, 1429. 1236, 1209, 993. 

mmm 272 n- {2-^nD-5-\^^}i^}V) - a- ce. 7-v^h4^v 

-4-=|^:J-7U-;i/) -l-\d.^y'jyiJ)Vt^^^^Y ({b^tl2 7 2) 
5311! 

Ht^: 238-240 X, 

'H-NMR(CDClj) 5(ppin): 8.70(1H. s), 8.27(1H, d, J=2.6Hz), S.OKlH. dd. 
J=8. 5Hz. 2. 6Hz). 7. 29(1H. d. J=8. 5Hz), 7. 26(1H. s). 7. IKIH. s). 6. 62(1H. 
brs). 4. 04(3H, s). 4. 00(3H, s), 3. 77(8H. m). 
FAB-Mass: 431 (M* +3), 429(M* +1) 

IR(KBrig^J?i) v(cin-'): 1637. 1571. 1508. 1465. 1351, 1240. 1213. 995. 
2 7 3 N- (2 -v7/- 5 -eU v;i/) -4- (6. 7-v;<h=^^v 

1R$: 12X 

275-277 X,, 

'H-NMR(DMS0-d5) 6 (ppm) : 9. 38(1H. brs). 8. 83(1H. d. 1=2. 3Hz). 8. 58(1H. s). 
8. 14(1H. dd. J=8. 9Hz. 2. 3Hz), 7. 91(1H, d. 1=8. 9Hz). 7. 25(1H. s), 7. 20(1H. 
s). 3. 93(3H, s), 3. 93(3H, s). 3. 73(8H. m). 
FAB-Mass: 420 (M* +1) 
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IR(KBr^^Jj4) V (cm ■') : 2233, 1666, 1575. 1523, 1427, 1236. 121 1, 1 135. 993. 

2 7 4 N- (2, 6-'>*^OD-4-k!'J - 4 - ( 6 , 7 -i^^ 
h^'y-4-^i-V'):i)V) - 1 -l^^7v>:^Jl'#=t^1t5 H (f[:^tl2 7 4) 
7x-;K V->7t>- h(DRiD^\ZM!^^t^2, 6 - n □ - 4 - t! U >^;i/ 

56« 

HS.^: 267-270 ^ 

'H-NMR(CDCl3) 5 (ppin): 8. 67(1H, s), 7. 61(1H, brs). 7. 44(2H, s), 7. 28(1H, s), 
7. 09(1H. s). 4. 03(3H, s). 4. 00(3H, s). 3. 75(8H. m). 
FAB-Mass: 467 (M* +5), 465 (M* +3), 463 (M* +1) 

IR(KBrMri) v(cni-'): 1682, 1578. 1504. 1477, 1431, 1248, 1215, 1163, 1099. 
991. 845. 

2 7 5 N- (3 -^DD- 5 - h U 7;i/5!-p;<^;i/- 2 - fcfD U;i/) - 

4- (6, 7-v7^ ^^v-4-+•:^yu-;^) - i-}fi^y'J>ti)Vt^^iy^ 

K ({k^!^ 2 7 5) 

2- (4 -^^□□7x-;i/) X^;i/7S>(Df^tiOl3M^S-r§ 3 -i7DD- 5 
40!); 

'H-NMRCCDClj) (5(ppiD): 8.83(iH. s). 8. 62(1H. s). 8. OKlH. s), 7. 27(1H, br), 
7. 27(1H, s). 7. lOdH. s). 5. 06(2H. d, J=4. OHz), 4. 07(3H. s), 4. 03-3. 97 (8H, 
m), 4. 01(3H, s). 

2 7 6 N- O-^^DO-S- NU7;U:tD;<5";i/-2-tfnU;i') - 
4- (6, 7 -'y^h^'y-4-^tV^}=-)l) - l-^'^yi^y^ttDl^t^^ 
■y-s K ({l:^tl2 7 6) 
4:--:fu^^>'j)V7 2.>(Di-^t)K)\zMft^t^ 3-;:7aD-5-h'J y)V^n 
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IR$: 76!i; 

St*: 182-183 t 

'H-NMR(CDCl3) (5(ppin): 8. 76(1H. d, J=l. 7Hz), 8. 67(1H. s), 8. 00(1H, d, 
J = 1.7Hz), 7. 60(1H, br), 7. 27(1H. s), 7. 14(1H, s). 5. 10(2H. d, J=2. 6Hz). 
4. 27-4. 18(4H. m). 4. 04(3H, s), 4. 00(3H. s). 3. 98-3. 89 (4H. m). 
FAB-Mass: 529 (M* +3), 527 (M' +1) 

IR(KBr^^Jfe) V (cm-') : 1506. 1475, 1448. 1429, 1354, 1329, 1234, 1209, 1134, 
1122, 1095, 1061, 993. 

mmm 2 7 7 n- (2, e-vt h*D=^^i>-4-tfu si^-^) -4- ce, 

^#12 7 7) 

7x-;i/'i'y>'7^^-hcDf^t)0lcm-r§ 2, 6 - HP+v- 4 -tf'J 
40!l! 

gH!^.: 283-285 "C 

'H-NMR(DMSO-ds) <5 (PPm) : 11. 25(1H, br), 10. 85(1H. br), 8. 65(1H, brs). 
8. 54(1H. s), 7. 46(1H, s). 7. 24(1H. s). 7. 23(1H. s). 4. 11(4H. m). 3. 94(3H, 
s), 3. 94(3H. s), 3.83(4H. m). 
FAB-Mass: 444 (M* +1) 

IR(KBr^?fiJ&) v(cDl-'): 1682. 1504. 1483. 1433, 1346. 1207. 991. 
HIS^J 2 7 8 4 - (6. 7 4-^t'/')~)V) -N- (3-^ 

2-i^yi;.-)l^^)V) - l-}d^yi^>tl)l^t^^^^ H (it^^2 7 8) 

^>^mi^^^ztu^\tmmm2 e 3 tmu0:^tk\z^'osmt^'f^^mz. 

M!^: 202-204 r 
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'H-NMRCCDClj) 5(ppin): 8. 68(1H. s), 8. 52(1H, s). 8. 39(1H, s), 7. 26(1H, s), 
7. lOdH, s). 5. 65(1H. brt. J=4. 9Hz). 4. 58(2H. d. J=4. 9Hz). 4. 03(3H. s), 
3. 99(3H, s). 3. 69(8H. m), 2. 57(3H, s). 
FAB-Mass: 424 (M* +1) 

IR(KBr^^J^) i/(cin-'): 1648, 1504, 1450, 1423. 1243, 1205, 993. 

mmm 279 4- (6. y-^^^ h+v-4-+tyu-;i') -n- (2, 3. 

4, 5-Thy\i\in-2-t^V-3-yU)V) - I -if^y'y>^ 

5. H ({b^i^ 2 7 9) 
7x-;KV->7^^-h(Dft*5 0(C*H$i:t5 2. 3. 4. 

2 - 7 - 3 - 7 U Jl/^ y v7 1>- h ^ffl ^ tmit^mm 1 tmi^(Dlj 

iR^: 73!l! 
at*: 147-148 Z 

'H-NMR(CDCl3) (5(ppin): 8.66(1H, s), 7.27(1H, s), 7.11(1H, s), 6.47(1H, d, 
J=5. 6Hz), 5. 40(1H. m). 4. 5I(1H, i), 4. 31(1H, m), 4. 17-4. 09(4H, m). 4. 04(3H. 
s). 4. 00(3H. s), 3. 88-3. 80(4H. m), 3. 13(1H, m), 2. 17(1H. i). 
FAB-Mass: 418(M* +1) 

IR(KBr^^J^) V (cm"'): 1774. 1578, 1508, 1481. 1427. 1348, 121 1. 1 140, 1020, 
991. 941. 

2 8 0 4 - (6. y-i/'/ K + ->-4-+:^-7Ui:>)l') -N-[4- (1 

-tfD'j;!/) 7x-;i/]- 1 -e^7v>:^;i/4^=^^-y-5 K (ib^%2 8 0) 
4-h:-;L'$,S#^(Dft*5 0fc:^jtS-rs4- (l-tfa'j;U) ^m#it^fflVi 

^zt&.9\-itmmm 1 6 4 tnm(Dij^\z^'o smt'^^^mz, 

|R$: 98!i; . 

m.^s-. 224-226 r 

'H-NMRCCDClj) (5 (ppin): 8. 70(1H, s). 7. 44(2H, d, ]=8. 9Hz). 7. 33(2H, d, J=8. 9Hz 
), 7. 26(IH, s). 7. 12(1H. s), 7. 04(2H. d, J=2. 2Hz), 6. 59(1H, brs), 6. 33(2H. 
d, J=2. 2Hz). 4. 04(3H. s), 4. 00(3H. s), 3. 77(8H, m). 
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FAB-Mass: 459 (M* +1) 

IR(KBr^^J^) vCcffl-'): 1656, 1523. 1427. 1328, 1309. 1232. 1205, 991. 846. 
723. 

mmm 2 s 1 4- ce. 7-^^^ h^'y-4-^t'/^)=.)V) - n- {4- [5 

- (1. 2. 3 -^7->*7yu;i/) ] 7x-;L'} - 1 - \^^y'y>^ttl)lt^^ 
■t^S H ({t:^tl2 8 1) 

4-< v:^Dtf;i/^>v;i/7a>o{-^t)0{i*fiST^4- [5- (1. 2, 3 
-^7v7yu;i/) ^>v;i/7i>'^ffltis::ij^Ji^i>tt^S£0iJ 1 5 4tm^(Dij 

W : %% 

M;^.: 225-226 X: 

'H-NMR(DMS0-d6) 5 (ppi) : 9. 58(1H. s), 8. 54(1H, s). 8. 38(1H. br), 8.09(2H. 
d. J=7. 9Hz), 7. 49(2H. d. J=7. 9Hz). 7. 24(1H. s). 7. 23(1H. s), 4. 89(2H. br), 
4. 08-3. 99 (4H. m), 3. 93(3H. s), 3. 93(3H. s), 3. 88-3. 81 (4H, m). 
FAB-Mass: 508 (M* H) 

IR(KBr^^J&) v/(cin-'): 1508. 1479, 1456, 1427, 1363. 1346, 1238, 1132, 991. 
2 8 2 4 - (6. 7 h + v-4-^:hVU-;i') -N-[4- (4 

- tfD 7 - l-\dKvi;y^ttl)lt^^-^^ F (fb^<^2 8 2) 
4-^ V7'otf;U^>v;i'7^>0{^*5O(;*f):ST§4 -tf3 U)lT=i^) >€: 

Si*: 198-200 X: 

'H-N-MRCCDClj) 5(ppi): 8. 66(1H. s), 8. 50(2H, d, J=4. 6Hz), 7. 49(1H, brs), 
7. 27(1H, s), 7. 19-7. 09(7H, m), 4. 13-4. 08(4H. m). 4. 03(3H. s). 3. 99(3H. s). 
3. 95(2H. s), 3. 87-3. 83 (4H, m). 
FAB-Mass: 50 KM* +1) 

IR(KBr^^Jfe) v(cin-'): 1502, 1475. 1419. 1344, 1230. 1209, 991. 

2 8 3 4 - (6, 7 h:t^v-4-+:f-7'J-;i/) -N- [2 - (1 
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-tfDU;U) - 5 -tf'J - l-\i^y'yyt!)lt^^^S. H (jt;^tl2 8 3) 
:^3^>m^ntj [i(DRt>r)\z2- (l-ifPUJU) \^^J i^y- 5 -ti)lt^> 

IR^: 60!li 

iH!,'^.: 252-254 "C 

'H-NMRCCDClj) fiCppm): 8. 71(1H, s), 8. 27(1H. d, J=2. 5Hz). 8. 06(1H, dd. 
J=8. 9Hz, 2. 5Hz), 7. 45(2H. d, J=2. 2Hz). 7. 30(1H, d, J=8. 9Hz), 7. 28(IH. s), 
7. 12(1H, s), 6. 51(1H, brs), 6. 35(2H. d, J=2. 2Hz), 4. 04(3H. s), 4. 01 (3H, s). 
3. 78(8H, Hi). 
FAB-Mass: 460 (M* +1) 

IR(KBrlS?[!|ffi) v(cin-'): 1646, 1540, 1502, 1429, 1245, 1 234, 121 1. 993. 

2 8 4 4 - (6. 7 h + ->-4- + :hy'J-;i/) -N- (4-^ 

4 - -f y tr;i/^> v;i/7 S >(Di^t> O tc^-f S 4 -^:t->7-t- h 7- 

»R^: 58S; 

'H-NMR(CDCl3) 5(PPin): 8. 67(1H, s), 7. 74(1H. brs). 7. 50{2H, d, J=8. 6Hz), 
7. 34(2H, d, J=8. GHz). 7. 25(1H, s). 7. 10(1H, s), 4. 26-4. 1 1 (4H. in). 4. 02(3H, 
s), 3. 99(3H, s). 3. 88-3. 85(4H, m). 
FAB-Mass: 467 (M* +1) 

^mm2 8 5i5^U2 8 6{c43ViT«IISfiBSJ 1 06. 7 -i/;^ h + v'-4-lf 
^yz^-)\,^i-^/\)>0i^t>D\Z4- (l-e^7v-;i') +:^y'J>^fflVi, 

%mm 2 8 5 ^-^yi/)V- 4- {4-^t'/^)^)V) - 1 - \^^yiy>^t 
tl)lt^^ir^ H ({b^i^2 8 5) 
W: 523S 



214 



wo 98/14431 



PCT/JP97/03S10 



Mj^: 68-70 Z 

'H-NMRCCDClj) 6 (ppm): 8. 64(1H. s), 7. 90-7. 83(2H. m), 7. 74(1H. m). 7. 47(1H, 
m), 7. 34-7. 21 (5H, m). 6. 70(1H. brt. J=5. 3Hz). 4. 90(2H, d, J=5. 3Hz), 
4. 11-4. 08 (4H, m). 3. 94-3. 91 (4H. m). 
FAB-Mass: 364 (M* +1) 

IR(KBrMi*) v(ciD-'): 1568. 1539. 1500, 1444. 1402, 1348. 1012, 939, 773, 
698. 

mmm 286 n- (3-tfnu;i/) -4- (4-+::f-yu-;i/) -i-e^^ 

z^>^ttl)\^t^^^S.\i (ft^tl2 8 6) 

iR^: 618! 

gS*: 193-194 "C 

•H-NMRCCDCU) (5(ppm): 8. 65(1H. s), 8. 43-8. 39 (2H, oi), 7. 91-7. 83(2H, m), 
7. 78-7. 71 (2H, m). 7. 48(1H, ddd, J=7. 9Hz, 7. 3Hz, 0. 7Hz). 7. 29-7. 21(2H, m). 
4. 93(2H, d, 1=5. 3Hz), 4. 18-4. 14 (4H. m). 3. 97-3. 93(4H, m). 
FAB-Mass: 365 (M* +1) 

IR(KBr^^^Jj^) vim-'): 1568. 1537. 1495, 1400, 1346. 1325, 1236. 1005, 775. 

%W\ 2 8 7 4 - (5 -^5^JI/- 4 -=^^tyU-;^) -N- (4-7x/4^v 
7X-J1/) -\-\i^'yVy%)\/its^-^%Y ({b^i^2 8 7) 
iR$: 80!l! 

187-188 

'H-NMRaOClj) 6(ppiii): 8. 63(1H, s), 7. 72(1H, d, J=8. 3Hz). 7. 61(1H, dd, 
J=8. 3Hz, 6. 9Hz), 7. 36-7. 23(6H. m), 7. 03(1H, m), 6. 95-6. 88 (4H, m), 3.72- 
3. 53(6H, m), 3. 42-3. 38(2H, m), 2. 73(3H, s). 
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FAB-Mass: 440 (M* +1) 

IR(KBr^^J}i) v(cin-'): 1641, 1541. 1508, 1489. 1419, 1250. 1217. 997. 

2 8 8 N-^>v;i/-4- {5-)f^^)l-4-^tV^}^)l) - 1 - fcf 
^yi^>=^tt))\^t^^^5.]i (fb^il2 8 8) 
JK$: 84!K 
ai!,^: 165-167 X: 

'H-NMR(CDCl3) (5(ppin): 8. 55(1H. s), 7. 69-7. 58(2H, m), 7. 31-7. 19(6H. i), 
6. 60(1H. brl. J=5. OHz), 4. 87(2H. d. J=5. OHz), 3. 98-3. 94 (4H, m). 3. 70-3. 61 (2H. 
br), 3. 48(2H, br), 2. 72(3H. s). 
FAB-Mass: 378 (M* +1) 

IR(KBr^^J?4) v/(cin"'): 1541. 1491. 1439, 1414, 1341. 1236. 1009, 818, 700. 

&.y(D^mm2 39^29 nz^^^x\tnmMi<D6, 7-'>'/h^i/-4- 

^/ U > ffl U , S 7 X - V V 7 h (7) t) D IC^^&I- § -f V V 7 h 

2 8 9 4- iS-^UU- 4-^tV^)=.)V) -N- (4-7xy + i/ 
7x-;i/) - l-\^^yi;>tl)Ut^^^S.}i ({t^t/2 8 9) 
1R$: 33iK 

'H-NMR(CDCl3) a(ppin): 8. 65(IH. s). 7. 82(1H. d, J=7. 3Hz). 7. 64(1H, dd. 
J=7. 9Hz. 7. 3Hz), 7. 51(1H, dd, ]=7. 9Hz. 1.3Hz). 7. 33-7. 27 (4H. m), 7. 06(1H, 
m). 6. 98-6. 95 (4H, m), 6. 62(1H. brs), 3. 82-3. 54(8H. m). 
FAB-Mass: 462 (M* +3). 460 (M* +1) 

2 9 0 N-^>'y)V-4- (5 - i7 un - 4 -^tV^) - 1 - tf 
^y'jy^ttJJVt^^'&S. K (fb^!^2 9 0) 
W: m 

'H-NMR(CDCl3) 5 (ppm): 8. 58(1H. s). 7. 77(1H, dd, J=8. 3Hz. 1.3Hz). 7. 62(1H. 
dd, J=8. 3Hz. 7. 6Hz), 7. 49(1H, dd, J=7. 6Hz. 1.3Hz). 7. 33-7. 24(5H. m). 6. 34(1H. 
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brt, J=5. OHz), 4. 88(2H. d, J=5. OHz), 4. 01(4H. m), 3. 81(2H, br), 3. 74-3. 72(2H, 
br). 

FAB-Mass: 400 (M* +3). 398 (M* H) 

2 9 1 4- (5-i7DD-4-4^tVUr.;|/) -N- (3 -t!=lij;i/) 
- l-\^^yi^>^ttl)[^t^^-^S. K • zmmiM. 9 1) 

m,^.: 150-152 "c i^mm 

'H-NMR(7U-#:. CDCI3) 6 (ppm) : 8. 61(1H, s). 8.47(1H. dd, J=4. 9Hz. 1.7Hz), 
8. 41(1H, d. J=2. 3Hz). 7. 79(1H. dd, J=8. 6Hz. 1.3Hz). 7. 78(1H, dd. J=7. 9Hz, 
2.3Hz. 1.7Hz). 7. 63(1H. dd. J=8. 6Hz. 7. 6Hz). 7. 50(1H. dd. J=7. 6Hz, 1.3Hz), 
7. 25(1H. dd. 1=7. 9Hz, 4. 9Hz), 6. 66(1H. brt. J=5.0Hz). 4. 93(2H. d, J-5. OHz). 
4. 06(4H. m). 3. 86-3. 72 (2H, br). 3. 70-3. 57 (2H. br). 
FAB-Mass: 401(M* +3). 399 (M* +1) 

IR(M^iS. KBr^^J^S) vCcm"'): 1605. 1539. 1414. 1389. 1360. 1327, 1279. 
683. 

&.T(J)^mm 2 9 2- 2 9 5tC43V^T(i^BS«aji(D6, 7 ;^ h^'y- 4 - 
(1 -tf^^vi:;i/)>:f-7U>(7)f^bDtc6-^^;i'-4- (i -if^^vn 

mmm 292 4- {6-;<^)V-4-^tV^J^)V) -N- (4-7xy4^v 

7xzi;i.) - 1 -}d^yz^ytl}Vt-^^i\^ (Il:^tl2 9 2) 

IR^: 858i 

St.^: 244-246 r 

'H-NMRCCDClj) (5(ppm): 8. 71(1H. s). 7. 81(1H, d. J=8. 6Hz), 7. 64(1H. d. 
J=1.3Hz). 7. 58(1H. dd. J=8. 6Hz. 1.3Hz), 7. 35(2H, d, J=8. 9Hz), 7. 36-7. 23 (3H, 
m), 7. 04(1H, m), 6. 96-6. 92 (4H, m), 3. 77-3. 75 (8H, m), 2. 51(3H, s). 
FAB-Mass: 440 (M* +1) 
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IR(KBr^^Jft) vCcm-'): 1641. 1605, 1580. 1508. 1489. 1263. 1234. 833. 750, 
694. 

mmm 293 4- {6-^9)v-4-^i-v^)~)i) -n- (4--ho7x 

m.^: 126-129 Z 

'H-NMR(CDCl3) (5(pp!n): 8. 70(1 H. s). 8. 13(2H. d, J=9. 2Hz), 7. 87(1 H, s), 
7. 81(1H, d, J=7. 6Hz), 7. 62(IH, d, J=7. 6Hz), 7. 60(2H, d. J=9. 2Hz), 3. 82(8H, 
m). 2. 53(3H. s). 
FAB-Mass: 393 (M* +1) 

mmm^m) vicm-')-. 1672, 1553, 1512. 1500. 1479. 1419. 1335. 1304, 1261. 
mmm 294 n-^>v;i/-4- {6-^^)v- -i-e 

^7v>^:t:^;i/4^^itS F (^b^tl2 9 4) 
W: m 

'H-NMR(CDCl3+DMS0-de) (5 (ppm) : 8. 64(1H. s), 7. 80-7. 49 (4H. m). 7. 38-7. 21 (5H. 
m). 4. 95(2H. d, J=5. 3Hz). 4. 17-4. 13 (4H. in), 3. 94-3. 90(4H. m), 2. 52(3H, s). 

mmm 295 4- u-^^)v-4-^i-v^)z.)i) -n- o-tmu;!') 

- l-\^<y'y>^ttJ)Vt^^^5.\i ({k^tl2 9 5) 
71a; 

ii*: 128-129 t 

'H-NMR(CDCl5) <5(PPHi): 8. 66(1H, s). 8. 51-8. 49 (2H. m). 7. 82-7. 76(2H. m). 
7. 66(1H. d. J=l. 7Hz). 7. 59(1H, dd. J=8. 6Hz. 1.7Hz). 7. 28(1H. m). 6. 46(1H, 
brt, J=5. 3Hz). 4. 96(2H. d, J=5. 3Hz), 4. 16-4. 12(4H. m). 3. 96-3. 92 (4H, in), 
2. 52(3H. s). 
FAB-Mass: 379 (.M* +1) 

mm^Mfk) v(cin"'): 1574, 1539. 1512. 1479. 1446. 1431. 1406. 1387. 1356. 
1331. 

i^Tc^^lfS^!l2 9 6 - 2 9 9(C*3t/iT(i^M0iJl®6. 7 -v;^ h + 
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2 9 6 4- (6 -7;L'^P-4-4^:hyU:i;i/) -N- (4-'fy7'D 

hf;P7x-;i/) - 1 -tf^7v'>;<7;i^4^=t^it= h' (ib-&!i2 9 6) 

iK$: 39S! 

S!!,^: 139-140 ^ 

'H-NMR(CDClj) (5(ppin): 8. 77(1H. s). 7. 95(1H. m). 7. 59-7. 51 (2H. m), 7. 28(2H. 
d. J=8. 6Hz), 7. 18(2H. d. J=8. 6Hz), 6. 34(1H, brs). 3. 86-3. 82 (4H. m), 
3. 77-3. 73(4H. m). 2. 88(1H. m), 1.23(6H. d, J=6. 9Hz). 
FAB-Mass: 394(M * +1) 

IR(KBrig^J?4) v(cin-'): 1645, 1538. 1506. 1419. 1247. 1238. 995. 908. 838. 
829. 

2 9 7 4- (6 -7)ltU- 4-^i-V^}=.)V) -N- (4-7x74^ 
5>7xr:;i/) - 1 -tf^7->*>:^j;i^x|^+1tS H (^b^i^2 9 7) 
M: m 
M:^.: 186-187 X: 

'H-NMR(CDCl3) ^(PPin): 8. 77(1H. s). 7. 97(1H, m). 7. 59-7. 51 (2H, m), 7.37- 
7. 26(4H, m), 7. 10(1H. m). 7. 00-6. 96(4H. m), 6. 43(1H, brs), 3. 86-3. 82 (4H. m). 
3. 77-3. 73 (4H, n). 
FAB-Mass: 444 (M* +1) 

IR(KBr^^JS) i/(cm-'): 1641, 1589, 1571, 1542. 1506. 1415. 1230, 995, 908, 
837. 

nmm 2 9 8 N- (4 -7t5";i/7xr;i/) -4- {6-y)i^n- 

'/^)~^) -l-\d^yi^>:f3)lt^^^S,\^ ({k^#)2 9 8) 

W: 253S 

M,^.: 184-185 "C 
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'H-NMRCCDClj) (5(ppm): 8.77(1H. s), 7.95(1H, m), 7.94(2H. d, J=8.9Hz). 
7. 60-7. 48(2H. m), 7. 51(2H. d. J=8. 9Hz). 6. 69(1H. brs). 3. 87-3. 84(4H. m). 

3. 80-3. 77 (4H. in), 2. 58(3H. s). 
FAB-Mass: 394(M* +1) 

IR(KBr^^Jte) v(ci-'): 1648. 1645, 1544, 1513. 1419, 1355, 1242, 993, 838. 
-^mm 2 9 9 4- (6 -7;^:tO-4-+:^y'J-J^) -N- (3-e^'JJI/) 
- l-}d^yi^>^ttl)Vt^^^=,\^ (^b^!^2 9 9) 
36S! 

S!!,'^: 170-172 X: 

'H-NMRCCDClj) 5(ppiii): 8. 72(1H, s). 8. 59(1H, d, J=1.6Hz), 8. 56(1H, dd. 
J=4. 9Hz. l.6Hz), 7. 95(1H. m), 7. 77(1H, ddd, J= 7. 2Hz. 1.6Hz, 1.6Hz). 7. 57(1H, 
m), 7. 52(1H. i), 7. 30(1H. m). 5. 86(1H. brt. J=4. 9Hz) 4. 97(2H. d, J=4. 9Hz). 

4. 14-4. 11 (4H, m), 3. 98-3. 94 (4H. m). 
FAB-Mass: 383 (M* +1) 

IR(KBr^5ipj^) v(cin-'): 1556, 1508, 1405, 1257, 1213, 1018. 910, 835, 71 1. 
^AT<DmMm3 0 0~3 0 2 iZidl^X\tmmmi(D 6 . 7 4- 

3 0 0 4- (6 -^□□-4-+•:^>/'J-;^) -N- (4--rvyokf 
m.^s-. 192-193 X: 

'H-NMRCCDClj) 5 (ppm): 8. 76(IH. s), 7. 90-7. 87(2H. m), 7. 70(1H, dd. J=9. 2Hz, 
2. 3Hz). 7. 28(2H. d. J=9. OHz), 7. 17(2H, d, J=9.0Hz), 6. 35(1H. brs). 3.89- 
3. 86(4H. m), 3. 78-3. 73(4H, m), 2. 88(1H, m). 1.23(6H, d. J=6. 9Hz). 
FAB-Mass: 412(M* +3), 410(M* +1) 

IR(KBr^^Jffi) i/(cin-'): 1643, 1594. 1535. 1502. 1419. 1245, 991. 835. 
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3 0 1 4- (6-^nn-4-^tV^)=.)V) -N- (4-7x7 + v 
355; 

iS^-S: 116-120 t: 

'H-NMRCCDClj) (5(ppin): 8. 89(1H. s). 7. 90(1H. d, J = 1.3Hz), 7. 85(1H. dd, 
J=8. IHz, 1.3Hz). 7. 43(IH. d. J=8. IHz). 7. 35-7. 28(4H, m). 7. 10(1H, m). 
7. 01-6. 97(4H. m), 6. 36(1H, brs). 3. 93-3. 89(4H. m), 3. 77-3. 73(4H, m). 
FAB-Mass: 462(M* +3). 460(M* +1) 

IR(KBriS^J^) v(cin-'): 1648. 1539. 1506. 1488, 1417. 1224. 993. 946. 
mmm 302 N- i4-7-t9)l7 x.ZL)1) -4- i6-^nn- 

un;i.) - 1 - t!^^v>;^J;^4^4^•t^s F iit'^ms 02) 

iSt*: 207-208 

'H-NMR(CDC1,) 6 (ppm): 8. 77(1H. s). 7. 94(2H. d, J=8. 9Hz), 7. 92-7. 82(2H. m). 
7. 51(2H, d. J=8. 9Hz), 7. 45(1H. m). 6. 64(1H. brs). 3. 96-3. 92 (4H. i). 
3. 82-3. 78 (4H. m) 2. 59(3H. s). 
FAB-Mass: 412(M* +3). 410(M* +1) 

mm^m^) v(cin-'): 1677. 1668, 1527. 1495. 1270. 1234. 1172. 993. 950. 

839. 777. 

3 0 3 4 - (6 -yu^-4-^tVV::-)V) -N- (4-7xy4^'> 
7x-;P) - l-il^yi/>tl)Vts^iyZ]^ (^b^i^3 0 3) 

6. 7 -':y/.h^'y-4- ( 1 - tf vHil') ^tV^J >(DiXt><0\Z6 -•:r 

□^-4- (1 -tf^^v-;u) ^i-v^jy^m^^^tsimt. mmmeot 
m.^.: 169-170 r 

'H-NMRCCDClj) (5(ppid): 8.77(1H. s). 8.05(1H, d. J=1.0Hz). 7. 87-7. 79 (2H. in). 
7. 37-7. 28(4H. m). 7. 08(1H. m), 7. 02-6. 96(4H. m). 6. 44(1H. brs). 3. 90-3. 85(4H. 
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m), 3. 79-3. 63 (4H, m). 
FAB-Mass: 506 (M* +3), 504 (M* +1) 

IR(KBr^^Jft) v(ciD-'): 1633, 1531, 1504. 1489, 1416, 1227, 833. 

iiJ^rommms o 4~3 o e\ziDi^^x^inmmi<D6, 7 -v^ h+>--4- 

(1 -l^^^v-;i.) +:hyu >(?)f^b0{c6 -3-K-4- 

3 0 4 4- (6-3-H-4-^:hy'J-;i') -N- (4-i'V7°Dtf 

;i/7x-;i.) - 1 -e^7v>*;i'7H4^if ^ K ({l:^!^3 0 4) 

IR^: 14!l! 
Mj^: 211-212t: 

'H-NMRCCDClj) (5(ppi): 8. 76(1H. s), 8. 26(1H, d, 1 = 1. 8Hz), 8. 00(1H, dd, 
J=8. 9Hz, 1. 8Hz). 7. 66(1H, d. J=8. 9Hz). 7. 28(2H. d. J=8. 6Hz), 7. 17(2H, d. 
J=8. 6Hz), 6. 36(1H, brs), 3. 90-3. 86 (4H, m), 3. 76-3. 72(4H. m), 2. 88(1H. m). 
1. 23(6H. d, J=6. 9Hz). 
FAB-Mass: 502 (M* fl) 

IR(KBr^^Jffi) v(cin-'): 1643, 1594. 1556. 1531, 1496, 1417, 1245. 991, 831. 
3 0 5 4 - (6 -3-H-4- + i-y'J-;i/) -N- (4-7x74^^ 

7x-;i/) - 1 -tf^7->*>;tj;i/j}^=^^-y-5 K iit-^msos) 

IR^: 43ii; 

it^: 184-185 t: 

'H-NMR(CDClj) (5(ppin): 8. 76(1H. s), 8. 27(1H. d. J=2. OHz). 8. 00(1H. dd. 
J=8. 9Hz, 2.0Hz). 7. 66(1H. d. J=8. 9Hz), 7. 36-7. 28(4H. m). 7. 08(1H, m), 
7. 01-6. 97(4H. m). 6. 40(1H, brs), 3. 91-3. 87(4H. m), 3. 77-3. 73(4H. m). 
FAB-Mass: 552 (M* +1) 

lUUr^mm) i/(cin-'): 1637, 1540, 1508. 1488, 1413, 1226, 1012, 993. 840. 

mmm s o e n- (4 -7-fe5^;u7x-;i/) -4- (6-3-\<-4-^i-'/ 
u-ji^) - 1 -e^7v>*;i'4^+u-a H ({i:^'i^3 0 6) 
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'H-NMR(CDCl3) 5(ppin): 8.78(1H, s). 8,27(1H. d. J=1.6Hz). S.OKlH. dd. 
J=8. 9Hz, 1.6Hz), 7. 93(2H, d, J=8. 5Hz), 7. 67(1H. d. 1=8. 9Hz). 7. 50(2H. d, 
J=8. 5Hz), 6. 68(1H, brs), 3. 92-3. 88(4H. m), 3. 80-3. 76 {4H. m). 2. 58(3H, s). 
FAB-Mass: 502 (M* +1) 

uT(D%m0^\3 0 7~3 1 o[zii\^^x\immmi(D6, r-v^c h4^'>-4- 

mmm 3 0 7 4 - (6 -/ h=t^>'-4-^:h>/u-;i/) -n- (4-7xy=^^ 
->7x-ju) - 1 -tf^7v>*;i/4^4^-y-5 K (fb^^so?) 

IR^: lOOX 
Wii^: 139-140 X: 

'H-NMR(CDCl3) 5(ppi): 8. 70(1H. s). 7. 86(1H. d. 1=8. 9Hz). 7. 43(1H. dd. 
J=8. 9Hz. 2. 3Hz). 7. 35-7. 25 (4H. m), 7. 14(1H. d. J=2. 3Hz). 7. 07-7. 01 (2H. m), 

6. 96-6. 93(4H. m). 3. 90(3H, s). 3. 74(8H, m). 
FAB-Mass: 456 (M* tl) 

IR(KBr^^J^) v(ciD-'): 1637. 1539. 1508. 1489, 1417, 1227. 843. 

mmm a o s 4- i6-^h^'y-4-^i-v^)=.)V) -n- (4--hD7 

x-;i/) -l-\d^y'y>tl)lt^^^5.\i (^b^«t^3 0 8) 
76S; 

Wl!^: 228-229 X: 

'H-NMRCCDClj) aCppm): 8.68(1H. s). 8. 12(2H, d, J=9.2Hz), 7.89(1H. brs). 
7. 85(1H. d. J=8. 9Hz). 7. 59(2H. d, J=9. 2Hz). 7. 44(1H. dd, 1=8. 9Hz. 2. 6Hz), 

7. 15(1H. d, J=2. 6Hz). 3. 92(3H, s), 3. 80-3. 79 (8H, m). 
FAB-Mass: 409 (M* +1) 

IR(KBr^^J^i) v(ci-'): 1651. 1541. 1502. 1475. 1417, 1325. 1240. 1 109. 985. 
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841. 

3 0 9 N-^>>?;U-4- 4-=^i-V^):i)V) -1- 

Mi^.: 68-70 r 

'H-NMRCCDClj) 5(ppiD): 8. 59(1H, s), 7. 82(1H, d. J=9. 2Hz), 7. 43(1H. dd, 
J=9. 2Hz. 2. 3Hz), 7. 35-7. 24(5H, m), 7. 15(1H, d. J=2. 3Hz), 6. 68(1H, brt. 
]=4. 6Hz). 4. 91(2H, d, J=4. 6Hz), 4. 10-4. 09(4H. m), 3. 91(3H. s). 3. 89-3. 87 (4H, 
m). 

FAB-Mass: 394 (M* +1) 

IR(KBr^^J?£) v(ci-'): 1541. 1508, 1448, 1335, 1228. 

mmm s i o 4- ie - ^ h^^y - 4 -^tv^) -n - (3-if^'j;i/) 

JR^: m 
mj^: 139-140 X: 

'H-NMR(CDCl3) 6(ppin): 8. 59(1H. s), 8. 42-8. 40(2H. m), 7. 80-7. 75 (2H, m). 
7. 41(1H, dd, J=8. 9Hz, 2. 3Hz). 7. 34(1H, br). 7. 24(1H. dd, J=7. 9Hz. 4. 9Hz), 
7. 14(1H. d, J=2. 3Hz), 4. 94(2H, d. 1=5. 3Hz), 4. 16-4. 14 (4H. m), 3. 90(3H. s). 
3. 90-3. 87 (4H. in). 
FAB-Mass: 395 (M* +1) 

IR(KBrl$^J?4) v(cn-'): 1549, 1502, 1425, 1406, 1257, 1227, 1016. 943, 849. 
714. 

mmm 3 1 1 4- {e -nvn- a-^-tv^j^m -n- (A-yxy^'y 

98* 
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m,^s: 170-171 r 

'H-NMRCCDCl,) (5(ppin): 8. 89(1H. brs). 8. 77(1H. s), 8. 51(IH. d, J=8. 9Hz). 
8. 29(1H, s), 7. 98(1H. d. J=8. 9Hz), 7. 47-7. 44(2H. m). 7. 34-7. 28(2H, m), 
7. 06(1H. m). 6. 97-6. 94(4H, m), 4. 14-4. 1 1 (4H. m). 4. 09-4. 06 (4H. m). 
FAB-Mass: 471 (M* +1) 

IR(KBr^^JS) v(cM-'): 1633. 1581. 1506. 1416. 1356. 1325. 1225. 847. 748. 

uTommms 1 2~3 1 5iziii^x\tmmMi<D6, i -v^ v^v-a- 

^y&m 3 1 2 4- (7 -^^;^-4-+:^yu-;^) -n- {A-yauj^i/ 
7x-;u) - 1 -\i^yi;yij)Vif^^^^ K (<b^#i3 i 2) 

iR$: 93!li 

m^.: 184-185 "C 

'H-NMR(CDCl3) (5(ppni): 8. 72(1H. s), 7. 79(1H. d, J=8. 6H2). 7. 69(1H. s). 
7. 37-7. 26 (5H. 1). 7. 06(1H, in), 6. 99-6. 93(4H. 1), 6. 86(1H. brs), 3. 84-3. 81(4H. 
m), 3. 75-3. 68 (4H. m). 2. 53(3H. s). 
FAB-Mass: 440 (M* +1) 

IR(KBr^^Jfe) v(cin-'): 1626, 1525. 1508. 1489. 1421. 1227. 

3 1 3 4- (7-;^5'JU-4-+-tyU:i;U) -N- (4--h07x 
-;l.) -l-'^^yVyl3)Vif^^^^Y ab^tl3 13) 

W: ess; 

mM.: 251-254 t: 

'H-NMRCCDClj) (5(ppin): 8. 65(1H. s). 8. 08(1H. brs). 8. 06(2H. d. J=9. 2Hz). 
7. 74(1H. d. J=9. 3Hz), 7. 62(1H. d. J=l. 3Hz). 7. 57(2H. d, J=9. 2Hz), 7. 29(1H, 
dd, J=9. 3Hz. 1.3Hz), 3. 78(8H, m). 2. 48(3H, s). 
FAB-Mass: 393 (M» +1) 



225 



wo 98/14431 PCT/JP97/(B510 

IR(KBr^^JS) V (cm"') : 1680, 1597. 1551. 1498. 1450, 1416, 1390, 1331, 1304, 
1234, 1 198. 1 11 1, 993. 752. 

mmm 3 1 4 N-A^>v;i/-4- (7-^5=-;i/-4-^-tyu^;i/) -1-tf 

^yy>^^tl)lt^^^Z H (it'^^S 14) 
IR$: 78!l! 

177-178 "C 

'H-NMRCCDClj) 6(ppin): 8. 65(1H, s). 7. 81(1H. m), 7. 65(1H. in). 7. 39-7. 26 (6H, 
m). 6. 87(1H. br). 4. 96(2H. d, J=4. OHz). 4. 15-4. 13 (4H. i). 3. 95(4H. m), 
2. 55(3H. s). 
FAB-Mass: 378 (M* +1) 

IR(KBr^^J^i) v(cin-'): 1566. 1541, 1495, 1448, 1414, 1338, 1 219, 1012. 694. 

nmm 3 1 5 4- (7 -/^ji'-4 -+tyu-;i/) -n- (s-tfuuji/) 
-i-\i^yi;>9tti)i^^=¥^^ h* • 2mmm. ut'k'^s 1 5) 

W: m 

im*: 180-183 "C imkm 

'H-NMR(7U CDC 1 3) d (ppm) : 8, 63(1H. s), 8. 47-8. 45 (2H. m), 7. 81-7. 76(2H, 
m), 7. 64(1H, s), 7. 32-7. 23(2H. m). 6. 82(1H, brt, J=5. 3Hz). 4. 95(2H. d. 
J=5. 3Hz). 4. 16-4. 12 (4H. m), 3. 97-3. 93 (4H. in). 2. 52(3H, s). 
FAB-Mass: 379 (M* +1) 

lUmmM. KBr^^Jte) v(ciD-'): 1525, 1473. 1444, 1419, 1396, 1360, 1323. 

UT(Dnmm3 1 6*3cfct^3 1 7\Zi5\^^Xit^mmi<D6, h + v- 

4- (1 -hf'^^v-JI/) ^i-V^i >(Dfi,t> K)\Z7 -i7 an- 4- (l-t:^^ 

3 1 6 4- (7 -^□□-4-4^:h7U-;i/) -N- (4-7xy+v 

urn-. n% 
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FAB-Mass: 462(M* +3). 460(M' +1) 

3 1 7 N-^>'y)V-4- (7 - ^ nn - 4 -^t'/^i - 1 - tf 
^y9>^tt})Vt^^-^5. K ({b^i^S 1 7) 
JK$: 79ii; 
Sl!,^: 70-71 r 

'H-NMRCCDClj) (5(ppii): 8. 67(IH. s), 7. 88(1H. d. J=2. OHz), 7. 83(1H. d. 
1=8. 9Hz), 7. 41(1H, dd. J=8. 9Hz, 2.0Hz). 7. 36-7. 29 (5H, i). 5. 84(1H. brt. 
J=4. 9Hz), 4. 89(2H, d. J=4. 9Hz), 4. 12-4. 07 (4H. m), 4. 00-3. 96(4H, m). 
FAB-Mass: 400 (M* +3). 398 (M* +1) 

IR(KBrlg^Jri) v(cin-'): 1562. 1537. 1495. 1454, 1439. 1335. 

uT(Dmmm3 1 8~3 2 o\z^i^Tiitmmmi(D6. 1 -^^^ h^->-4- 

(l-t!^7v-;i/) +:hy'j><D^-^t>0l:7-<v^D7H=^^v-4- (i-kf 

%W\ 3 1 8 4- (7-'1'V7'P3j? + '>-4-+-:h7'J-;i^) -N- (4-7 
xy + v7x-;i.) - 1 -fcf^^v>;^;i.;}^:^^-y-5 K ab^i^3 18) 
iR^: 23!i; 
iSl!.^.: 181-182 r 

'H-NMR(CDCl3) 6(ddid): 8. 65(1H. s). 8. 02(1H, d. J=8. 9Hz). 7. 37-7. 27(5H. m). 
7. 19(1H. dd. J=8. 9Hz. 2. 6Hz). 7. 11-6. 94(5H. m). 6. 71(1H. brs). 5. 60(1H. in). 
3. 77-3. 70(4H. m). 3. 48-3. 45(4H. m). 1.46{6H. d, J=6. 3Hz). 
FAB-Mass: 484 (M* +1) 

IR(KBr®^J^) V (cm-'): 1660. 1614. 1572. 1531. 1508, 1491. 1429. 1219. 1 1 13, 
837. 750, 689. 

%%m 3 1 9 4- (7-<VyD:j?4^v-4-=^^:h7U-;l^) -N- (4-- 
hD7x;:;i/) -\-\L^vVyh)],it^^^%Y (fb^tl3 19) 
i|K$: 23!i; 
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'H-NMRCCDClj) (5(ppin): 8. 65(1 H. s), 8. 15(2H. d, J=8. 9Hz), 8. 03(1 H. d, 
J=8. 9Hz), 7. 70(2H, d, J=8. 9Hz). 7. 35-7. 13(3H. m), 5. 60(1H, m). 4. 05(4H, m). 
3. 80-3. 78(4H. m), 1.46(6H, d, J=6. 3Hz). 
FAB-Mass: 437(M* +1) 

mmm 320 N-<>i^)v-4- {7 -^vzfut^^^'y- 4-^-tv^)-)i) 

W: 2456 

'H-NMR(CDCl3) (5(ppin): 8. 60(1H, s). 8. 00(1H, d. J=9. 2Hz), 7. 37-7. 29(5H. m), 
7. lOdH, dd. 1=9. 2Hz, 2. 3Hz), 6. 98(1H. d. J=2. 3Hz). 6. 26(1H, brt. J=5. OHz). 
5. 57(1H. id). 4. 89(2H. d, J=5. OHz). 4. 70-4. 06 (4H, m). 3. 54-3. 51 (4H. in), 
1.45(6H. d. J=6. 3Hz). 
FAB-Mass: 422 (M* +1) 

mmm 3 2 1 4- (7 -7zy-4-^i-'y^):z)V) -n- (4-7x/+v 

^mms 2 21!%ibnft4- (7-r:^□-4-+:^7U-;^) -N- (4- 
7xy^->7x-;i') - l-\f<yi^>tl)Vt^^-*)-5. K 455. 6nig(0. 97m!nol)(Z)X 

^y-;no!ni^^g{;.iO!t;/N°7v'^7A-j^^iooiiigwx^y-;i/5ini^3.fctK7K2ini 

45X 

'H-NMR(CDClj) (5(ppm): 8. 68(1H. s). 7. 77(1H. d. J=8. 3Hz). 7. 55(1H. brs), 
7. 35-7. 29 (4H. m), 7. 07-6. 97 (7H, m). 6. 35(2H, brs). 3. 84-3. 82 (4H. m), 
3. 75-3. 73 (4H. l). 

322 4- (7-nho-4- + :hyU-Jl') -N- (4-7xy4^v 
7x-;i/) - l-}d^y'J>tl)Vt^^^2.\i ({h^!^3 2 2) 
6. 7 -'y^h^'y- 4 - {I -\d^yy=-)V) +i-7U >a)f^*5 0 IC 7 

hp-4- (i-t!^^vr;i/) ^i-^/^)>^f^^^^^t&.^\t. mmmeot 
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Si*: 146-148 t: 

'H-NMRCCDClj) 6(ppin): 8. 82(1H. s), 8. 73(1H, d, J=2. 3Hz), 8. 21(1H. dd. 
]=8. 9Hz, 2. 3Hz). 8. 04(1H. d. J=8. 9Hz). 7. 35-7. 27(4H. m), 7. 06(IH. m), 
6. 98-6. 94(4H, m). 6. 80(1H, brs), 3. 95-3. 92(4H. m), 3. 78-3. 74(4H. i). 
FAB-Mass: 471 (M* +1) 

IR(KBr^^JJi) V (cm-') : 1635, 1587. 1541. 1529. 1508, 1489, 1417, 1346, 1227, 
996. 808, 743. 

nmm 323 4- a -^h^'yt})vt^-)v-4-^i-'/^}-)i') -n- (4 



W: Z2% 

'H-NMR(CDCli) (5(ppin): 8. 78(1H. s). 8. 57(1H, d, J=l. 7Hz). 8. 06(1H, dd, 
J=8. 6Hz, 1.7Hz), 7. 93(1H. d. J=8. 6Hz), 7. 36-7. 25 (4H. m). 7. D6(1H. m). 
7. 02-6. 93 (5H. m), 3. 99(3H. s), 3. 90-3. 86 (4H. m). 3. 77-3. 74 (4H, m). 
FAB-Mass: 484 (M* +1) 

3 2 4 4- (7 -tl)Vts^iy-4-^i-'/^}^)V) -N- (4-7x7 
4^->7x-Jl^) - l-K^yi^ytDVt^^'&S.]^ ({I:^tl3 2 4) 

-N- (4-7xy + v7x-Jl') - 1 -kf^^v>:^7JU^=^1f S H 

1.50g(3. llDimol)(7);i^y-;i/20inl MtC> 1 ^I^TK^^t:?- h U -7 AtK?^?^ 20inl 

JR*: 37!« 



x-;!/) - 1 -h:^7v>;^;i/4^+-y-5 H (^I:^ti3 2 3) 
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'H-NMR(DMS0-d5) 6 (ppm) : 8. 93{IH. s), 8. 71(1H, brs), 8. 37-8. 34 (2H. m), 
8. IKIH. d, J=8. 9Hz). 7. 52-7. 49(2H, m), 7. 39-7. 33 (2H, m). 7. 09(1H, m). 

6. 97-6. 94(4H. m). 4. 24(4H. m). 3. 77-3. 76(4H, m). 
FAB-Mass: 470 (M* +1) 

HIS^J 3 2 5 N- (4 -7-fe5';i'7x::i;i') -4- (8 - nu- 4 -^t'/ 
- 1 -e^7v>:^;i/7}^+lt$ K ({I::^#i3 2 5) 
6, 7-v';th + v-4- ^i-V^iXDithriizs-i; 
□ □-4- (1 -tf<7vr;i/) +i-yu >5:fflVi^::iJil^}±||M^j8 7 till 

iR^: 23S; 

Bj^: 208-209 t: 

'H-NMR(CDCl3) d(ppin): 8. 89(1H. s). 7. 93(2H. d. J=8. 9Hz), 7. 91-7. 82 (2H. m), 

7. 50(2H, d. J=8. 9Hz), 7. 45(1H. m). 6. 66(1H, brs). 3. 94-3. 90(4H. m), 
3. 80-3. 76 (4H. m). 2. 58(3H. s). 

FAB-Mass: 41 2 (M* +3). 410 (M* +1) 

IR(KBr ^^Jfe) v(ciD-'): 1677, 1668, 1596, 1527. 1494. 1270. 1234, 1172. 993. 
950. 838, 777. 

siTommms 26-32 8\zid^^x\tmmmi(0 6, 

3 2 6 N- (4 V/Pl:f;i/7x-;i/) -4- (8-^h + v-4- 
+:f7U-JP) - 1 - t!^7v>;f7;i/3i^^1tS H (fb^tl3 2 6) 
JK$: ex 

102-104 t; 

'H-NMR(CDCl3) (5(ppin): 8. 82(1H, s), 7. 48-7. 39(2H, m), 7. 28(2H. d, J=8. 6Hz). 
7. 17(2H, d, J=8. 6Hz), 7. 12(1H. m), 6. 35(1H, brs), 4. 07(3H, s), 3. 86-3. 83(4H. 
m), 3. 74-3. 72 (4H. m). 2. 87(1H. m). 1.23(5H. d, J=6. 9Hz). 
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FAB-Mass: 405 (M* +1) 

IR(KBr^^Jffi) v(cin-'): 1635, 1498, 1454, 1417, 1241, 1024. 991, 958, 827, 
760. 

mmm 327 4- (S-^ h + v-4- + :fyUr;i.) -N- (4-7x7:^^ 

>'7x-;i/) - l-}d^y>>tl)Vt-^^^]^ ({t^tl3 2 7) 

»K^: 2155 

Sl!.^: 108-109 °C 

'H-NMR(CDCl3) (5(ppi): 8. 82(1H. s). 7. 49-7. 39(2H. m), 7. 36-7. 25 (4H. in). 
7. 16-7. 05(2H, m). 7. 00-6. 97 (4H, id). 6. 43(1H. brs). 4. 07(3H, s), 3. 87-3. 83(4H, 
m), 3. 76-3. 72 (4H, i). 
FAB-Mass: 456 (M* +1) 

IR(KBr^^Jffi) i/(cin-'): 1641. 1538. 1498. 1415, 1224. 1024. 991. 754. 

328 N- (4-7-fe5^Jl/7x-;L') -4- (S-^ h^r->-4-+:h 

yu-;i^) - 1 -tf^7v>;^;i/^*ii-5 K (^b^'^3 2 8) 

m.^: 239-240 ^ 

•H-NMRCCDClj) 5(ppin): 8. 82(1H. s). 7. 93(2H. d. J=8. 6Hz). 7. 50(2H. d. 
J=8. 6Hz). 7. 45-7. 23(2H. m). 7. 15(1H. dd. J=6. 3Hz. 2. 6Hz), 6. 70(1H. brs). 
4. 07(3H. s). 3. 88-3. 84 (4H, m). 3. 79-3. 75 (4H. m). 2. 58(3H, s). 
FAB-Mass: 405 (M* +1) 

IR(KBr^^J?i) V (cm-') : 1675. 1662, 1527. 1490. 1419. 1386. 1272. 1226, 1 172, 
995. 950. 775. 

3 2 9 4- (6, 7 -'y7)Vto-4-^tV^)=.)V) -N- (4-7 

xy^^->7x-;i') - 1 -fc!^5v>:^j;i/7}^^+i-^ h* (fk^t/2 0 5) 

##^J7Tt#?.nfc4- (6, 7 ->^7)VtU-4-^i-V^J~)V) - 1 - tf 
^yi^>ti)\^t^>B. tert-y5^;UXXrJl' 446. 7iDg(l. 2lBm\) (D -J ^ n a ^ > 
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i±, h U JL9)V7 5.> 0. 89inl(6. 39inmol)43c);t/4 -7x7 + ->7x-JK V->7 
t^- h> 0. 270)1(1. 28ininol)$ljnA, ^ia-e^^jti^Lfc. Km^^T^^ZhH. Ztl 

^ -rmmt^ d i n J: 0 mtiitt^^m^f^FBtbxmzo 

JR^: 9835 

S!!,^: 177-178 "C 

'H-NMRCCDCip fiCppin): 8. 74(1H, s). 7. 71-7. 62 (2H. m), 7. 36-7. 26 (4H, m). 
7. 05(1H. m), 6. 98-6. 94(4H. m), 6. 69(1H. brs), 3. 83-3. 72 (8H, m). 
FAB-Mass: 462 (M*fl) 

IR(KBr^^Jji) v(ciii-'): 1633, 1578, 1508, 1489. 1423. 1227. 

&.T<DMM^\3 3 043ckt>'3 3 1 \Zi3^^X\t4 - 7 X / ^iyy 7v7 
^-h(Di^i^iO\Zl^\t^t^^'J^tiy7:^^-h^mi'^^Z.t£k^it. nmms 2 

9 tmm<Dijm\z^Ki Bmt^^^mco 

330 N-^>>?;1/-4- (6, 7-'yy)VtU-4-^i-V^)=.)\^) 
mM,: 119-120 r 

'H-NMRCCDClj) 6(ppid): 8. 67(1H. s), 7. 70-7. 61 (2H. m), 7. 36-7. 29(5H. a). 
5. 90(1H, brt, J=4. 9Hz), 4. 89(2H. d, 1=4. 9Hz), 4. 12-4. 06(4H, m), 3. 95-3. 92(4H. 
m). 

FAB-Mass: 400(M*+1) 

IR(KBr^?PJJ£) v(cin-'): 1578, 1539, 1514, 1481. 1446. 1381, 1335, 698. 
3 3 1 4- (6, 7 -'y7)ltD-4-^tV^)=.M -N- ( 3 - tf 
-l-k^^y>^>^tt})l-!f^^-^S.\^ (fb^tl3 3-l) 
»: 938; 
Sl!,^,: 177-178 "C 

'H-NMRCDMSO-dj) d (ppm) : 8. 62(1H, s). 8. 55{1H. s). 8. 45(1H. d, J=4. 6Hz), 
8. 36(1H, br), 8.12(111. dd. J=ll. 6Hz, 8. 9Hz), 7. 83(1H. dd. J = 11.6Hz. 7. 9Hz), 
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7. 74(1H, d. J=7. 9Hz). 7. 35(1H, dd, J=7. 9Hz. 4. 6Hz). 4. 82(2H. d, 1=2. 6Hz). 
4. 06-4. 05 (4H. m). 3. 96-3. 95 (4H, m). 
FAB-Mass: 401(M*+1) 

IR(KBr^^Jffi) v(cin-'): 1581, 1514. 1481, 1446, 1327. 

3 3 2 4- (7 -J.h^'y-6-7)l'tn-4-^i-V^)=.)\^) -N- 
(4-7xy + v7x-;i/) -l-}:^^yi^>i3)lt^^^5.}^ (^b^t) 3 3 2 ) 
6, 7 -i;^h^'y-4- ( 1 -e^7'>*-;i') ^tV^)y(DRt)Ki\Z7 -X 

urn-. 12% 

m,^.: 197-198 "C 

'H-NMR(CDCl3) d (ppm): 8. 69(1H. s), 7.73(1H. d, J=12.9Hz), 7. 37-7. 25 (5H. m). 
7. 05(1H, m). 6. 98-6. 93(4H. m), 6. 87(1H. brs). 4. 60(2H. q. J=7. 3Hz). 
3. 73-3. 69(4H, m). 3. 30-3. 26 (4H. m), 1.50(3H, t. J=7. 3Hz). 
FAB-Mass: 488(M*+l) 

IR(KBr^]§iJft) V (cm-'): 1649, 1533, 1500. 1431. 1417. 1379, 1356, 1221, 1003. 
868, 744. 

&.T(Dmmm3 3 sa^ns 3 4\zii\,^mMmm 1 ®6. 7 -i^^ h=^->- 

4- ( 1 -tf^7V-;i/) >(Oi-^bOIC6 -p^ h + v- 7 -^5";L'-4 

mmm 333 4- (6 - / h:^-^- 7 - 4-^t'/'j=.)\^) - n- (4 

-7xy:^^'>7xn;i.) -l-^Kyz;>tl)Vt^^^3.\' ({k'&tl3 3 3) 

iR^: 313; 

iS*: 188-189 r 

'H-NMR(CDCl3) 5(ppin): 8. 71(1H, s), 7. 71(1H, s). 7. 36-7. 28(4H. m). 7.10- 
7. 04(2H. in). 7. 01-6. 97(4H. m). 6. 46(1H. brs), 3. 95{3H, s). 3. 77-3. 76 (8H, m). 
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2. 40(3H, s). 
FAB-Mass: 470(M*+1) 

IR(KBr^^jfe) v(cin-'): 1632, 1537. 1506, 1489, 1417, 1225. 997. 

3 3 4 N- (4 -i/jy 7x-;i/) -4- (Q-^^h^'y-l 
- - 1 -lf^7v>*Jl/#^-!i-5 K ({b^tl3 3 4) 

W : 51S; 
MM.: 242-243 t: 

'H-NMRCCDCl,) (5(ppin): 8. 69(1H. s). 7. 70(1H. s). 7. 59(2H, d, J=9. 2Hz). 
7. 54(2H. d. 1=9. 2Hz). 7. 07(1H. brs). 7. 04(1H. s). 3. 94(3H. s), 3. 78(8H. m). 
2. 41(3H, s). 
FAB-Mass: 403(M*H) 

IR(KBri^^Jte) V (cm-'): 2227. 1666, 1595. 1525. 1417. 1385.. 1319. 1238. 995. 
837. 

RT(^IISfi«aj3 3 5~3 3 8(:*JliT«*5Sf!l3 2 9 ©4- (6. 7-i;y)V 
:tn-4 -+:h7'J-;U) - 1 - v>:^;i/^>g!tert-y^;i'X7.x;i/0 
f^bO{C##0iJ8Tt#?)nS4- (7 h^-y- 4 -^tV^J 
-)\^) - 1 - tr'<7v>:^;i/^>Ktert-'/5";i/XXr;i/^fflVK 4-7x/^ 

7 X - Jl/^r V i> 7 h . $)?>^^\t^<DiXt>*) \zMJ!^^t § < V V 7 h fe L 

nmm 335 4- (7-xh+->-6-^ h4v-4-^i-yu-;i') -n- 
(4-7xy+->7xx;i/) - 1 -tr^7v>;^;i' 4^+1^-5 K {'(b^i^sss) 

lOOX 

li.^.: 174-175 X: 

■H-NMRCCDClj) (5 (ppm): 8. 68(1H. s). 7. 36-7. 24(5H. m). 7. 10(1H. s). 7. 06(1H, 
m). 6. 98-6. 94{4H. m). 6. 80(1H. brs). 4. 25(2H. q. 1=6. 9Hz). 3. 98(3H. s). 
3. 74(8H. m), 1.56(3H. t, J=6. 9Hz). 
FAB-Mass: 500(M*+1) 
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IR(KBr^^Jffi) v(cin-'): 1630, 1541, 1508. 1491, 1421. 1232. 

3 3 6 N- (4-^Dt7x-;i/) -4- (7 -Xh^'y-6-:^h^ 

m-. m% 

Uj^: 210-212 "C 

'H-NMRCCDClj) dim): 8. 68(1H. s). 7. 40(2H, d. J=8. 9Hz). 7. 29(2H. d. 
J=8. 9Hz), 7. 24(1H, s). 7. 09(1H. s). 6. 79(1H. brs), 4. 25(2H, q, J=6. 9Hz), 

3. 98(3H, s), 3. 73(8H. m). 1. 55(3H. t. J=6. 9Hz). 
FAB-Mass: 488 (M* +3). 486(M*+1) 

IR(KBr^^JJ4) v(cin-'): 1641. 1524. 1500. 1450. 1425. 1400, 1230. 1206. 

mmm 337 n-^>v;i/-4- (7 -xh^y-e-^h^y- 

U-JU) - 1 - tr^7v>5^:t*Jl/3j^+itS H (^t^i|^3 3 7) 

urn-, m 

MM.: 168-169 "C 

'H-NMRCCDCls) 6 (ppii): 8. 61(1H. s). 7. 36-7. 28(5H. m). 7. 21(1H, s). 7. 10(1H. 
s). 6. 07(1H, brt. J=4. 6Hz). 4. 90(2H. d, J=4. 6Hz). 4. 23(2H. q, J=6. 9Hz). 

4. 12-4. 06 (4H. m). 3. 97(3H. s). 3. 86-3. 82 (4H, m). 1. 55(3H, t. J-6. 9Hz). 
FAB-Mass: 438(M*+1) 

IR(KBr^?fiI^) i/(cDi-'): 1574, 1537. 1506. 1450. 1335. 1236. 121 1. 101 1. 937. 
870. 

3 3 8 4 - (7 -JLh^y-6-)^h^y-4-^i-V^)=.)V) -N- 
(3-t!3'j;i/) - l-\^^y'yy^tf3)Vt^^-*)-S.\i (ft:^tl3 3 8) 

m% 

at*: 169-170 t:. 

'H-NMR(CDC1,) (5(ppin): 8.60(1H. s). 8. 47-8. 44(2H. i). 7.78(1H. m). 7. 27(1H, 
dd. J=7. 9Hz. 4. 9Hz). 7. 20(1H. s). 7. 09(1H. s), 6. 81(1H. br). 4. 95 (2H. d, 
J=5. 3Hz). 4. 23(2H. q. J=6. 9Hz), 4. 16-4. 12 (4H. m), 3. 97(3H, s). 3. 95-3. 82 (4H. 
m). 1.55(3H. t, J=6. 9Hz). 
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FAB-Mass: 439 (M*+1) 

lR(KBr^?fiJji) V (cm-'): 1579. 1539, 1506, 1487. 1463. 1435, 1400. 1336. 1244, 
121 1. 1189, 1009. 945. 860. 

3 3 9 4 - ( 7 -'l*yyD#4^i^-6-;< h4^->-4-+tyU:i;i') 

-N- (4-7xy=i->'7x-ji/) - 1 -kf^7v>*;i/5i^^-y-^ H (ib^!^ 

3 3 9) 

4- (6. 7 -'y7)Vtu-4-=^i-V^):i)l) - 1 - E^y i^yii )\.t^>m 
lert-y5^J|/X7.TJK?)f^t)DfC#5t^J9Tf#e>n^4- (7 -^V:fDt^'> 
-6-^ h + ->-4-+:hyU-;i/) - l-}d<y>>il)Vt^>m Ut\-^^)1 
XXxJl/<£ffltii.;iiKA^1-H. ^m^ 3 2 9<!:|wl^(?):^?itCcfcO@6*)^b^tl^# 
Ac. 

W: m% 
K.^: 157-160 t: 

'H-NMR(CDCl3) 6(ppin): 8. 67(1H. s). 7. 38-7. 23(6H. in), 7. 09(1H, s), 7. 02(1H. 
m). 6. 96-6. 93 (4H, m), 4. 75(1H. m). 3. 95(3H, s), 3. 73-3. 72 (8H. m), 1.47(6H. 
d, J=6. 3Hz). 
FAB-Mass: 514 (M*H) 

IR(KBriJ^J&) V (cm-') : 1630. 1541, 1508. 1489, 1421. 1230, 1201. 1 109. 941. 

3 4 0 N-^>iy)V- 4 - (6-^h^y-7 -^^)i'-4-^i-V^) 
-;i/) - l-\:l^yi^>^ttl)Vt^^^S.]^ «b^tl3 4 0) 

^mmi2 5(D6. 7 -i^;^h^'y-4- ( 1 - tf'^^ v-Jl') +-fyU>0 
f-^t>0tC6-/ h + >'-7-p^^^-4- (1 -tf^7v-;i') =¥tV^)>^m 
^ 7 X r jUi- V 7 h ©f^^^ 0 iC^fSr ^ ^ > v^K V -> 7 - 

37X 

'H-NMRCCDClj) 6(Dpin): 8. 60(1H. s). 7. 63(1H, s), 7. 35-7. 26(5H, m), 7. 02(1H, 

s). 6. 19(1H. brt, J=4. 9H2), 4. 90(2H. d. J=4. 9Hz), 4. 10-4. 02(4H, m), 3. 92(3H. 
s). 3. 87-3. 83 (4H, m). 2. 38(3H, s). 
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&.y(Dmmm3 4 1^^U3 4 2\Z^\^^X\tmmm3 2 (6. 7-v 

;KDf-tt>O(;##0iJ9T#^,n^4- (7 vyod?^->- 6 -p^ 

- 1 - tr^7v>;^JU4^>i?tert->^^;uxxx;i'^fflv\ .4 
- 7 X y V 7 X - ;k V i/T^- h <D{-tt) 0 ic^jt;:-t s < v v 7 h ^ 

llfiS^J 3 4 1 N-^>'>*;i/-4- (7 -'T vyo#:^^'>- 6 -p^ ^ + i/-4- 
4^:^7U-^) -l-ii^yi;>9tt))\^t^^^S.\^ ({l:^!^3 4 1) 
IR^: 84!l! 

174-175 t: 

'H-NMR(CDCl3) 6(ppin): 8. 60(1H, s). 7. 34-7. 23(6H. m), 7. 12(1H, s), 5. 81(1H. 
br). 4. 90(2H. d, J=5. OHz). 4. 74(1H, m), 4. 08-4. 04(4H, m), 3. 93(3H, s). 
3. 84-3. 80(4H. m), 1.45(6H. d. J=5. 9Hz). 
FAB-Mass: 452 (M*+1) 

IR(KBr^^Jffi) V (cm"'): 1576, 1543, 1504, 1481. 1456, 1429, 1379, 1340. 1240, 
1203, 1 109. 941, 876, 854. 

342 4- (7-<y^D4?+'>-6-^ h*'>-4-^:hyU-;i.) 
-N- (3-hfnU;i/) -l-\d^yi^>f-ttl)lt^^^^\^ ({b^i^3 4 2) 
W: BIX 
SS.^: 205-206 

'H-NMRCCDClj) 6(ppid): 8. 59(1H, s), 8.45(1H. dd, J=5. OHz, 1.7Hz), 8. 42(1H, 
d. J=2. OHz), 7. 78(1H. ddd. 1=7. 9Hz, 2.0Hz, 1.7Hz), 7. 26(1H, dd. J=7. 9Hz, 
5.0Hz). 7. 20(1H. s). 7. 10(1H. s), 7. 03(1H, brt, J=5. 3Hz). 4. 95(2H. d. 
]=5. 3Hz). 4. 75(1H. m). 4. 17-4. 13(4H, m), 3. 95(3H, s), 3. 86-3. 82(4H. m), 
1.47(6H, d, J=5. 9Hz). 
FAB-Mass: 453(M*+1) 

IR(KBri$^Jft) v(cin-'): 1576, 1545, 1504, 1483, 1458, 1431, 1410. 1342. 1242, 
1207, 1 107. 939. 
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343 4-(6-^h^y-7 -^^)V-4-^±V^J~)V) - N- (3 

oice -pi h^v'- 7 -pC5^;i,-4- (i-tf^7v-;i/) ^tv^jy^m^ 

iR^: 36!i; 

'H-NMRCCDClj) (5(ppin): 8. 60(1H. s). 8. 46(2H. m). 7. 78(1H. m). 7. 63(1H, s), 
7. 26(1H, dd, J=7. 9Hz, 5.0Hz). 7. 03(1H. s). 7. 02(1H. br), 4. 96(2H. d, 1=5. 3Hz). 
4. 17-4. 12(4H, m). 3. 92(3H. s). 3. 88-3. 84 (4H. m). 2. 38(3H. s). 
Mmm 3 4 4 4- (7 -t + h^>'-4-+-t7U:^;i/) -N 

- (4-- hP7xr;i') -l-EKyi^>10)Vt^^-^^]^ ({b^tl3 4 4) 

(1) #%0ij8 (6) i!ninrz4- (.7 -Kyi;)v^^y-6-^h^y-4 

- + :hyU-Jl/) - I - \d^y z^yti )i^^->m ten - :/5^;i/xxx;i/ 

162. Oing(0. 36iiimol)<DX^y-;i/ lOinl BM^^Z. lOX/l^ v-^A-^^ lOOmgOTK 

smi mmm^na^. tk^msSit, 7. 5 miif&wirzo mm^±.y^ h-cm 

lel*i*$-&. vi?OD>^^> Sml fl^j^^-fr. 122. 5ing(l. 80ininol) 

iSckl)^' tert-'/5^;i/- v/^;i'->U Jl'i^D'J H 108. 5fflg(0. 72niinol)$;j!in;i,^MT 
2li#rBljSJ$Lfc. tert-::^^;i/i?;<5';l/->UJl/^PU K 500. 0ing(3. 32ininol) 

Bam:f-t>U'7AT^)i^. ^^SE^vV^Jl'^Jl/ATS F SmUCi^j^ 

4-xhD7xX;i/-rVi/7^--h 88. 6ing(0. 54inino[)5:J]P^, i^tST 40 

^PBiitj^tfc, H^s^^TKii^it, ::n{c:ftm^jiraA, «faiL/ci^faS:jiSj, tK 

^jit, ixiJ;^':r>/7DVhi/77^-T)|ti!T^c:<hl3d;D. 4- (7- 
tert-y^;i/->*^5^;i/->'J n + v^- 6 h=^i>- 4 -=l^t*/'Jx;U)-N-(4 
-xha7xx;i/) - 1 -e^7v>*;l/7t^+-y-$ K 45. 6ing(24*l)^#/c. 
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( 2)(1 )-et#^)nfc{b^tl 22. 8ing(0. 04in!Dol)cD THFSml jgJ^C, tKJ^TT Imol/l 
(7)Th7'/5^;l/7>^-'>A 7)Vt^} THF jgf^ 0. 04inl (0. 04ininol) ^Jp^, 

iR$: m 

'H-NMRCCDClj) 6(ppin): 10. 03(1H. brs). 8. 56(1H. s), 8. 14(2H, d, J=9. 2Hz). 
8. 06(2H. d. 1=9. 2Hz). 7. 50(1H. s), 7. 08(1H. s). 4.00(4H. i). 3. 93(3H, s). 
3. 73-3. 72 (4H, m). 
FAB-Mass: 425(M*+1) 

3 4 5 4- {7 -^y'J)Vt^iy-&- :^h^'y- 4-^i-V^)-}V) 
-N- (4-7xy=lr'>7x-;i/) - I - \d^y pytl JVt^^'^ S. }i Ut^^ 
3 4 5) 

4- (6, 7-v77:ta-4-=l^:hy'J-;i') - 1 - k!^7 v>;^;l/7]^ >ll 
tert-y^;i^XXx;KDf^t)0tC#%tSJ8 (6) Tt#^.ni)4- (7-^>v^;i/ 
:i-=^^'>- 6 N + v-4-=^^:h*/U-;W - I -^^yi^ >ti)Vt^ym. tert- 

liZ^: 83!l! 

m,^: 220-221 X 

•H-NMRCCDCI,) (5(ppin): 8. 66(1H, s), 7. 50-7. 46(2H, m). 7. 42-7. 26(8H. m). 
7. IKIH, s). 7. 04(1H. m). 6. 98-6. 95 (4H. i). 6. 77(1H. brs). 5. 27(2H. s). 
3. 98(3H, s). 3. 72(8H. m). 

IR(KBr^^J^) v (cin-'): 1633, 1504. 1489. 1416, 1250. 1000. 
UT(D^mm3 4 6^3 4 9\Z^\,^X\tmmm3 2 9<D4- (6. 7-z^7)V 

f^t>0(r##«»Jl 0Tt#^.n^4- {6-Xh^y-7 h^y-4-^tV 
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3 2 9 tmmijmzx Kimit^mmz, 

3 4 6 4 - (6 -X f>:^^i/- 7 -7^ h^->-4 -^-tyj-Jl/) -N- 
(4-7xy:^^i^7x-;l/) -l-\d^y'y>tl)\^t^^-^5.V ({b^i!^3 4 6) 
100!i; 

ili.i^: 213-214 X: 

'H-NMRCCDClj) (5(ppin): 8. 69(1H. s), 7. 37-7. 27(4H, m), 7. 26(1H. s). 7. 12(1H, 
s), 7. 07(1H, m), 7. 01-6. 95(4H. m), 6. 55(1H, brs), 4. 19(2H. q. 1=6. 9Hz). 
4. 02(3H. s). 3. 74(8H. m). 1.57(3H, t. J=6. 9Hz). 
FAB-Mass: 500(M*+1) 

mmmmm v(cin-'): 1635. 1541. isos. \m. 1473, 1446. 1423. 1394. 1248. 

1219. 1201. 997. 858. 750. 

347 N- {4-'>7/7:l-)\^) -4- (6-Xh=^y-7 -^h^ 
->-4-^:hVU-;i/) - 1 -tf^7v>*;i/xf?4^D-5 (^b^tl3 4 7) 
W: 95!i; 
m,^: 178-179 "C 

'H-NMR(CDCl3) (5(ppin): 8. 68(IH. s). 7. 59(2H. d. J=9. 2Hz). 7. 54(2H. d. 
1=9. 2Hz), 7. 26(1H. s). 7. IKIH. s). 7. 05(1H. brs). 4. 19(2H. q, J=6. 9Hz). 
4. 02(3H. s). 3. 76(8H. m). 1.56(3H. t, ]=6. 9Hz). 
FAB-Mass: 433 (M*H) 

IR(KBrl£^JJi) V (cm-'): 2220. 1660. 1593. 1504, 1471. 1434. 1317. 1244. 1207. 
997. 

mmm 348 N-K>y^-4- (e-jih^y-i -)^h^y-4-=^-tv 

U-;i/) - l-\^<yy>^ttl)Vt^^^S.\^ (^1:^^3 4 8) 

iK*: m 

M: 170-171 X: 

'H-NMR(CDCl3) (5 (ppm) : 8. 64(1H, s), 7. 46-7. 29(5H. m), 7.25(1H, s). 7.11(1H. 
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s), 5. 76(1H. brt, J=4. 6Hz), 4. 91(2H, d. ]=4. 6Hz), 4. 17(2H. q, 1=6. 9Hz), 
4. 11-4. 07(4H. m). 4. 02(3H. s). 3. 86-3. 82 (4H. m), 1.56(3H, t, J=6. 9Hz). 
FAB-Mass: 438(M*+1) 

IR(KBr^?[iJfe) v(cin-'): 1576. 1547, 1504, 1475. 1456, 1425, 1392, 1351, 1242. 
1209, 1 142, 1025, 935, 849. 

3 4 9 4- (e-Xh^^i/-? K + >'-4-4^-^-'/'J-;i') -N- 
(3-t!il'j;i/) -l-\^^y'y>^ttl)Vt^^D-S.\^ ai:^#;3 4 9) 
1R$: 80!i; 
1*.^^: 208-209 X: 

'H-NMRCCDCij) (5 (ppm): 8. 63(1H. s). 8. 53-8. 51 (2H. m), 7. 78(1H, ddd, J=7. 9Hz. 
2.0Hz, I.7Hz), 7. 29(1H. dd. J=7. 9Hz, 5.0Hz). 7. 24(1H, s), 7. IKIH, s), 
6. 32(1H, brt, J = 5. 3Hz), 4. 97(2H. d, J=5. 3Hz), 4. 19(2H. q. J=6. 9Hz), 
4. 14-4. 11 (4H. m), 4. 01(3H. s), 3. 86-3. 82 (4H, in), 1.56(3H, t, ]=6. 9Hz). 
FAB-Mass: 439(M*+1) 

IR(KBr^?R|ffi) 1/ (cm-'): 1558, 1506, 1473, 1427. 1396, 1332, 1240. 1209. 1 198, 
997, 872, 717. 

I^T(75||SE0!)3 5 0 *5cfct53 5 1 (:4otiT«IIJS0iJ3 2 9(7)4- (6, 7-->* 
JKDl-^tD 0 tC##^J 1 lTt#e.n5 4- (6- :<y)[^t^'y- 7 - / h4^v-4 
-7xy+v7xXJKy vJ^-h (ll5S«aj3 5 OT«^©SSffllii)) <Di^ 

3 5 0 4- i6-^>')\^t^'y-7 -^h^'y-4-^i-V'}~)V) - 
N- (4-7x/4^->7xx;i/) - l-}d^yi^>tl)[^t^^-^S.]i ({b^#j 
3 5 0) 
JR^: lOOX 
gi*: 228-229 "C 
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'H-NMRCCDCl,) d(ppin): 8. 70(1H. s), 7. 84(1H, s). 7. 36-7. 27(5H. m). 7. 07(1H. 
m). 6. 99-6. 96(4H. m). 6. 54(1H. brs), 4. 04(3H, s), 3. 87-3. 85 (4H, m). 
3. 76-3. 74 (4H. m). 3. 25 (3H. s). 
FAB-Mass: 550(M*+1) 

IR(KBr^^JS) vCcifl-'): 1620. 1539, 1506, 1487, 1417. 1350. 1223. 1 167. 993. 
876. 

3 5 1 N-^>->*Jl/-"4- (G-^^-yJlt^'y-l -)(h^'y-4-^ 

W: m 
HA}^: 76-80 X: 

'H-NMR(CDCl3) (5(ppin): 8. 65(1H. s), 7.84(1H, s), 7. 38-7. 31(5H. m), 7. 27(1H. 
s). 5. 73(1H. br). 4. 89(2H. d. J=4. 6Hz). 4. 1 1-4. 08(4H, m). 4. 03(3H. s). 
3. 99-3. 95 (4H. m). 3. 23(3H. s). 
FAB-Mass: 488(M*+1) 

IR(KBrlS)^Jfe) v/(ciB-'): 1506. 1475. 1365. 1350. 1161. 

e^TO^iS^a 5 2- 3 5 4{CfeViTtt, ^mmi<D6, 7 -i^^h^'y- 4 
- (1 -tr^7V-;i/) ^t'/^i >(DKt> Kf\ZQ. 7-vXh + '>-4- (1- 

3 5 2 N- (4 -v/jy 7x-;i/) -4- (6. 7 --yXh^'y- 4- 
^tV^}X)l^) - 1 -fcf^7v>:^;i/^+1^-5 K ak^ti3 5 2) 

Mj^.: 186-187 r 

'H-NMRCCDClj) 6(ppffl): 8.65(1H. s). 7.71(1H. brs), 7.59(2H. d. J=8.9Hz). 
7. 54(2H. d. 1=8. 9Hz). 7. 21(1H. s). 7. IKIH. s). 4. 22(2H. q. 1=6. 3Hz). 4. 18(2H. 
q. J=6. 3Hz), 3. 78-3. 74(4H. m). 3. 73-3. 70 (4H. m). 1.54(3H. t, J=6. 3Hz), 
1. 53(3H, t. J=6. 3Hz). 
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FAB-Mass: 447 (M*+1) 

IR(KBrMj4) 1/ (cm"') : 2980. 2216, 1641. 1591. 1516, 1471, 1419. 1402. 1315. 
1246. 1205. 986. 

3 5 3 N-'^>v;i'-4- (6, 7 -i^j:h^'y-4-^tV^)-)V) 
-l-}d<yi;>9ttl)Vt^=¥-^^\^ ({k^#>3 5 3) 

m.^: 134-136 t: 

•H-NMRCCDCl,) 5(ppin): 8.58(1H. s), 7. 32-7. 26(5H. m), 7. 18(1H, s), 7. IKIH. 
s), 6. 34(1H, brt. J=5. OHz). 4. 90(2H. d, J=5. OHz), 4. 24-4. 14(4H, m). 
4. 11-4. 07 (4H, m), 3. 87-3. 79 (4H, m), 1. 53(3H, t. J=6. 9Hz), 1.53(3H. t. 
J=6. 9Hz). 

FAB-Mass: 452(M*+1) 

IR(KBr^)^JS) v(cin-'): 1574. 1573. 1506. 1475. 1344. 1242. 1205. 1012, 935. 
868. 731. 

mmm 354 4- (6, 7-vXh + ->-4-^±yU-JP) -N- (3-l:f 

- 1 -tf^7'>*>5^:t*;U:J^+it= H ({b^tl3 5 4) 
IR^: 92!i; 
m.^: 90-92 "C 

'H-NMRCCDClj) 5 (ppm): 8. 63(1H, s). 8. 58-8. 54(2H. m). 7. 78(1H. ddd. J=7. 9Hz. 
2.0Hz. 2.0Hz). 7. 28(1H. m). 7. 23(1H, s). 7. IKIH. s), 6. 05(1H, brt, J=5. 3Hz), 
4. 98(2H. d, J=5. 3Hz). 4. 25(2H. q. J=6. 9Hz). 4. 19(2H, q. J=7. 3Hz), 4.13- 
4. 09(4H. m), 3. 86-3. 82(4H, m), 1.55(3H. t. J=7. 3Hz), 1.55(3H. t, J=6. 9Hz). 
FAB-Mass: 453(M*+1) 

IR(KBr^?r!l^) v. (cm-'): 1504, 1443, 1392. 1344. 1238, 1203, 1041, 1009, 941. 

mmm 355 4- (6, 7->'*'^>v;i/:4-4^v-4-+i-vu-;i/) -n- (4 

6. h + >'-4- (1 -tf^7V-;i') ^i-V^)>(Di-^t>K)^Z6, 7 
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IR$: 65!i; 
M: 137-138 t: 

'H-NMRCCDClj) 5(ppin): 8. 61(1H. s). 7. 53-7. 50(2H, in), 7. 45-7. 26 (13H. i). 
7. 09-6. 96 (6H, m). 6. 73(1H, brs), 5. 34(2H. s). 5. 32(2H, s). 3. 55-3. 53 (4H. m). 
3. 46-3. 44 (4H. m). 
FAB-Mass: 638(M*+1) 

IR(KBr^^Jj*) v(cin-'): 1630. 1537, 1506. 1489, 1452, 1417, 1225, 993, 748. 
694. 

3 5 6 4- (6 -7Sy-7-^DP-4-+:h7'J:i;U) -N- (4 
5 7Tf#^tifc4- (7 -'^nn-6--hu-4-^i-V^)=.)l) 

-N- (4-7x7=^ >'7x-;i.) - I - \i ^ y > tl =ir-^ S. \^ 
628. 8ing(l. 25ininol)©g^ig ISml i^JStlC, ffi|&5|? 407. 9mg(6. 24ininol) SrJnA. 7 )\^ 

'H-NMR(CDCl3) <5(ppin): 8. 60(1H, s), 7. 93(1H, s), 7. 35-7. 27 (4H, in). 7.10- 
7. 04(2H. m), 6. 99-6. 96(4H. m). 6. 65(1H, brs), 4. 62(2H. br). 3. 73-3. 72 (8H. 
in). 

&.T<Dmmm3 5 7 ^^Zf3 5 SiZii\,^Xitmmt^]3 2 9 (D4- (6. 7-v 
y)l-tu-4-^i-V^J:^)l) - i - tf^7i>*>;^;i'^>^ tert-y5^;i/xxx 
;KD^-^t)0{C##^a) 1 2Tf#f.n-5 4- (7-^7P□-6--h□-4-+:^7 
^j-JV) - 1 - tf^7i^>:^Jl/^>K tert-7'^;i/X7.rJl^S:ffll.^ 4-7x7 

=^^->7x-;i'-i' v->7^^- h mmmz 5 7r\t^(Dt.i^m^^) oixtD'o^zn 



244 



wo 98/14431 PCT/JP97/03510 

3 5 7 4 - (7 -^'0 0-6--:^□-4-+:^^/Ur;^) -N- (4 

IR^: 603; 
mi^.: 190-191 "C 

'H-NMRCCDClj) 6(ppid): 8. 78(1H. s), 8. 55(1H. s), 8. 06(1H. s). 7. 34-7. 28(4H. 
m), 7. 06(1H. m), 7. 00-6. 97 (4H. m). 6. 40(1H, brs), 4. 08-4. 04 (4H. m), 
3. 81-3. 77 (4H, m). 
FAB-Mass: 505(M»+1) 

IR(KBrlS?pJ^fe) V (cm-'): 1637. 1608, 1564. 1527. 1506. 1489. 1419, 1352, 1325, 
1225. 1028. 991, 918, 827, 748, 690. 

3 5 S N-^>v'JI'-4- (7-i7Pn-6-:ihP-4-^^i-y'J^ 

W: U% 
mj^: 93-95 r 

'H-NMRCCDCl,) 6(ppin): 8. 68(IH, s), 8. 54(1H, s), 7. 93(1H, s), 7. 31-7. 23(5H, 
m), 6. 18(1H, brt, ]=5. OHz), 4. 85(2H, d. J=5. OHz), 4. 12(8H, in). 
FAB-Mass: 443(M*+1) 

IR(KBr^^J^) i/(cin-'): 1564, 1539. 1498, 1352. 

3 5 9 4- (7 -7Sy-6--hD-4- + :hyU:i;l/) -N- (4 

-7xy^'>7x-ji/) - 1 -if^7v>:^;i/^=^-y-5 K at-^mssd) 

iK^: 8!i; 

'H-NMR(CDCl3) (5 (ppm): 8. 88(1H. s). 8.55(1H. s), 7. 35-7. 27(4H, in). 7.12(1H, 
s), 7. 07(1H. m). 7. 00-6. 96(4H, m), 6. 52(IH, s), 6. 22(2H, brs). 4. 07-4. 03(4H, 
m), 3. 81-3. 77 (4H. m). 
FAB-Mass: 486(M'+l) 
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3 6 0 4- (6 -7-izh7$ K-4-4^i->yU-;i/) -N- (4-7x 
{k-&!^ 3 1 1 . 464. lig(0. 99ininol)OX:5'y-Jl/ ISml ^Wz. 1 OX A 7 v "^7 A - 

L. mm^^^LtcWi. ^aE&v^po7^^'> i5iDi {cjg^^it, huxf^;i'7$ 

>0. 70nil (5.02ininol):teJ;U:il7kg^^0. 19inl ^^Jn^, ^iSTM^JtLfc, Kft^ 

'H-NMR(CDCl3) a(ppiD): 8. 69(1H, s). 8. 66(1H, d, J=2. 3Hz). 8. 20(1H. brs), 
7. 84(1H. d. J=8. 9Hz). 7. 47(1H, dd. J=8. 9Hz. 2. 3Hz), 7. 36-7. 27(4H. m), 
7. 06(IH. m), 6. 98-6. 94(4H, m). 6. 75(1H, brs). 3. 86-3. 84(4H. m). 3. 77-3. 75(4H. 
m), 2. 24(3H. s). 
FAB-Mass: 483 (M* +1) 

3 6 1 N-^>->*;i/-4- (7-Xf^;i/75y-6--hD-4-+:f 
7'JXJI/) - l-}^^yi;>^ttl}Vt^^^5.\i iit'^^SQl) 

6. 7-v;<h + v-4- (1 -If^^vx;^') ^tV^)><Di^t)'0\Z^^m 
5 (1) r%<bn^7 -X9)V7^y -Q-:=.hu-4- ( 1 - fcf'^^ vx;i/) 
+ :f'/U >^ffll/^ 4 -7xy + ->7xXJ!/-r Vi/7^- ^(^f^it)0lI*^^5•t§ 
<75":t->7^^- hSrfflli^Cte^^^. IIM^iJ 6 0 cb|5HiO:^ji II J; 0 g WfL 

iR^: 77!i; 

'H-NMRCCDCla) 6(ppin): 8. 91 (IH, s). 8. 50(1H, s), 7. 66(1H. brt. J=4. 6Hz), 
7. 38-7. 29 (5H. m), 7. OKlH, s). 5. 71(1H. brt. J=4. 6Hz), 4. 89(2H. d, J=4. 6Hz), 
4. 14(8H. in). 3. 39(2H, dq. 1=7. 3Hz. 4. 6Hz). 1.42(3H. t. J=7. 3Hz). 
FAB-Mass: 452 (M* +1) 

3 6 2 4- (7 -7-fe h7S K- 6 -X ho- 4 -+:)-7'Jx;U) -N 
- (4-7xy^>'7xX;U) - 1 - \i^yi;>tl)Vt^^^Z h* dt'^^ 3 6 2) 
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6. 7-v;^h + S/-4- (1 -tf^7v:^Jl/) ^i-V^)><DiXiD'0\Z7 -7 
W: 26% 

'H-NMRCCDClj) d(ppDi): 8. 68(IH. s), 8. 47(1H, s). 7. 35-7. 27(4H. m). 7. 15(1H. 
s), 7. 07(1H. i). 6. 99-6. 96(4H, m). 6. 54(1H. brs), 6. 51(1H. brs). 4. 00(4H, 
m), 3. 69(4H. ci). 2. 04(3H, s). 

i^T^S^IS^iJS 6 3~3 6 6 H*3i/iT{im^aj3 2 9(D4- (6. 7-v7;i/ 
Tt-a- 4 -+:hyu-;i/) - 1 -\^^yi^yt}}Vt^>^ tert-y^Jl/XX7^;KD 

yi^>ti)Vt^>m ieTi-:f^)VJLXf-)V^mK 4 -7x7 =^^>'7x-;i/-f V v 
(*M0iJ3 6 3T-«^(DS*fflViS) (7)f-^^5i9II^fJ:^Ti)-r V->7t^- 
h^)t<^i'^V^:t->7t>-h^fflViSC<!:i^A^tt. IISSt?'J3 2 9 t|5]^0:^}i 

l^gS^J 3 6 3 4- (4 -^>y[g]4^":^*y'J-;^) -N- (4-7xy:^^v'7 

x:iJl/) - l-^^yi/>ti)Vt^^^S.\i (fb^#!3 6 3) 

IR^: 24!i; 

U,-^: 105-108 "C 

'H-NMRCCDClj) (5(ppin): 8. 75(1H. s). 8. 49(1H. s). 8. 46(1H. s), 8. 04-7. 99 (2H. 
m). 7. 64-7. 50(2H. m). 7. 38-7. 26(4H. m). 7. 07(1H. m). 7. 00-6. 97.(4H. m), 
6. 68(1H. brs). 4. 04-4. 01 (4H, m). 3. 83-3. 79(4H, m). 
FAB-Mass: 476(M'+1) 

IR(KBr&^Jfe) v(cin-'): 1637. 1541. 1508, 1489. 1419. 1225. 

3 6 4 4- (4-^yV[s]^i-'/^):^)^) -N- (4--ha7x- 
)l) -l-ii^y-yyt))Vt^^^5.\i (i\:^^3 6 4) 
M: 35X 
B}^: 272-275 t: 

'H-NMR(DMSO-de) 5 (ppm) : 9. 32(1H, brs). 8. 73(1H. s), 8. 63(1H, s). 8. 40(1H. 
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s). 8. 20-8. 05 (2H, m). 8. 14(2H. d, J=9. 3Hz), 7. 78(2H. d. J=9. 3Hz). 7.65- 
7. 52(2H, m), 4. 02-4. 00 (4H, m). 3. 83(4H, m). 
FAB-Mass: 429(M'+1) 

mm^Mfk) V (cm-') : 1670, 1597. 1541, 1518, 1508, 1419, 1321, 1300, 1236, 
11 13, 847, 750. 

mmm 3 6 5 4 - i4-^>v[g]^tvo=.)V) -n-^>v;i/- i -tf^ 

m.^.: 187-188 r 

'H-NMRCCDCU) (5 (ppm) : 8. 66(1H. s), 8.47(1H. s). 8.40(1H. s), 8. 00-7. 95 (2H, 
m). 7. 61-7. 48(2H. m). 7. 38-7. 27 (5H. m), 6.06(1H, brt, 1=5. OHz), 4. 91(2H. d. 
J=5, OHz). 4. 17-4. 11 (8H. Di). 
FAB-Mass: 414(M*+1) 

IR(KBr^^Jfe) v(cin-'): 1545, 1520, 1408. 1381. 1369, 1238. 1198, 1012. 748. 
694. 

mmm see 4- {4-^>V[s]^i-vu=.)i) -n- (s -tf=iu;i') - 

JR^: 44S; 
Bj^: 107-110 X: 

'H-NMR(CDCl5) <5(PPin): 8. 61(1H. s). 8.45-8. 41(3H. m). 8. 34(1H. s). 7.97- 
7. 93(2H. Di). 7. 77(1H. ddd. J=7. 9Hz. 2.0Hz. 1. 7Hz), 7. 59-7. 46(2H. in). 7. 24(1H, 
dd. J=7. 9Hz. 5.0Hz). 7. 14(1H. br). 4. 95(2H. d. J=5. 3Hz). 4. 20-4. 17(4H. m). 
4. 12-4. 10 (4H. m). 
FAB-Mass: 415(M*+1) 

IR(KBr^^J^) v(cin-'): 1560. 1508. 1479, 1433. 1410. 1383. 1352. 941. 744. 
716. 

&<T(Dmmm3 57-37 uciji^Tfi. nrnmioe, 1 -v:^ v^'^-a 
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-^mm 3 6 7 4 - (6, 7 -:<^\y>i^t^'y- 4-^i-'/^)~)l) -N - (4 
-7xy + x7x-;i/) - 1 -tf^7->*>:<j;i'j}^+-9-= H {fk^#l3 6 7) 
iR^: 85S; 
Sl!,^^: 206-207 "C 

'H-NMR(CDCl3) 5(PPin): 8. 67(1H. s). 7. 35-7. 30(4H, m), 7. 27(1H, s), 7. 15(1H. 
s). 7. 06(1H. m). 6. 99-6. 94 (4H. m). 6. 68(1H, brs), 6. 12(2H. s), 3. 73-3. 65 (8H. 
m). 

FAB-Mass: 470(M*+1) 

IR(KBriS?pjfe) vCcffl-'): 1630. 1491, 1462, 1419. 1227, 1038, 1003. 916. 872. 
849. 762. 

mmm a e s 4- (6. 7 -:A^u>z;t^i^-4-=^tvu-M -n - (4 

-:ihD7x-;i.) - 1 -tf^7v>:^JJl'3i^=^-ti-= K (it^i^ses) 

1R$: 92!l! 

MM.: 247-250 X: 

■H-NMRCCDClj) 6(ppin): 8. 64(iH, s). 8. 12(2H. d. 1=8. 9Hz). 7. 84(1H. brs), 
7. 59(2H. d. J=8. 9Hz). 7. 20(1H. s). 7. 13(1H. s). 6. 13(2H. s). 3. 79-3. 77 (4H. 
m). 3. 66-3. 65 (4H. m). 
FAB-Mass: 423(M*+1) 

IR(KBr^^J^) V (cm"'): 1672, 1612, 1554. 1495. 1466, 1425, 1329. 1300. 1236. 
nil. 1034. 918. 849. 

3 6 9 N- (4-i/7/7x:2;i.) -4- (6, 7 -^^U>i^t^'y 
-4- + :^y|J-;^) -l-^^yi^>tl)Vt^^^^\^ ab^ti3 6 9) 

lOOX 

MA: 220-222 X: 

'H-NMRCCDClj) (5(ppin): 8. 64(1H. s), 7. 79(1H. brs). 7. 58(2H. d, J=8. 9Hz), 
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7. 53(2H. d, J=8. 9Hz). 7. 20(1 H. s). 7. 13(1H, s), 6. 14(2H. s), 3. 78-3. 75 (4H, 
ai). 3. 65-3. 63 (4H, m). 
FAB-Mass: 403(M*+1) 

IR(KBr^^J^) V (cm"') : 2222. 1687. 1610. 1591. 1524. 1493. 1464, 1441, 1369. 
131 1. 1227. 1 174. 1036. 916. 835. 

mmm si o n-^>v;i/-4- ce, i -^^u>i^yf^'y-4-^i'V^) 

IR^: 99!i; 
mM.: 176-177 "C 

'H-NMR(CDCl3) (5(ppm): 8. 60(1H. s), 7. 36-7. 30(5H, m), 7. 20(1H. s). 7. 14(1H. 
s), 6. 12(2H. s). 5. 95(1H. brt. J=4. 6Hz). 4. 90(2H. d. ]=4. 6Hz). 4. 08-4. 04(4H. 
m). 3. 77-3. 73 (4H. i). 
FAB-Mass: 408 (M*H) 

IR(KBr^^Jfe) v(ciD-'): 1545. 1493. 1461. 1369, 1246. 1034. 918. 

3 7 1 4- (6. 7 -;^^U>'yt^'y-4-^i-'/U=-^) -N- {3 

-t;n'j;i/) - 1 -tf^7x>5^t;<j;i'j}^=^-y-5 K ut't^sii) 

JK$: lOOX 
m.^.: 167-168 °C 

'H-NMRCCDClj) (5(ppin): 8. 59(1H. s), 8. 48(1H. dd. J=5. OHz. 1. 7Hz). 8. 45(1H, 
d, J=2. OHz), 7. 78(1H. ddd. J=7. 9Hz. 2.0Hz. 1. 7Hz). 7. 28(1H. dd. J=7. 9Hz. 
5.0Hz). 7. 19(1H. s). 7. 14(1H. s). 6. 70(1H. brt. J=5. 3Hz). 6. 13(2H. s). 
4. 95(2H. d. J=5. 3Hz). 4. 13-4. 10(4H. m). 3. 78-3. 74(4H. m). 
FAB-Mass: 409(M*+1) 

IRCKBr^^Plte) v .(cin-'): 1545. 1491. 1470. 1432, 1394. 1333. 1267. 1038, 997, 
914. 

J!^^T0^M^«J3 7 2~ 3 7 5lC*DViT«IIM^J3 2 9(7)4- (6. 7-i^7)V 
tn-4 -4^t'/'Jr;i/) - l -\d<y'y>ti)\^t^>m. tert-:/^JUXXf-;i/© 
f-^t)0{C##««Jl 4T?t#^)n§4- (6, 7 -Ji^U>i^^^'y-4-^i-V^) 
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3 7 2 4 - (6. 7 -JL^Uy'Jt^iy-4-^tV^J=.}l) -N- (4 
-7x/:^^->7x-;i/) - 1 -t?^7->*>;!jJU#=l^-y-= K ({t^!|^3 7 2) 
iR^: 91S6 
M: 227-228 r 

'H-NMR(CDCl3) 6(ppin): 8. 62(1H, s). 7. 37-7. 25 (6H, m), 7. 05(1H. in). 6.99- 
6. 94(5H. in). 4. 38-4. 33 (4H. in), 3. 72(8H. m). 
FAB-Mass: 484(M*+1) 

IR(KBri^^J}i) V (cm"') : 1664. 1539. 1506. 1489. 1419, 1342, 1290, 1219. 1064. 
901. 

3 7 3 N- (4-->7y 7x-;i^) -4- (6, 7 -X^U>i^t^'y 
-4-+:hyU-;i/) -l-\d^yi?>^)Vt^^^S.]i ({b^i^3 7 3) 
IR$: 76!i; 
m,^: 246-247 

'H-NMR(DMS0-(l6) 5 (ppm)-: 9. 14(1H. brs), 8.52(1H. s). 7. 70(4H. s). 7. 39(1H. 
s). 7. 23(1H. s). 4. 41-4. 40(4H, m), 3. 70(8H. m). 
FAB-Mass: 417(M*+1) 

IR(KBr^ig?Jti) 1/ (cm"') : 2218. 1686. 1591. 1568. 1508. 1471, 1443. 1414, 1335. 
131 1. 1286. 1230. 1198. 912, 849. 

HMglJ 3 7 4 N-K>i;)V- 4 - (6. 7 -X^U>~y^^'y- 4-^tV^) 
-;i/) -l-\^^yz^>^ttl}lt^^^S.\i ai:^#i3 7 4) 
JK$: 88!i; 

103-105 "C 

'H-NMR(CDCl3) (5 (ppm): 8. 58(1H. s). 7. 40-7. 29(7H. m). 5. 84(1H. brt, J=4. 6Hz). 
4. 90(2H. d.. J=4. 6Hz). 4. 40-4. 35 (4H. i). 4. 09-4. 06(4H. m), 3. 88-3. 84(4H. m). 
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FAB-Mass: 422(M*+1) 

IR(KBrlS^J}i) V (cm-') : 1568, 1541. 1508, 1477. 1443, 1340, 1286. 1240. 1066, 
1003, 914, 901. 

375 4-(6, 7 -JL^U>i^t^'y-4-^tV^)~^) - N-(3 

W: n% 
gl.^; 110-113 -C 

'H-NMRCCDCl,) (5(ppin): 8. 52(1H, s), 8. 47(1H, dd, J=5. 3Hz. 1.3Hz). 8. 43(1H. 
d. J=2. 3Hz). 7. 78(1H. ddd. J=7. 6Hz. 2. 3Hz. 1.3Hz). 7. 30(1H. s). 7. 28(1H. s). 
7. 25(1H. dd. J=7. 6Hz. 5. 3Hz). 6. 97(1H. brt, J=4. 9Hz). 4. 94(2H. d, 1=4. 9Hz). 
4. 39-4. 34 (4H. m), 4. 14-4. 10 (4H. in). 3. 86-3. 82 (4H, m). 
FAB-Mass: 423 (M*H) 

IR(KBri£^ti) V (era"'): 1574, 1558, 1508, 1443. 1410. 1389, 1348, 1290. 1068. 
918, 710. 

etTO^Jg^njS 7 6-3 7 8(C*5ViTtt. 5IJS^J 1 ® 6 . 7-v/h4^->-4 
- (1 -tf^7vn;|/) ^tV')>(DRt)^\Z6. 8-'>*^PD-4- (1-hf 

"^MM 3 7 6 4 - (6, 8 4-^i-'/U=.)V) -N- (4--rv 

^PtfJl/7x-Jl/) -l-\d^y'y>tl)lts^^5.\i (fb^i^3 7 6) 

m,^: 234-236 

'H-NMR(CDCl3) 5(PPiii): 8. 86(1H. s). 7. 87(1H. d. J=2. OHz), 7. 80(1H, d, 
J=2. OHz), 7. 29(2H. d. J=8. 6Hz). 7. 17(2H, d, 1=8. 6Hz), 6. 32(1H. brs). 
3. 91-3. 87(4H. ra). 3. 76-3. 72(4H. m), 2. 88(1H, m), 1. 23(6H. d. ]=6. 9Hz). 
FAB-Mass: 446(M* +3), 444(M* +1) 

IR(KBr^^Jte) v(cm-'): 1637. 1596, 1527, 1490, 1421. 1238, 995, 827. 
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3 7 7 4 - (6. 8 -v^OD-4-4^t'yU-;i/) -N- (4-7x 
y^iyyjL-JV) -l-\d^yi;>tl)Vt^^^B.V ({b^tl3 7 7) 
JR$: 13!l! 
Mj^.: 195-196 t: 

'H-NMRCCDCl,) 6(ppid): 8. 86(1H. s), 7. 87(1H, d, J=2. 3Hz). 7. 80(IH, d. 
J=2. 3Hz). 7. 34-7. 28(4H. m), 7. 08(1H, m). 7. 00-6. 96 (4H. m). 6. 35(1H. brs), 
3. 92-3. 88 (4H. m). 3. 77-3. 73 (4H. m). 
FAB-Mass: 496 (M* +3). 494 (M* +1) 

IR(KBrig^JS) v(cin-'): 1643. 1600. 1537, 1506. 1488. 1419. 1222. 993. 
3 7 8 N- (4-7-fe^Jl/7x-Jl') -4 - (6, 8->^^nu-4- 

W: l\% 
gi*: 187-188 r 

'H-NMR(CDClj) 5 (ppm) : 8. 87(1H. s). 7. 94(2H. d. J=8. 9Hz). 7. 88(1H. d. 1=2. IHz 
). 7. 80(1H. d. J=2. IHz). 7. 49(2H. d, J=8. 9H2). 6. 61(1H. brs), 3. 93-3. 89 (4H, 
m). 3. 80-3. 76 (4H, in). 2. 58(3H, s). 
FAB-Mass: 446(M * +3). 444(M * +1) 

IR(KBr^^J^) v(cin-'): 1672, 1652, 1591, 1508, 1498, 1419, 1247, 990. 

i^>lTcD^J|^j3 7 9*5j;yC3 8 0{C*5tiT(i, ^mmi(D6, 
-4- (l-h!^7v-;i/) ^i-V^J>(Di^t>0\Z6, 7-V3-H-4- (1 

3 7 9 4- (6, 8 -v3-I>*-4-:^^:^yU-;^) -N- (4-<V 

yptf;U7x-;i.) - 1 -hf^7v>:^j;i/#=^ii-5 K ({t:^ti3 7 9) 

iK^: 9% 

M!^: 267-269 t: 

'H-NMR(CDCl3) (5(ppci): 8. 83(1H, s), 8. 59(1H, d, J=I.6Hz), 8. 22(1H, d, 
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J = 1.6Hz), 7. 28(2H, d. J=8. IHz). 7. 17(2H. d. J=8. IHz), 6. 30(1H, brs). 
3, 91-3. 87(4H, m), 3. 73-371 (4H. in). 2. 88(IH. m). 1. 23(6H, d. J=6. 9Hz). 
FAB-Mass: 627 (M* +1) 

IR(KBr^^Jj4) v(cni-'): 1643. 1594. 1540. 1486. 1452, 1419. 1238. 995. 937. 
827. 

mmm 3 s o 4- (6, 8-v3-H-4-4^-:>-yu-;i/) -n- (4-7x 

m-. 14^ 
m.<^: 242-244X: 

'H-NMR(CDCl3) fiCppm): 8. 84(1H. s). 8. 60(1H. d. J = l. 6Hz). 8. 22(1H. d. 
J=1.6Hz), 7. 32(4H. m), 7. 08{1H. m). 7. 01-6. 97(4H . m). 6. 36(1H. brs). 
3. 92-3. 88 (4H. in). 3. 76-3. 72 (4H. m). 
FAB-Mass: 678(M' +1) 

IR(KBr^^Jfe) v(ci-'): 1641. 1600, 1538. 1506, 1488. 1419, 1222. 991. 

uTo^mmms 8 m^xs3 s 2\ziii^^x\t. mmmioQ, 7-vp<h+-> 

-4 - (1 - k!^7v-;i') +:fyU>(^f^t)0tC6, (1 

mmm s s i 4- (6, 8-i>^\^^'>-4-^tv^)^M -n- (4-7 

W: 86S; 
M: 109-110 t: 

'H-NMR(CDCl3) 5 (ppm) : 8. 72(1H. s), 7. 36-7. 25 (4H. m), 7. 10(1H. brs), 7. 04(1H. 
dd. J=7. 9Hz. 1. OHz), 6. 97-6. 93(4H. m), 6. 78(1H. d. J=1.7Hz). 6. 68(1H, d, 
J=l. 7Hz). 4. 00(3H, s), 3. 90(3H. s). 3. 72(8H. m). 
FAB-Mass: 486 (M* +1) 

IR(KBrMS) v(cin-'): 1620. 1539, 1506. 1414, 1225, 1 159. 
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3 8 2 4 - (6, 8 -vp^ h:|^i/- 4 -^:>-y'J -N- ( 3 - If 
nijjl/) - 1 -hf^7v>f^^;*7;i'^4^-!t^ h* (^t^tl3 8 2) 
W: 72!i; (7 •;-#:) 
MM.: 164-167 t: (2S®fit) 

'H-NMR(7 U— CDClj) (5 (ppm) : 8. 62 (IH. s), 8. 58(1H. dd. J=5. OHz, 1.7Hz). 
8. 42(1H, d. 1=2. OHz). 7. 76(1H. ddd. J=7. 9Hz, 2.0Hz. 1.7Hz). 7. 23(1H, dd. 
J=7. 9Hz. 5.0Hz). 7. 14(1H. br), 6. 80(1H. d, J=2. 3Hz). 6. 68(1H, d. J=2. 3Hz). 
4. 94(2H. d. J=5. OHz), 4. 17-4. 13(4H. m), 3. 98(3H, s), 3. 89(3H, s), 3.84- 
3. 81(4H. m). 
FAB-Mass: 425 (M* +1) 

m2^m^, KBr^^Jffi) v(cin-'): 1531. 1470. 1400. 1357. 1323, 1 163. 
SkT(DmmM3 8 3--3 S 5iZii^^T\t, USS^J 1 (7) 6 , 7-v^N4^>'-4 

- (l-tf^7v-;i^) ^±V^ry<Di^t>KHZ7 , B-'y^h^iy-4- (1- 

3 8 3 4 - (7. 8 -'>*^ ^:^v-4-+:^7•Jr;^) -N- (4-7 

xy=^^/7x-;i/) - 1 - tr^7v>:^Ji/3i^++^5 K (fb^!^3 8 3) 
65S; 

mj^: 189-190 X: 

'H-NMRCDMSO-dj) 6 (ppm) : 8. 66(1H, brs), 8. 60(1H. s). 7. 83(1H, d, J=9. 2Hz), 
7. 50(2H, d. J=8. 9Hz). 7. 43-7. 32 (3H. in), 7. 08(1H, m). 6. 97-6. 93(4H, m). 
3. 97(3H. s), 3. 91 (3a s), 3. 78-3. 76 (4H, m). 3. 69-3. 68 (4H, m). 
FAB-Mass: 486 (M* +1) 

IR(KBr^^Jffi) v(ciD-'): 1633. 1605, 1527, 1506, 1491. 1417. 1282, 1225, 1097. 
1012, 997. 

3 8 4 N-^>'>*;1/-4- (?. 8-i^^h^i^-4-^i-V^)=.)l) 

- l-\^^yi;y^tt))V^^^^5.]i ({k^tl3 8 4) 
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m^.: 158-160 t: 

'H-NMR(CDCl3) 6(ppi): 8. 66(1H, s), 7. 66(1H. d. J=9. 2Hz). 7. 35-7. 26 (5H, m), 
7. 18(1H, d. J=9. 2Hz), 6. lOdH. br), 4. 90(2H. d, 1=4. 3Hz), 4. 10-4. 02 (4H, m). 
4. 05(3H. s). 4. 01(3H. s). 3. 99-3. 91 (4H. m). 
FAB-Mass: 424 (M* +1) 

IR(KBr^^J^) vCcD)-'): 1552, 1495. 1404. 1325. 1284. 1244. 1097. 1005. 700. 

mmm 3 8 5 4- (?. s-'j^h^i^-A-^tv^j-Jv) -n- o-tf 

□ u;i/) - i-}d^yi;>^tti)Vt^^-*)-i H • immm. (fk^tia 8 5) 

m.^: 208-209 X: (MMW 

'H-NMR(7'J— ft^, CDCI3) 5 (ppin): 8. 62(1H. s). 8. 44(1H. d. 1=1. 7Hz). 8. 43(1H. 
dd. J=5. OHz. 1.7Hz). 7. 76(1H. ddd, J=7. 9Hz, 1. 7Hz. 1.7Hz). 7. 66(1H. d, 
J=9. 2Hz). 7. 24(1H. dd. J=7. 9Hz. 5.0Hz). 7. 20(1H. d. J=9. 2Hz). 7. 12(1H, br). 
4. 94(2H. d. J=5. 3Hz). 4. 16-4. 13 (4H. m). 4. 03(3H. s). 4. 01(3H. s). 3.95- 
3. 91(4H. id). 
FAB-Mass: 425 (M* +1) 

lU^m&, Ummm) v(cin-'): 1533. 1479. 1396. 1367. 1300. 1003. 
mmm 3 8 6 4- (l. 3-vtKO-l, 3-i^^^}V-2-t^V-2H 
-< 5y7[4, 5-g]+ty'J>-8-<;i/) -N - (4-nhD7x-;i/) - 

mmn^n^i, 3->^tHD-i, 3->7 7^5^;u-2 -^=t^v-8 - (i- 

W: m 

m,^.: 299-300 X: 

'H-NMR(DMSO-dj) 5 (ppm) : 9. 37(1H. br). 8. 61 (IH. s). 8. 17(2H, d. J=9. 2Hz). 
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7. 75(2H. d. J=9. 2Hz), 7. 53(1H. s). 7. 50(1H, s), 3. 76-3. 57 (8H, m), 3. 47(3H. 
s). 3. 44(3H, s). 
FAB-Mass: 463 (M* +1) 

IR(KBr^^JS) vCcm-'): 1705, 1668, 1606, 1547, 1502, 1446, 1416. 1329, 1234, 
nil, 996, 847, 752. 

&.T(DmmiZ 8 7 ii^USB S\Zii\,^X\tnmm3 2 9 (D4- (6. 7 - v 
7;^p^-□-4- + :^yU-J^) - l -}£^yi^>ti)lt^ym tert-y^'JUxxx 
JKDf-tt)O{C##0iJ5T#?,n5 4- (1. 3 -->'t KO- 3-X5^jl/- 1 
5^;l/- 2 -^ + V- 2H-'f ^yy[4, S-g]^i-V^J>- 8-^)1) -1- 
\d^y'y>ti)lt^ym. tert-y5";i/XXr;i/$fflV»v 4 -7x7 +v7xx;i/'f 

3 8 7 4- (l, 3-vtHD-3-X5^;i/- l-/5^;i/-2-:t^V 
-2H--( ^yV[4, 5-g]^i-'/^J>-8-^)V) - N- (4-7xy + ->7 

xx;i.) - i-\^Kyz;yt})Vt^^^s.\^ ({k^ti3 8 7) 

m,^.: 250-251 X: 

'H-NMRCCDClj) 6 (ppm): 8. 73(1H. s), 7. 44(IH, s), 7. 38-7. 31 (4H, in), 7. 28(1H, 
s). 7. 05(1H. in), 6. 99-6. 96(4H. m), 6. 73(1H, brs), 4. 03(2H, q, J=7. 3Hz), 
3. 77(8H. m), 3. 51(3H, s). 1. 39(3H, t, J=7. 3Hz). 
FAB-Mass: 524 (M* +1) 

IR(KBri^^Jft) V (cm-'): 1734. 1639, 1602, 1543. 1506, 1487, 1417, 1223, 997. 

mmm 333 N-^>i^)v-4- a. 3-vbHn-3-x5';L'- 1-^5^ 

)V- 2 -t^'J-2H-^ S.yV[4, 5 -g]+:>-7U>-8 -<;i/)- 1 -tf^ 

7v>*;i'4^^-y-^ H (^I:^ti3 8 8) 

m,^: 207-208 X: 
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'H-NMRCCDClj) 6(ppm): 8. 68(1H. s), 7. 43(1H, s), 7. 38-7. 30(5H. m). 7. 27(1H. 
s), 5. 83(1H. brt. J=4. 6Hz). 4. 91(2H. d. J=4. 6Hz), 4. 16-4. 08(4H. m), 4. 03(2H. 
q. J=7. 3Hz), 3. 91-3. 87(4H, m), 3. 49(3H. s). 1.39(3H. t, J=7. 3Hz). 
FAB-Mass: 462 (M* H) 

IR(KBrig^Jffi) v(cm-'): 1722. 1552, 1539, 1489, 1454, 1427. 1404, 1377, 1352. 
1248. 849. 

mmi^l 3 8 9 4 - ( 1. 3 -vtHa-i, 3 -v-:/atf;i/- 2 -^4^7- 2 

H-<$y7[4, S-g]^i-V^)>-S-^)V) - N- (4-7x7 :^^v7x- 
)V) - l-[f^yz^ytl)lt^^^S.}i ({b^!^3 8 9) 

^j3lr#bnsi, 3-vhHD-l, 3 -'y-fu^^- 2 - 8 - (1 
StA^: 179-180 X: 

'H-NMR(DMSO-ds) 5 (ppm) : 8. 70(1H. brs). 8. 61(1H. s), 7. 60(1H. s), 7.54- 
7. 47(3H. m), 7. 39-7. 33(2H. m). 7. 09(1H. m). 6. 97-6. 94(4H. m). 4. 00-3. 91 (4H, 
i), 3. 71(8H, id), 2. 51-2. 50(4H. m). 1. 79-1. 69(6H. m). 
FAB-Mass: 566 (M* H) 

IR(KBr^S!lS) v(cin''): 1722, 1643, 1601. 1487, 1414, 1225. 993. 849. 748. 
390 4- (l, 3-v-/5'^-l. 3-vtl>'P-2-:t=l^V-2H 

-^s.yv[4. s-e]^i-V*)>- 8 - -f ;i/)-N-(4-7xy^->7xz:;i/) 

6. 7 -i/^ N4^">-4- (1 -fc!^7x-;i/) ^i-V'}><DRt>K>\Z. ## 
m4-^%<btl^l, 3-v^5";U-l, 3-v^t KD-2-:t^FV- 8 - (1 - 

hf^^v-jU) -2H-<5^y[4. 5-g]4^i-7'J>^fflii^::ie^nfl. 

503; 
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m.^: 134-136 r 

'H-NMR(DMSO-de) 6 (ppm) : 8. 70(1H. brs). 8. 61(1H, s), 7. 58(1H, s), 7.53- 
7. 48(3H. m). 7. 39-7. 33(2H. m), 7. 09(1H. m), 6. 97-6. 94(4H, m), 4. 03-3. 94(4H, 
m). 3. 71(8H. m). 1. 73-1. 66(4H, m). 1. 34-1. 29(4H. in), 0. 96-0. 88(6H. m). 
FAB-Mass: 594 (M* +1) 

IR(KBr^^J^) V (cm -') : 1726. 1643. 1504. 1487, 1414, 1225. 

3 9 1 4- (6, 7 2-^^)1- 4-^i-V'J~)l^) - 
N- (4-7xy + ->7x-;l/) - l-^^yi^>t)Vts:3r^5.\^ ({b^tl 
3 9 1) 

6, 7 --y^h^y- 4- ( 1 - kf^7 v-;l^) ^tVV >(DRt>^ \Z. 6, 
7 -y^h^y-2-:^^)V-4 - ( 1 - tf^^ V-JI/) ^tV^) >^m^^^Z. 

«R$: 93« 

Mj^: 146-147 X: 

'H-NMRCCDClj) (5(ppin): 7. 37-7. 27(4H, m), 7. 21(1H. s), 7. 08(1H. s). 7.04- 
6. 95(5H, m). 6. 80(1H. brs), 4. 00(3H. s), 3. 97(3H, s). 3. 72(8H. m). 2. 66(3H, 
s). 

FAB-Mass: 500 (M* +1) 

IR(KBr^^Jri) v(ciii-'): 1639, 1508, 1489, 1417, 1244, 1225, 1 167. 991. 851. 

392 4 - (2-i'PD-6, 7 -y^h^y-4-^i-V^)-)\^) - 
N- (4-7xy + ->7x-;i^) - l-}d^yy>tl)Vt^^-*)-Z\' iit^^ 
3 9 2) 

5Tt#e)n"5 4- (2-^PP-6, 7 -yy^h^'y-4-=\-i-V^) 
r;i/)- 1 - tf^7':^>*JU:i^>g! tert--/'5^;l/X7.x;i' 2. 4g(5. 88ininol)CO->*i7 
on;C:$'> 20inl MtC, ^?^TT hU7;i/^D@^i?20iDl ?£JP^, I^SST 1. 5 

SOmlLi^iS^ti:. h U Xf^;!// ^ > 4. 09inl (29. 3iiD0l)S:rX4 - 4 - 7x y 
7xx;KVv7t--h 1. 24in 1(5. 880110 [)^£J]P^, ^iSTHSISJ^L/!:, ;SfS?d? 
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»R$: 73!l! 

MM.: 178-179 r 

'H-NMRCCDCl,) d(ppni): 7. 36-7. 28(4H. m), 7. 20(1H. s). 7. 11-6. 97(5H. m). 
7. 08(1H. s), 6. 50(1H, brs). 4. 01(3H. s). 3. 99(3H. s). 3. 88-3. 85(4H. m). 
3. 76-3. 73 (4H. m). 
FAB-Mass: 522(M* +3), 520(M* +1) 

IR(KBr^^Jft) v(ciD-'): 1632. 1506. 1487, 1416. 1244. 1214. 1 142, 997. 953. 
868. 849. 749. 

3 9 3 4 - (6, 7 h4^>'-2-€;UA}NUy-4-+:J-ViJii;i/) 

-N- (4-7xy + v7x-;i/) - 1 -e^7v>;<7;uxH+i^-a K (ib^ti 

3 9 3) 

6Tf#e.nS4- (6. 7 -i^y)ltD-4-^tVU~)V) -1- 

M: 79!i; 

WiJ^: 114-116 *C 

'H-NMR(CDCl3) 5(ppin): 7. 36-7. 27(5H. m). 7. 07(1H. m). 7. 05-6. 96(5H. m). 
6. 41(1H. brs). 3. 99(3H. s). 3. 93(3H. s). 3. 83-3. 82(8H. m), 3. 71-3. 70(8H. m). 
FAB-Mass: 571 (M* +1) 

IR(KBr^^J&) v(cin-'): 1641. 1554. 1508. 1489. 1419. 1379. 1240. 993. 
JilT<7)^Sfi0fi|3 9 4~3 9 6{C*5t.iT«, ^mMKDQ, 7-v;(H + ->-4 

- (1 -t!^7v-;u) +•:^y'J >oftt>oii4- ( 1 - tf'^^ 4^y'j 
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Mt^m 3 9 4 N- (4 -7xy + ->7x-;i/) -4- (4- + /U;i/) 

IR^: 93!l! 

i!*: 145-146 ^ 

'H-NMR(CDCl3) (5 (ppin): 8. 73(1H. d, J=5.0Hz). 8.07(1H. d, J=8.3Hz). S.OKlH. 
dd. J=7. 3Hz, 1.3Hz). 7. 67(1H, ddd. J=8. 3Hz. 7. 3Hz, 1.3Hz), 7. 51(1H, dd. 
J=7. 3Hz, 7. 3Hz), 7. 38-7. 24(4H. m), 7. 18(1H. brs), 7. 05(1H, m). 6. 97-6. 93(4H, 
m), 6. 82(1H, d, J=5. OHz), 3. 80-3. 76(4H, m). 3. 21-3. 18(4H, m). 
FAB-Mass: 425 (M* 11) 

IR(KBr^^J?4) v(cin"'): 1639. 1582, 1506, 1487. 1419. 1396. 1340. 1219. 997, 
918. 833. 766, 692. 

3 9 5 N-^>v;i/-4- (4-^yU;i/) - l -\^^y'y>^ttJ)V 
ts^D-S. K ({b^!^3 9 5) 
JR2^: 96S; 
Wi!^: 75-79 t: 

'H-NMRCCDClj) 6 (ppm): 8. 63(1H, d, J=5. OHz), 8. 03-7. 98(2H. m). 7.66(1H. ddd. 
J=8. 3Hz, 7.3Hz, 1. 3Hz), 7. 51(1H. in), 7. 35-7. 23(5H, m), 7. 04(1H. brt, 
J=5. OHz), 6. 76(1H, d. J=5. OHz). 4. 95(2H, d. J=5. OHz), 4. 17-4. 14(4H, m), 
3. 24-3. 21 (4H. m). 
FAB-Mass: 363(M*+1) 

IR(KBr^^J?S) v(cm-'): 1578, 1533. 1508. 1398, 1335, 1205. 1009, 926, 770. 

mmm 3 9 6 n- (s-tr^uji') -4 - (4-+y'j;i/) -i-t°^7v> 
st^: 183-185 r mmm 

'H-NMR(7 U-^. CDCI5) (5 (ppm): 8. 70(1H. d, J=5. OHz). 8. 47(1H, dd, J=4. 6Hz. 
1.6Hz), 8. 44(1H, d, J=2. OHz). 8. 05-7. 98(2H. m). 7. 78(1H, ddd, J=7. 9Hz, 2. OHz, 
1.6Hz), 7. 70(1H. ddd, J=8. 6Hz, 8. 3Hz, 1.7Hz). 7. 51(1H, ddd, ]=8. 3Hz. 8. 3Hz, 



261 



wo 98/14431 PCT/JP97/03510 

1.3Hz). 7. 25(1H. dd. J=7. 9Hz, 4. 6Hz). 6. 85(1H. br), 6. 82(1H, d, J=5. OHz). 
4. 95{2H, d. J=5. 3Hz). 4. 20-4. 16 (4H, m), 3. 30-3. 26 (4H. m). 
FAB-Mass: 364(M*+1) 

IR(MiS. KBr^^Jri) v(cin"): 1591, 1547. 1512. 1468, 1441, 1371, 1348. 
1266. 1219. 1016. 777. 

3 9 7 N- (4 -7xy :^v7x-;l/) -4- (2 - h ^) 7 )VtU 

6, h4^i/-4- (1 - tf^7v-;i^) =^i-V'J><DRt>y)\Z, rtJBS 

(D2-h^)7}Vtn?t,^)V-4- ( 1 -t:^7v-;i') 'J>^m^^ztu 

Wok: 203-204 t: 

'H-NMR(CDCl3) (5(ppin): 8. 20(1H, dd, J=8. 3Hz. 1. 3Hz). 8. 07(1H, dd, J=8. 3Hz. 
1. 3Hz), .7. 78(1H, ddd. J=8. 3Hz. 8.3Hz, I.3Hz). 7. 63(1H. ddd, J=8. 3Hz. 8. 3Hz. 
1.3Hz), 7. 37-7. 26 (4H, m). 7. 17(1H, s), 7.06(1H. m). 7. 00-6. 97 (4H. m). 
6. 55(1H. brs), 3. 84-3. 80 (4H. m), 3. 37-3. 34(4H, m). 
FAB-Mass: 493(M*+1) 

IR(KBr^?fiJ)4) v/(cin-'): 1639, 1537, 1508. 1489, 1412. 1227, 1 134, 995. 949, 
771. 

3 9 8 N-^>v;i/-4- {6-h^)7)\^tD^^)l-4-^y^))l) 

- 1 - v>?^;(j;i/^=^^it= K (^k^tis 9 8) 
6. 7 -'J^h^i^-A- (1 -\i<y>>-)l) ^i-'/^J>(DKt>iO\Z. 6- 

mmm 1 2 5 tm(Difm\z^DSff^it'^'^^nrzo 

SSi*.: 158-159 r 

'H-NMRCCDCl,) (5(ppi): 8. 79(1H. d. J=5. 3Hz), 8. 29(1H. d. J=2. OHz), 8. 13(1H. 
d. J=8. 9Hz), 7. 82(1H. dd. J=8. 9Hz. 2.0Hz), 7. 35-7. 23(5H, m), 6. 90(1H. d. 
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J=5. 3Hz). 6. 36(1H. brt, J=5. OHz), 4. 90(2H. d. J=5. OHz). 4. 16-4. 13 (4H, m), 
3. 31-3. 27 (4H. m). 
FAB-Mass: 431 (M*H) 

IRCKBrte^Jti) V/ (cm-'): 1583. 1531, 1387, 1340, 1315. 1215, 1 161, 1 1 13, 1014. 
854, 743. 

mmm 399 4 - ie-c^nn-A-^y^i^) -n- (4-7xy + '>7x 

mj^: 188-189 r 

•H-NMRCCDClj) (5 (ppm): 8. 72(1H. d. J=5. OHz), 8. 00(1H. d, J=8. 9Hz), 7. 96(1H. 
d. J=2. 3Hz). 7. 60(1H, dd, J=8. 9Hz, 2. 3Hz), 7. 37-7. 24(4H. i), 7. 07-6. 98(2H. 
m). 6. 97-6. 93(4H. m). 6. 85(1H, d. J=5. OHz). 3. 80-3. 76(4H, m). 3. 20-3. 16(4H. 
in). 

FAB-Mass: 459(M*+1) 

IR(KBriS^J}4) v(cm-'): 1639, 1537, 1506, 1489, 1417, 1371. 1236, 997, 838. 
^MM 4 0 0 N-^>i^)V- 4- (6-^aP-4-^y U;i/) 

'y>9^ti)i't^^'*)-s.]^ (fk^ti4oo) 

m,^: 173-174 ■€ 

'H-NMRCCDClj) 6 (ppm): 8. 66(1 H, d. J=4. 6Hz), 7. 96-7. 93(2H. m). 7. 57(1H, dd. 
1=8. 9Hz. 2.0Hz). 7. 33-7. 23(5H. m). 6. 82(1H, d. 1=4. 5Hz). 6. 37(1H. brt. 
J=5. OHz), 4. 90(2H. d, J=5. OHz), 4. 12-4. 09(4H, m). 3. 23-3. 20(4H. m). 
FAB-Mass: 399 (M* +3). 397(M'+1) 
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IR(KBrte^J?4) 1/ (cm"') : 1579. 1531. 1495. 1450. 1387. 1369. 1360, 1333, 1275. 
1225. 1205. 1 142, 101 1. 957. 926. 860. 843. 735. 

mmm 4 0 1 N- (4-^oa^>v;i') -4- (6-i'PP-4-+y UJU) 

- 1 - tr^7v>5"^;^j;i.#+if5 K (fb^ti4 0i) 

99!t; 

Sl.^: 89-90 r 

'H-NMRCCDClj) (5(ppDi): 8. 64(1H. d. 1=5. OHz). 7. 94-7. 91 (2H, m), 7. 58(1H. dd. 
]=8. 9Hz. 2.0Hz). 7. 29-7. 21 (4H. m). 6. 82(IH. d, J=5. OHz). 6. 59(1H. br). 
4. 87(2H. d. 1=5. OHz). 4. 16-4. 12 (4H. m). 3. 25-3. 21 (4H, m). 
FAB-Mass: 433 (M* +3). 431 (M* +1) 

IR(KBr^^JS) V (cm-') : 1641, 1587. 1531, 1510, 1385. 1327. 1227. 1 157. 1 124. 
999. 833. 

IR(KBr^^Jffi) v(cDi-'): 1574. 1539, 1497, 1371. 1327. 1205, 1014. 841. 
^IS^J 4 0 2 4 - (6 -^^□o-4-^y U;i/) -N- (3-tf3'j;U) -1 

JR^: m 

BM,: 162-164 X: mMW 

'H-NMR(7U-'f*J. CDClj) 6 (ppm) : 8.68(1H. d. J=5.0Hz). 8. 44-8. 39 (2H. m). 
7. 97-7. 94(2H. in). 7. 78(1H. d, J=7. 9Hz), 7. 59(1H. dd, J=8. 6Hz. 2.0Hz). 
7. 29-7. 17(2H. m), 6. 85(IH. d. 1=5. OHz). 4. 94(2H. d, J=4. 9Hz). 4. 21-4. 17(4H. 
m). 3. 27-3. 23 (4H, m). 
FAB-Mass: 400 (M* +3). 398(M*+1) 

IR(i^i!i^. KBr^^JS) i/ (cm ■') : 1605, 1585. 1539. 1506. 1471. 1410. 
Mmm 4 0 3 N-^>zy)V-4-(6-h^)y)Vtn;i h + v - 4 - / U ;l/) 

- 1 -lf^7v>^^;^j;P4^+1j-5 H ab^i^4 0 3) 

6. 7-x^h:^v-4- il-^^yi^-)l) +:h7U >0{^t> 0 (C 6 - h 
U7;i/:top^ h=l^->-4- (1 -tf^^v-JU) U >i£fflV^5C<!:t^ntt. 
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IK^: 93!i; 
Mj^: 70-71 "C 

'H-NMRCCDClj) i5(ppin): 8. 75(1H. d, J=5. OHz), 8.09(1H, d, J=9. 3Hz), 7. 82(1H, 
s). 7. 53(1H, d, J=9. 3Hz). 7. 36-7. 30(5H. m), 6. 89(1H, d. ]=5. OHz). 6. 12(1H, 
br). 4. 91(2H, d. J=4. 6Hz), 4. 16-4. 12 (4H. m). 3. 29-3. 25(4H. m). 
FAB-Mass: 447 (M* +1) 

IR(KBr^?|lJ&) V (cm"') : 1585, 1539, 1512, 1458. 1379, 1336, 1263, 1215, 1 167. 
1014. 

4 0 4 N- (4-7xy + ->7x-;i/) -4- ( 7 - h U 7;!/;^ □ 
6, 7 (1 -fcf'^^v-jU) ^i-^/^Jy(Di^tDr)\z. i- 

hU7;L':tD^5^;i'-4- (i-hf^7v-;u) ^ J ^)y^m-^^z.tsik^\t. 

JR^: lOOX 

163-164 X, 

'H-NMR(CDCl3) (5 (ppm): 8. 85(1H. d. J=5. OHz), 8. 39(1H, d, J=l. 7Hz), 8. 15(1H, 
d. 1=8. 9Hz), 7. 70(1H, dd. ]=8. 9Hz, 1.7Hz). 7. 37-7. 26 (4H. in), 7. 09(1H, m), 
7. 05-6. 96(5H, m), 6. 59(1H, brs), 3. 83-3. 79(4H, m), 3. 30-3. 27(4H, m). 
FAB-Mass: 493(M*+1) 
i^JlTO||SE«Sj4 0 5*3cfct^4 0 6tC*5liTtt, HJS^iJ 1 <^ 6 , + v 

-4- (1 -e^^ ->'-;!/) +::^y'J>w^^t•^ptc7 -^□p-4- 
7v-;i/) ^ry'J>Sfflt^ s/i7x-;i/^v->7t^-ho^-^t)0(z^j^;-r5< 

%W\ 4 0 5 N-^>v;i/-4- (7 -:i700-4-^^y 'JJP) 
'yy=^i[ti)\^itsir^^ K (ft:^tl4 0 5) 
1R$: 89!K 
Si,^: 84-86 t: 
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'H-NMR(CDCl3) 5 (ppm) : 8. 59(1H, d. J=5. OHz), 7. 93(1H. d, J=2. OHz). 7. 89(1H, 
d, J=8. 9Hz), 7. 39(1H. dd, 1=8. 9Hz, 2.0Hz), 7. 31-7. 20(5H. m), 6. 96(1H. brt, 
J=5. OHz). 6. 74(1H. d. J=5. OHz). 4. 90(2H. d, J=5. OHz). 4. 12-4. 11(4H. m), 
3. 22-3. 18(4H, m). 
FAB-Mass: 399 (M* +3), 397(M*+1) 

IR(KBr^^J^) vCcm-'): 1537, 1504, 1427. 1379, 1335. 1250, 101 1, 878, 824, 
698. 

mmn 4 o e 4- (7 -^□□-4-4^/ u;p) -n- (s-euujv) -1 
mm-, m 

mj^: 170-173 i^mm 

'H-NMR(7'J-'f*:. CDCI3) 5 (ppi) : 8. 68 (IH, d. J=5. 0Hz). 8.44(1H. dd, J=4. 9Hz. 
1.7Hz), 8. 40(1H. d, J=2. OHz). 7. 99(1H. d, J=2. OHz), 7. 92(1H. d. J=8. 9Hz). 
7. 77(1H. ddd. J=7. 9Hz. 2. 0Hz, 1.7Hz). 7. 43(1H, dd. J=8. 9Hz, 2. OHz), 7. 25(1H. 
dd, J=7. 9Hz. 4. 9Hz). 7. 08(1H. brt. J=5. 3Hz), 6.81(1H. d. J=5. OHz). 4. 94(2H. 
d. J=5. 3Hz). 4. 20-4. 16(4H. in). 3. 28-3. 25 (4H. m). 
FAB-Mass: 400(M*+3). 398(M*+1) 

limrn^, Urmi^) vCcm-'): 1606, 1539. 1510, 1443. 1414. 1209. 1012. 

4 0 7 N- (4-7xy + v7x-)l') -4- (6, l-'y;^^^'^- 
4-4^y>j;U) - l-}d^y'y>ti}lts^^5.\i Ht^tl4 0 7) 

4- (6. 7-v7;i/^D-4-^-tyu-;i/) - 1 -tf^7v>*;i/^>ig 

v-4- + y - 1 - tf^7v>:^7;i/#>Kterl-y5";i/XXxJU?:fflVi§ 

1R$: 57!i; 

MM.: 204-206 X: 

'H-NMR(CDClj) 5(ppi): 8. 59(1H. d, J=5. OHz). 7. 40-7. 26(6H. m). 7. 06(1H. m). 
6. 98-6. 93(5H. m), 6. 79(1H. d. J=5. OHz). 4. 01 (3H, s), 4. 00(3H. s), 3. 78(4H. 
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id). 3. 19(4H. m). 
FAB-Mass: 485(M*+1) 

IR(KBrMte) v(cm-'): 1633. 1583, 1541. 1508, 1487, 1423, 1248. 1217. 993, 
843, 750. 

iJ^TcO^JS^j4 0 8 ~4 1 0 (C^5liTfi, ^MM3 2 9(D4- (6.. 7-'>*7 

<Df^t)0l3##^?lJl 8Tt#e)n?)4- (6, 7 - H + v- 3 -X 
t^=L)\,-4-^/ U;P) - l-kl^yi^>t)Vt^>m tert-:/5^;i/XXx;i/^^ffl 

4 -7xy 4^->7xx;Ky v7^>- h (^i£^j4 o s Ttt^wssfflu^s) 

^iS^J 4 0 8 4- (6. 7 -i^^h^'y-3-Xh^iytl)['-!^=.)l-4-^y 

^))V) -N- (4-7xy^->7xx;[/) - 1 -tf^7v>*;i/7j^+-y-^ H ({t 

^tl4 0 8) 
JR^: lOOiK 
Hi*: 163-164 "C 

'H-NMR(CDCl3) (5(ppin): 8. 76(IH. s), 7. 52(1H. brs), 7. 37(1H. s), 7. 32(1H, s). 
7. 29(2H. d. J=7. 9Hz). 7. 22-7. 16(2H. m). 6. 95(1H. dd. J=7. 9Hz. l.OHz), 
6. 87-6. 84(4H. m), 4. 31(2H, q. J=7. 3Hz), 3. 94(3H. s). 3. 92(3H. s), 3. 70(4H, 
m). 3. 24(4H, m), 1. 32 (3H. t, ]=7. 3Hz). 
FAB-Mass: 557(M*+1) 

IR(KBr^^J^) v(ciD-'): 1717, 1633. 1506. 1427. 1266, 1215, 1 180, 999. 860. 
^MM 4 0 9 N-^>v;U-4- (6, 7 - h^'y- 3 - JLh^i^tJ 

x;i/-4-:^y ij;i/) - i - e^7>'*>9^:t;^;i/^+-tf5 H ({t^ti4 0 9) 

JR^: lOOit; 
Sl,^: 174-175 X: 

'H-NMR{CDCl3) (5 (ppm) : 8. 78(1H, s), 7. 40-7. 26(7H. m), 6. 18(1H, brt, J=4. 6Hz), 
4. 91(2H, d, J=4. 6Hz), 4. 40(2H. q, J=7. 3Hz), 4. 08(4H, n). 4. 01(3H, s). 4. 00(3H. 
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s). 3. 36-3. 33(4H. m), 1.41(3H. t. J=7. 3Hz). 
FAB-Mass: 495 (M*+1) 

IR(KBr^^JS) v/(cin-'): 1701. 1537. 1497, 1475. 1427. 1263. 1203, 860. 

4 1 0 4- (6, 7-'y?^h^iy-3-Xh^'ytl)Vt^~)\/-4-^J 
UJI/) -N- (3-kfli'j;i/) - l-}d^y'y>^ttl)lt^^-^2.\i iift^ 
4 1 0) 

n -. m 

m.^: 92-94 t: 

'H-NMRCCDClj) (5 (ppm): 8. 79(1H. s), 8. 48(1H. dd. J=5. OHz, 1.3Hz). 8. 47(1H, 
d. 1=2. OHz). 7. 80(1H. ddd. J=7. 9Hz, 2. OHz, 1. 3Hz). 7. 41(1H, s), 7. 38(1H. s), 
7. 28(1H. dd, J=7. 9Hz, 5.0Hz). 6. 65(1H. brt, 1=5. 3Hz). 4. 97(2H. d. J=5. 3Hz), 
4. 40(2H. q. ]=7. 3Hz). 4. 13(4H. m). 4. 03(3H. s). 4. 00(3H. s), 3. 37-3. 33(4H, 
m). 1.41(3H. t. J=7. 3Hz). 
FAB-Mass: 496(M*+1) 

IR(KBr^^J}*) v(ciD-'): 1712, 1502. 1478. 1427, 1263, 1205. 

4 1 1 N- (4-7xy=t^>'7x-;i/) -4- {8 - h ') 7 )ltu 
)V- - l-^^y i/>tJ)Vt^^-^ 5.]^ ({b^#l4 11) 

6, 7-v/h + v-4- (l-tf^7v-;i') ^i-V^}>(DRt)^\Z. 8- 

h*)y)\^tD;^^)i- 4- ( 1 -k:^7->*-;p) ^) >^m\'^^ztpj,mt. 

iR^: lOOX 
Mj^: 214-215 r 

'H-NMR(CDClj) 5 (ppm): 8. 88(1H. d, J=5. OHz). 8. 24(1H, d, 1=7. 9Hz), 8. 04(1H. 
d, J=6. 9Hz). 7. 55(1H. dd, 1=7. 9Hz. 6. 9Hz). 7. 37-7. 26(4H, m). 7. 06(1H, m). 
6. 99-6. 93(5H. n). 3. 81-3. 77(4H, m). 3. 22-3. 19(4H. id). 
FAB-Mass: 493(M*+1) 

IR(KBr^^J&) i/(cin-'): 1641, 1587. 1538, 1508, 1491, 1417. 1317, 1294. 1230. 
1 138. 999. 939. 825, 754. 
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4 1 2 4 - (8-^DD-4- + y'J;P) -N- (4-7x/^->7x 

- 1 -tf^7v>*;t/3j^+ii-5 H ({b^!^4i2) 

itX$: 99ii; 
§31;^: 174-175 "C 

'H-NMRCCDClj) (5(ppin): 8. 82(1H. d. J=5. OHz). 7. 93(1H. d. J=8. 6Hz). 7. 79(1H. 
d, J=7. 6Hz), 7. 43-7. 24(6H, in). 7. 04(1H. dd. J=7. 3Hz, 1. 3Hz), 6. 96-6. 90(4H, 
m), 6. 87(1H. d. J=5. OHz). 3. 78-3. 75(4H. m). 3. 18-3. 15 (4H. m). 
FAB-Mass: 46 KM* +3), 459(M*+1) 

IR(KBr^?fiJffi) v(cm-'): 1638. 1531. 1506. 1489. 1410. 1225. 996. 931. 831. 
768. 

mmm4 1 3 4- (6-;i^JI/-5--hn-2-HU7Jl':tD^5';U-4- 
+ y'j;i/) -N- (4-7xy+v7x-;i/) - l-\£^y'y>tl)Vt^^-&S.]i 
«k^!^4 1 3) 

6, 7-v;CH + ->-4- (l-l:!^7v-;i/) ^tV ^) >(Di^t>rHZ, 6- 

5 -^hn- 2 - h 'J 7;i'^D/f-;u-4 - ( i - tf^^v^;!^) 

JR^: 96!i; 

lii.'^.: 197-198 t: 

'H-NMR(CDClj) (5(ppi): 8. 24(1H, d. J=8. 6Hz). 7.70(1H. d. J=8. 6Hz). 7. 54(1H. 
s). 7. 35-7. 25 (4H. m). 7. 04(1H. m). 6. 98-6. 93(4H. m). 6. 62(1H, brs), 
4. 07-4. 02 (2H, m). 3. 33-3. 23(2H. m). 3. 13-3. 08(2H. m). 2. 93-2. 84(2H. m). 
2. 51(3H. s). 
FAB-Mass: 552 (M'+1) 

IR(KBr^^J^) V (cm"'): 1626. 1539. 1508. 1489. 1423. 1381, 1252. 1227. 1 190. 
1136. 1099. 989. 922. 841. 750. 
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Sl~fO)Mmm4 1 4^^U4 I 5\Zidl^Titmmm3 2 9(D4- (6. 7-v 
7)Vtn- ^-^i-V^)^^) - l-\^^yiy>ti)Vt^>m tert-:/^;PxXf- 
JKDi-^t>0H#%«^J2 0-ef#bn§4- il-7^yi^=.)l) -l-ff^7v> 

4 1 4 N- (4-7xy=^i>7x-;i') -4- ( 1 - 7^5^ 7v?-;i/) - 
1 - t!^7v>:tj;i/4^=^1j-5 K (^b^!^4 14) 
W: 983! (.2^m 
m^: 202-203 t: 

'H-NMRCCDClj) (5(ppin): 9. 20(1H, s), 8. 08(1H, dd, J=8. 6Hz, 2. 3Hz), 7.95- 
7. 83(3H. m), 7. 41-7. 26(4H. m), 7. 07(1H. m). 7. 00-6. 96(4H. m), 6. 82(1H. brs). 
3. 84-3. 81 (4H. in), 3. 66-3. 63 (4H. m). 
FAB-Mass: 426(M*+1) 

IR(KBr^^J^) 1/ (cm"'): 1649, 1587. 1531, 1506, 1487. 1410, 1377, 1228, 1003. 
835. 

mmm 4 1 5 n- (4--hp7x-;i/) -4- (i-7^^vx;p) -1- 

^^y'J>tl}Vt^^-^S. K ({k^#j4 1 5) 
JR^: lOil! 

'H-NMRCDMSO-dj) 5 (ppm) : 12. 19(1H, brs), 9. 36(1H. s), 8. 27(1H, dd. ]=8. 6Hz, 
1. 3Hz), 8. 17(2H. d, J=9. 2Hz), 8. 04-7. 84(3H, m), 7. 77(2H, d, J=9. 2Hz), 
3. 75(4H. m), 3. 15(4H. m). 

Ji^T<7)*l^J4 1 6*5ckt)J4 1 7 t*3t^Ttt3IJ|«^j3 2 9C7)4- (6, 7-v 
7;i/:f 0-4 -+±yU-;i/) - 1 -tr^7v>:^;l/4^>S2 tert-:/5^Jl/XXx 
;K^ftt)0 H##^J2 0(1) l:#bn-5 4- (4 -i7 □□ - 1 -7^5'7->*x;i/) 
- 1 -lf^7v>;^;i/7t^>^ lert-y5^;i/XXT;i/^ffl(^i. 4-7x7^ >'7x 
x;i/-i'V->7^^-h (*»4 1 6T«^0tSffl(/^§) (Df^bOfw^fft^-r^-r 



270 



wo 98/14431 PCT/JP97/03510 

4 1 6 4- (4 -i'DD- 1 -7^7v:i;U) -N- (4-7xy + -> 
7x-;l') - 1 -hf<7v>;^Jl.jK+1i-$ K (ft^tl4 16) 
iR^: m% 
MM.: 196-197 t: 

'H-NMRCCDClj) (5 (ppm): 8. 25(1H, dd. J=7. 3Hz, 3.0Hz). 8. 08(1H. dd. J=6. 9Hz. 
2. 3Hz), 7. 97-7. 90(2H. m). 7. 39-7. 26(4H. m), 7. 04(1H, m), 6. 98-6. 93(4H. m). 
6. 88(1H, brs). 3. 82-3. 78(4H. m). 3. 60-3. 57(4H, m). 
FAB-Mass: 462 (M* +3), 460(M*+1) 

IR(KBr^^J?i) v(cBi-'): 1655. 1508. 1489. 1410. 1242. 997. 775. 
IIM^J4 1 7 4- iA-'^nu- I - y^yz/~)\,) -N- (4-nhn7x 
- 1 -h!^7v^>;^;i/^+1i-5 K ({l:^!^4 17) 

•H-NMRCCDClj) (5 (ppm): 9. 21(IH. brs). 8. 24(1H. m). 8. 17(1H. m). 8. 11 (2H. d. 
]=9. 2Hz). 8. 09-7. 98(2H, m). 7. 76(2H. d. J=9. 2Hz), 3. 88-3. 84(4H. m), 
3. 57-3. 53 (4H. m). 
FAB-Mass: 415(M* +3). 413(M* +1) 

4 1 8 4- (4 -^>v;l/- 1 -7^7V-;i/) -N- ( 4 - 7 x 7 

'>7x-;i/) - 1 -t!^7v>;^;L'4^4^-!t5 H (^t;'&ti4i8) 

6, 7->?^N + v-4- (1 -tf^^v:::;!^) ^tV^) ><Di^t>r)\z. 1- 
^>v;L'-4- (l-tf^7v-;P) 7:5'7v>&ffll/^-l)^<i:li;l^1-tt, 6 

i|X$: 75!« 
Sli,^^: 100-101 t; 

'H-NMR(CDCl3) 6 (ppm): 8. 07-7. 99(2H. m). 7. 81-7. 70(2H. m). 7. 39-7. 15 (lOH. 
m). 7. 03(1H. m). 6. 97-6. 90(4H. i). 4. 60(2H, s). 3. 81-3. 77(4H. in), 3.57- 
3. 53(4H, m). 
FAB-Mass: 516(M*+1) 
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IR(KBr^^JJ^) v(cin-'): 1637. 1541. 1508, 1491, 1414, 1227. 995, 768. 

4 1 9 4- (1. 3-->*X^;i/- 1, 3 -vt HP- 2 -t=^y- 2H 
5 -g]7^^v> - 8-^;i/)-N-(4-7xy+v7x-;i/) 

- 1 -tf^7->'>;^;i/4^^it^ K (fb^#J4 1 9) 

4- (6. 7-v7;U:tP-4- + tyU-;l^) - 1 - \^^y 'y>tl )lt^>m 
tert-y5^Jl.XXr;K?)f^it)0l;##«RJ2 n?f#e.nS4- (1. 3-vX5^;i/ 
-1. 3-vfcKO-2-^4^V-2H-< [4. 5-g] 737^v>- 

(i> ^!S«^y 3 2 9 tmU(D:^mz^ o s w^t^ti^ttfc, 

iR^: 95S; (2^m 
WlM.: 125-128 r 

'H-NMRCCDCl,) d(ppiii): 9. 18(1H, s). 7. 49(1H, s). 7. 40-7. 28(5H. m), 7. 06(1H. 
in), 7. 01-6. 98(4H. m), 6. 77(1H, brs). 4. 13-4. 04 (4H. in), 3. 85-3. 82(4H, m), 
3. 63-3. 60(4H. m). 1.44(3H, t. J=7. 3Hz). 1.43(3H. t, J=7. 3Hz). 
FAB-Mass: 538(M*+1) 

IR(KBr^^Jffi) v(cin-'): 1728. 1714, 1645, 1506, 1491. 1471. 1414. 1223. 993. 
752. 

mmm 420 4- (i, 3-vx^;i/-i, z-i^\i\^a-2-t^'^-2H 

-^^yV[4. 5-g]7^y'y>-8--()V) -N- ( 4 - X h □ 7 xXjU) - 
1 -tf^7v>*;i/:J^^1i-5 H ({I:^#I4 2 0) 

##0iJ2 1 (5) -ef#6tlfc4- 1, 3--yX^)l-l. 3- 

vtKP-2-:t=^^V-2H-'f [4. 5-g] 7^5^ 5 v > - 5 - < ;)/) 

- 1 - tf^7 v>*;i/3j^>i? teri-:^^Jl'X7.x;i/ 758. 4ing(l. 65ininol) ©i/*i7 o 
P;^i5'>20ml ^^fc, ^J^TT h U 7;l/^PS^®^ 50inl ^JPA, IS]tfi;gT' 5 Ptr^l 

^1^ltj^L;to M^^i^^-i- hTliSiJL. ^<iSS^. h'Jx^;u7$>T«^ 
L, ?ia£^v^^;i/5j^;i/A7S H lOml (Citi^^li-, 4-XhP7xx;P-r7'>7 
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^- h 297. 3ing(l. 81ininol)$:DP^. ^I^X' 2m^l^Wbrzo K^S?^^7KtC$)tt, 
iK^: 533; 

'H-NMRCCDClj) 5(ppid): 9. 18(1H. s), 8. 98(1H, brs). 8. 11(2H. d. J=7. 3Hz). 
7. 76(2H. d, J-7. 3Hz), 7. 53(1H. s). 7. 49(IH. s). 4. 13-4. 03(4H. m). 3.90- 
3. 87(4H. m), 3. 57-3. 54(4H. m). 1.43(3H. t. J=7. 3Hz). 1.42(3H, t, J=7. 3Hz). 
FAB-Mass: 491(M*+1) 

4 2 1 4-(5-^PD-l. 3 -->*X5^;i'- 1. 3-vth'n-2- 
t + V-2H-'r^:5^y[4. 5-g]7^7v>-8-'r;l') -N - (4-7x7 
^v7x-;i/) -l-}d^yi/yti)Vt-^^^\^ (fb^!t^4 2 1) 

4- (6, 7 -'y-y)VtU-A-^i-'/^)-)V) -l-\i<y'y>l3)Vts>m 
tert-:^^;i/XXx;KDf-lit>0tC##^J2 1 (5) Tt#e.n54- 
-1, 3-vX5"J|/- l, 3-vt KD-2-:t=^^V-2H-'r5^^7 [4. 5 

-g] y^y'yy- ^-^ )V) -\-\i^yi/yti)Vif^y^\ti\-yj-)ix.7.7- 

W: m% 
M.^: 172-173 "C 

'H-NMRCCDClj) 5(ppin): 7. 67(1H. s), 7. 49(1H. s), 7. 38(2H. d, J=8. 9Hz), 
7. 32-7. 27(2H. m), 7. 08-7. 02 (2H. m). 6. 98-6. 94(4H. m), 4. 16-4. 05(4H. m), 
3. 84-3. 80(4H, m). 3. 57-3. 53(4H. m), 1.44(3H. t. J=7. 3Hz), 1.44(3H, t. 
J=7. 3Hz). 

FAB-Mass: 572(M*+l) 

IR(KBr^^J^) v (cin-'): 1726. 1495, 1412, 1383. 1223. 

nmm 4 2 2 4- (1 -< v+y u;i/) -n- (4-7xy4^->7xx;i.) - 
1 - tr^^'>*>:^/;P;}^+-b-^ K ({b^#j4 2 2) 
4- (6. 7->?7;i/:tD-4-+:hyUx;i/) - l-\d^y'y>t))lt^>m 
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3 2 9 i|WH^O:^rilCj;(9@fi<)fb^!^$:t#fc, 
Bj^: 122-123 t 

'H-NMRCCDClj) (5 (ppm) : 8. 14(1H, d, J=5. 9Hz), 8. 08(1H. d. J=8. 3Hz), 7. 76(1H. 
d. J=8. 3Hz). 7. 61(1H. dd. J=8. 3Hz. 6. 9Hz), 7. 52(1H. dd, J=8. 3Hz. 6. 9Hz). 
7. 35-7. 24 (5H. m), 7. 03(1H. m). 6. 96-6. 91 (5H, in), 3. 76-3. 72 (4H, m). 3.45- 
3. 41(4H. m). 
FAB-Mass: 425 (M*+1) 

IR(KBrig^Jfe) v(cin-'): 1637. 1541. 1508, 1489. 1406. 1225. 
t^T©*JSfH 2 3~4 2 SC^Sl^Ttt. mmmi^<D6, 7 -v^ K=^^v-4 

- (1 - t!^7v:i;i/) ^tV^J>(Di^t>r,\zm7y')ti^ne> 7 O6512 

( 1 9 6 8) (CfS«C75:^}iT#e.n§ 6. 7-v>^ 

V -> 7 ^ - h t) L < y V 7 h -5 i: I^Jl^1>«, ^Jfi^^j itmm 

IliSgiJ 4 2 3 4 - (6. 7 - h + ->- 1 V + y U;!^) -N- (4-7 
i/:^v7xi:;i/) - 1 -\^^yi;ytJ)Vt^^^^]^ (fl:^tl4 2 3) 
87« 

il,^: 178-179 TG 

'H-NMR(CDCl3) 5 (ppm): 8. 07(1H. d. 1=5. 6Hz), 7. 37-7. 26(5H. m), 7. 21(1H. d, 
J=5. 6Hz). 7. 05(1H. s). 7. G5(1H. n), 6. 98-6. 95 (4H. n). 6. 76(1H. brs), 4. 01 (3H. 
s), 4. 00(3H. s), 3. 78-3. 74(4H, i), 3. 42-3. 38 (4H. m). 
FAB-Mass: 485(M*+1) 

IR(KBr^^Jft) y (cm-'): 1633. 1541, 1508, 1489, 1477. 1417, 1377, 1296, 1250, 
1215, 1201, 991. 860. 752. 

mmm 424 K-^>'y)v-4- 7 -v;/ h+->- 1 --ry+y u;p) 

- 1 -e^7v>^7r:^;i/^+-!t5 i>* ({b^ti4 2 4) 
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Bj^.: 171-172 X: 

'H-NMR(CDCl3) dim): 8. 02(1H, d, J=5. 6Hz). 7. 34-7. 24(6H, m), 7. 19(1H, d. 
J=5. 6Hz), 7. 03(1H, s), 6. 18(1H. br). 4. 90(2H, d. J=3. 3Hz), 4. 07(4H, m), 
3. 98(3H. s). 3. 97(3H. s). 3. 42-3. 40 (4H. m). 
FAB-Mass: 423(M*+1) 

IR(KBril^JJi) v(cin-'): 1568, 1539, 1508, 1479, 1437, 1419, 1335. 1267, 1230, 
1215. 1201. 1 161, 987. 

4 2 5 4- (6. 7 -v^ h=^v- 1 -< V + y UJI/) -N- (3-e 
□ UJU) - 1 -\^^y'J>^ttl)lt-^D-^ K • 2mmM (ft^tl4 2 5) 

gs*: 195-197 x: mmw 

'H-NMR(7 'J— CDCI3) 6(ppin): 8. 43-8. 41 (2H, m). 8.01(1H, d, J=5. 6Hz). 
7. 78(1H. ddd. J=7. 9Hz, 2.0Hz. 1.7Hz). 7. 33(1H. s), 7. 24(1H, dd, J=7. 9Hz. 
5.0Hz), 7. 20(1H, br), 7. 19(1H. d. J=5. 6Hz). 7. 04(1H. s), 4. 95(2H. d, J=5. 3Hz), 
4. 17-4. 13 (4H, m), 3. 99(3H. s), 3. 98(3H, s). 3. 43-3. 40 (4H. m). 
FAB-Mass: 424(M*+1) 

lR(^^ii, KBrig^JJi) vCcm"'): 1610, 1535. 1510, 1477. 1446. 141 1. 1394. 
1381, 1281. 

SkT<Dmmm4 2 6ii^ZS4 2 7 \Zii\^^X\i. M^^J 1 W 6 . 7-v>CH4^-> 
-4- ( 1 - e^^v-;!/) ^:^-7U ><Dftt)0{C6, (1 

4 2 6 4- (6, 7 -i^;<h^'>-4-iy>y ^J-)V) -N- (4-7 
xy + ->7x-;L') - l-h:^y 'y>tl )Vt^^-^ 5.}^ iit^^4 2 6) 
itX*: 73!i; 
mi^: 1 65-167 X: 
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'H-NMRCDMSO-dj) 5 (ppni) : 8.85(1H, s). 8.73(1H, brs), 7.65(1H, s). 7.51(2H. 
d. J=8. 6Hz). 7. 36(2H, dd, J=8. 6Hz, 7. 9Hz), 7. 15(1H, s), 7. 09(1H, m), 

6. 97-6. 94 (4H, m), 4. 01(3H. s), 4. 01(3H. s). 3. 77-3. 74(4H. m). 3. 41-3. 38(4H. 
m). 

FAB-Mass: 486(M*+1) 

IR(KBril^Jffi) v(cin-'): 1662, 1533. 1506, 1435, 1416, 1381. 1229, 997, 868. 
4 2 7 4 - (6, 7 -v^ H^->-4-'>>/U-;U) -N- ( 3 - tf 
- 1 - EKyzy>^ttJ)Vt^^^^\^ (fb^i^4 2 7) 
W: 89!S 
m.^.: 181-190 X: 

'H-NMR(CDCl3) 6(ppin): 8.64(1H, s), 8.49(1H. d, J=2.0Hz). 8.46(1H, dd, 
J=4. 9Hz. 1.7Hz). 7. 78(1H. ddd, J=7. 9Hz. 2.0Hz. 1.7Hz), 7. 60(1H. s), 

7. 28-7. 22(2H. m). 7. 07(1H, s), 4. 98(2H. d, J=5. OHz). 4. 24-4. 20(4H. m). 
4.G5(3H. s), 4. 03(3H. s). 3. 39-3. 36 (4H, i). 

FAB-Mass: 425 (M*+1) 

IR(KBr^^JJi) v(cin-'): 1535, 1506. 1437, 1416, 1373. 1288, 1242. 984. 
i^T©ll5fi«RJ4 2 8-4 3 1 IliJViTtt. Mmmi(D&, 7 - i/;^ h -> - 4 

- (l-e^^vnJl/) ^i-V^)><DiXt>K)\Z (d 1) -6, 

4- (h5>X-2. (l-bf^7v-;i/) ) ^■tV'jy^^l^K 

4 2 8 (dl) -4- (6, 7 ^ + '>-4-+:^7'J^;^) -N 

- (4 -7x/=^^;>7x-;i/) - {hy>X-2, 5-->*;<^;U) - l-li^y 

IX^: 51SK 
HS,^: 182-184 

'H-NMRCCDCl,) (5(ppin): 8. 67(1H, s), 7. 38-7. 26(5H. in). 7. 09-7. 04(2H, m). 
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7. 00-6. 96 (4H. m), 6. 54(1H. brs). 4. 70(1H. in), 4. 39(1H, m), 4. 03(3H. s), 
4.00(3H, s), 3. 88(2H. m). 3. 82-3. 74(2H, m). 1.38(3H, d, J=6. 6Hz), 1. 33(3H, 
d. J=6. 6Hz). 
FAB-Mass: 514(M*+1) 

IR(KBr^^Jte) v(ciD-'): 1641. 1539. 1508. 1489. 1429. 1333. 1221. 1 169. 

4 2 9 (dl) -4- (6, 7 -y^h^y-4-^i-V^}-)V) -N 
- (4 h07x-;i/) - (h^>7.-2. 5-v;<^;i/) - l-\£^y9> 
h* ({b^#l4 2 9) 

IR^: lOOX 
MM.: 226-227 X: 

'H-NMR(CDCl3) 5(ppin): 8.66(1H, s), 8.15(2H. d, J=9.2Hz), 7.63(2H. d, 
J=9. 2Hz). 7. 52(1H, brs), 7. 24(1H, s). 7. 09(1H. s). 4. 71(1H. in), 4. 48(1H. m). 
4. 01(3H, s), 4. Q0(3H, s). 3. 90-3. 89 (2H. i), 3. 85-3. 73 (2H. m), 1. 37(3H. d. 
J=6. 6Hz), 1.33(3H. d, 1=6. 6Hz). 
FAB-Mass: 467(M++1) 

IR(KBr^^Jffi) V (cm-'): 1647. 1541. 1504. 1417. 1331. 1244. 1 109, 1039, 1001. 
851, 750. 

4 3 0 (d 1 ) -N-^>v?;i/-4- (6, 7 - ^ h^^'y- 4 -^-T 

5 h* 4 3 0) 

88!l! 

WL^: 102-103 t: 

'H-NMRCCDClj) (5 (ppm): 8. 61(1H. s). 7. 35-7. 28(5H. m), 7.20(1H. s), 7.06(1H, 
s). 6. 39(1H. brt, 1=5. OHz). 5. 01 (2H, dd. 1=14. 5Hz, 5.0Hz), 4. 86(1H, dd, 
J=I4. 6Hz, 5.0Hz). 4. 73(1H, m), 4. 24(1H. m), 3. 98(3H, s). 3. 98(3H, s), 
3. 95-3. 71 (3H. m). 1.35(3H, d, J=6. 6Hz), 1.27(3H, d. 1=6. 6Hz). 
FAB-Mass: 452 (M*+1) 

IR(KBr^^JS) V (cm-'): 1576, 1506. 1473. 1429. 1335, 1242, 121 1, 1 167, 1055, 
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1003. 

4 3 1 (d 1) -4 - (6. 7 -'y)^h^'y- 4-=^tV^)~)l) -N 

- (3-e3U;i/) - (K7>X-2, 5-'J^9)V) -l-M^yVy^irtl 
Mfs^^^ K (fl:^tl4 3 1) 

W: m 

mM.: 224-225 t: 

'H-NMR(CDCl3) (5(ppin): 8. 63(1H. s), 8. 49(1H. dd, J=4. 6Hz, 1.3Hz), 8. 45(1H, 
s), 7. 79(1H, d. J=7. 6Hz). 7. 28(1H. dd, J=7. 6Hz. 4. 6Hz), 7. 23(1H, s); 7. 05(1H. 
s). 6. 56(1H. br), 5. 05{2H, dd, J=15. 2Hz, 5. 3Hz), 4. 91(IH, dd. J=14. 9Hz, 
5.0Hz), 4. 75(1H, in), 4. 26(1H, m), 4. 02(3H, s), 3. 99(3H, s), 3. 91(3H, in), 
1.35(3H, d. J=6. 3Hz), 1.28(3^ d. J=6. 9Hz). 
FAB-Mass: 453 (M*+1) 

IR(KBr^^J^£) v(cin-'): 1547. 1508, 1475. 1427, 1406, 1328, 1242. 1001. 
i^TCD||M0iJ4 3 2-4 3 4(C*5<.^Tfi, HMt^J 1 © 6 . 7-VP^h + ->-4 

- (1 -tf^^v-)!/) ^•rV')y(D\Xt>r)\Z^, 7-i?^h + v-4- [->7. 

-3. 5-v^f^;u (1 -tf^7i^-;i/) ] ^i-'/^ry^m^'^. S;t7x-;K 

jlM^J 4 3 2 4- (6. 7 -v^ h:^^^- 4 -+:hyU->il') -N- (4-11 

ho7x-;i/) - (->x-2, 6-->*^^;i/) - 1 - tr^7v>:^;i/^+if5 K 

(fb^tl4 3 2) 
95S1 

Sli.'S: 237-238 "C 

'H-NMRCCDClj) 5(ppi): 8. 74(1H, s), 8. 37(1H. brs), 8. 15(2H, d, J=9. 2Hz), 
7. 76(2H, d, J=9. 2Hz), 7. 37(1H, s), 7. 29(1H, s), 4. 60(2H, m), 4. 05(3H, s). 
4. 02(3H. s), 4. 00(2H, m), 3. 21(2H, dd, J = 12. 9Hz. 4. 3Hz). 1.66(6H, d, 
1=6. 9Hz). 

FAB-Mass: 467(M*+1) 
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IR(KBr^i^J^£) 1/ (CD)-') : 1662, 1535, 1502. 1427, 1329. 1313. 1246. 1 140, 1 1 1 1. 
1061. 1003. 851. 

4 3 3 N-^>v;i/-4- (6. 7 -y;^h^'y- 

4 3 3) 
W: m 
Mj^: 1 65-166 

'H-NMR(CDCl3) 6 (ppm) : 8. 71 (IH. s). 7. 38-7. 29(6H, m). 7. 27(1H, s). 5. 98(1H. 
brt. J=4. 6Hz). 5. 06(2H. m), 4. 95(2H, d, 1=4. 6Hz), 4. 03(3H. s), 3. 99(3H. s). 
3. 97(2H, m). 3. 26(2H, dd, J=13. 2Hz. 4. 3Hz), 1.64(6H, d, J=6. 9Hz). 
FAB-Mass: 452 (M'+1) 

IR(KBrl$^J^) V (cm"') : 1537. 1506, 1475. 1454, 1427, 1335. 1236, 1 136, 1003. 
698. 

mmm 434 4- (6. 7-'>*p^h+>'-4-^-fy'j-;i/) -n- (3-e 
□ - (->x- 2. 6-->*^^;i/) - i-}d<yi^>^tti)UTf^^D-s. H (it 

^#14 3 4) 

W: 93s; 

m.^: 187-188 r 

'H-NMRCCDClj) 6(ppin): 8. 71(1H. s). 8. 54-8. 51(2H. m). 7. 78(1H. in), 7.32- 
7. 28(3H. m). 6. 32(1H, brt. J=5. OHz), 5. 09(2H. n). 5. 01(2H, d, J=5. OHz), 
4. 04(3H. s). 4. 00(3H, s). 4. 00(2H. m), 3. 27(2H. dd. J = 13. 2Hz, 4. 3Hz), 1.65(6H. 
d. J=6. 6Hz). 
FAB-Mass: 453(M*+1) 

IR(KBr^?fiJS) v,(cin-'): 1541, 1506, 1475, 1429. 1371. 1336. 1255. 1236, 1213, 
1 134. 1061. 1001, 918. 872. 849. 822, 716. 

UiTO^ja«f!|4 3 5 ~4 3 7(;*3t,iTti> ^mni(D6, 7-vp^h + ->-4 
- (1 -kf'^^v-;!/) +:)-y'J>®R*D0tim7 7'J;^#l1=6 7 0 6 5 1 2 

( 1 9 6 8) \zmm(D:^m-nm^n^6, 7 -v/ h+v-4-^^ (i-tf^ 
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4 3 5 4 - (6, 7 -->'^ ^4^i/-4-^:^-'/•J-;^) -N- (4-7 

xy:^^v7x-;i.) - 1 -:j^tt!^7v>;^;i/3j^+ii-^ H ({b:-&ti4 3 5) 

iR^: 95S; 
Mj^.: 93-96 "C 

'H-NMRCCDClj) (5 (ppm) : 8. 58(1H. s). 7. 33-7. 26(4H, m). 7. 21 (IH, s), 7.18(IH, 
s), 7. 05(1H, m). 6. 97-6. 92 (4H. m). 6. 71 (IH. brs). 4. 04-3. 84 (6H. m). 4. 00(3H. 
s), 3. 96(3H. s), 3. 69-3. 65(2H, m). 2. 17-2. 14 (2H. m). 
FAB-Mass: 500 (M* +1) 

mm^M^) v/(cin-'): 1641. 1576. 1508, 1489, 1417, 1356, 1223. 851. ■ 
4 3 6 N-^>v;U-4- (6, 7 -iy^h^'y-A-^tV^)~J\^) 
- 1 -t^^\^^yi^>9^tl)Vt^^-^S. K (fb^tl4 3 6) 
W: 89!l! 
M,^: 86-88 r 

'H-NMRCCDClj) 6 (ppm): 8. 50 (IH. s), 7. 30-7. 22(5H. m). 7. 17(1H. s), 7. 15(1H, 
s). 6. 25(1H. brt. J=5. OHz), 4. 85(2H, d, J=5. OHz). 4. 22-4. 20 (2H, m). 
4. 09-4. 05 (2H. m), 3. 97(3H. s). 3. 95(3H. s), 3. 89-3. 85 (4H, m), 2. 20-2. 16 (2H, 
m). 

FAB-Mass: 438(M*+1) 

IR(KBr^?iiJfe) v(cin-'): 1576, 1506, 1454, 1429, 1354. 1250, 1207. 

4 3 7 4 - (6. 7 -v^ h + ->-4- + :f-yU-;i^) -N- ( 3 - tf 
- 1 -t^^i^^y -yy^f-^ti JVt^^-^ 5. F • 2^WL^ ii\:'^^4 3 7) 
IR$: 618! 

m!^.: 177-183 r im^w 

'H-NMR(7'J-#:. CDCI3) 5 (ppm) : 8. 50 (IH, s), 8.44(1H. dd, J=4. 9Hz, 1.6Hz), 
8. 38(1H, d, J=2. 3Hz), 7. 65(1H, ddd. 1=7. 6Hz, 2. 3Hz, 1.6Hz), 7. 30(1H, s). 
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7. 18(1H, dd, J=7. 6H2. 4. 9Hz). 7. 16(1H, s). 6. 64(1H. brt, J=5. 3Hz). 4. 89(2H, 
d, J=5. 3Hz). 4. 26-4. 24 (2H, m), 4. 1 1-4. 07 (2H, m), 4. 00(3H. s), 3. 97(3H. s), 
3. 97(2H, m), 3. 90-3. 86 (2H. m), 2. 22-2. 17 {2H, m). 
FAB-Mass: 439 (MHl) 

lU^mi^. KBriS^JS) v(cin-'): 1622. 1527. 1502. 1470, 1441, 1392, 1360. 
1323. 1284. 1217. 

iii.T<D^mM4 3 8~4 3 9lC*3ViT{3:, 7 x-;^ V ■>7^^- h CDT^^t) 0 tC 

4 3 8 4- (6, 7 -i^^h^'y- 4-^i-'/^)-)V) -N- h=^'y 
tl)\'t^=.)V)^9-)l- 1 -^^y'yy^^tDlt^^'^S. H (fl:^tl4 3 8) 
W: m 

•H-NMRCCDCl,) d(ppin): 8. 66(1H. s). 7. 28(1H. s). 7. IKIH. s). 6. 28(1H. brt. 
J=4. 3Hz). 4. 49(2H. d. J=4. 3Hz). 4. 16-4. 08(4H. in). 4. 03(3H. s). 3. 99(3H. s), 
3. 88-3. 84 (4H. m). 3. 82(3H. s). 
FAB-Mass: 406 (M* +1) 

mmm 439 4- (6. 7-v;^^^^v-4-=^^:^vu-J^) -n- (2-^: 

'H-NMR(CDCl3) 5(ppin): 8. 68(1H, s). 8. 43(1H. brs). 8. 10(1H. d. J=7. 4Hz). 
7. 28(1H. s), 7. 20-7.08(4H. m). 4. 21-4. 16(4H, in), 4. 04(3H, s), 4. 00(3H, s), 
3. 92-3. 84(8H. m), 2. 93-2. 90(4H. m). 
FAB-Mass: 495 (M* +1) 

I^^T(^IISS^'>J4.4 0-4 4 4{C*5I/^T«, 4- (6. 7 - v;< h^->- 4 

23434 (1973) \Ztim(DMr'n^M 4 - (6, 7->;^h^>'-4 
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4 4 0 4 - (6, 7 h4^v-4-=^:^yU-J^) -N-7x:l-v 

;u- 1 - tf^7v>:^Jl/#+tJ-S H (^t^tl4 4 0) 
19S; 

'H-NMRCCDClj) 5(ppin): 8.69(1H, s). 8.01(2H. d. J=7.9Hz), 7.64(1H, m), 
7. 55-7. 49(2H. m), 7. 28(1H, s), 7. I2(1H, s). 5. 75(1H. brt. J=3. 9Hz), 4. 82(2H. 
d. 1=3. 9Hz), 4. 04(3H. s), 4. 01(3H. s). 3. 73(8H, s). 
FAB-Mass: 436 (M' +1) 

4 4 1 N- (4 -lert--/5^;i'^>v;i') -4- (6. 7-v^h + -> 
-4-+:^^y'J->)^) - l-\::^y>^>tl)Vt-^^S.\i ({b^tl4 4 1) 
iR^: 96!l! 

'H-NMRCCDClj) 5(ppin): 8. 66(1H, s), 7. 39-7. 21 (5H. m), 7. 09(1H. s), 5. 38(1H. 
brt, J=5. 3Hz), 4. 43(2H, d. J=5. 3Hz). 4. 01(3H. s), 3. 98(3H. s), 3. 69-3. 53(8H. 
m). 1.3l(9H, s). 
FAB-Mass: 464 (M* +1) 

4 4 2 4- (6, 7 -VP< b + v-4- + i-yU:i;l') -N- (4-^ 

->;i/^>v;u) - 1 - t;^7v>:^;P4?+-tJ-5 K (^b^i^4 4 2) 

69S; 

'H-NMRCCDClj) oMppm): 8. 67(1H. s). 7. 80(2H, d. J-8. 5Hz), 7. 45(2H, d, 

J=8. 5Hz), 7. 28(1H. s). 7. 10(1H, s). 5. 54(1H, brt. J=5. 6Hz). 4. 54(2H. d, 

J=5. 6Hz), 4. 03(3H. s), 3. 99(3H. s). 3. 70(8H, brs). 3. 02(3H. s). 
FAB-Mass: 486 (M* +1) 

4 4 3 4 -. (6, h + v- 4-4^ :h^/U:i>ll^) -N- (4 -X 

;i/7 7t'r ju^>v;i/) - 1 -tf^7->*>:^;i^4?^ii-5 h (jb^ti4 4 3) 

IR^: 79!i; 

'H-NMR(DMSO-da) 5 (ppin) : 8. 56(1H, s). 7. 76(2H. d, 1=8. 3Hz), 7. 45(2H. d, 
J=8. 3Hz). 7. 30(3H, br). 7. 24(1H, s), 7. 17(1H. s). 4. 32(2H, d, J=5. 6Hz), 
3. 93(3H, s). 3. 92(3H. s). 3. 61-3. 59 (8H. m). 
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FAB-Mass: 487 (M* +1) 

4 4 4 N- (2. 3-i^t\^U^>'/ [1. 4] i^'t^ ^^)],) 
-4- (6, 7 -iy^f^h^'y- 4-^i-V^)=.)\^) - I - \^^y iP>tl Jl^t^^'^ 
5. H iif&^4 4 4) 

97!l! 

'H-NMR(CDCl3) (5 (ppm): 8. 67(1H, s). 7.25(1H, s). 7.09(1H, s), 6. 90-6. 82 (4H. 
m), 5. 21(1H, brt, J=5. 6Hz). 4. 31(2H. m). 4. 02(3H, s), 4. 06-3. 95 (1H, m). 
3. 98(3H. s), 3. 74-3. 63 (8H. m). 3. 59-3. 48(2H. m). 
FAB-Mass: 466 (M* +1) 
&.T(DmmM4 4 5~4 4 7 IZiiliTfi, 4 - ^U^^yzy)\,7 ^ >(Df}^t>D 

445 4- (6, 7 -y^h^y-4-^i-'/U:z)l^) -N-y^ii-i/ 
1 -\£^y'y>^ttl)l'ts^V-S. K ak^i^4 4 5) 
W: m 
MM.: 99-100 t 

'H-NMRCCDClj) 6 (ppm): 8. 68(1H. s), 8. 06(2H. d. J=7. 3Hz), 7. 67(IH. m). 
7. 54(2H. m). 7. 28(1H. s), 7. 13(1H. s), 6. 94(IH. br), 5. 19(2H, d. J=3. 3Hz). 
4. 20-4. 16(4H. m), 4.04(3H, s). 4.0I(3H, s). 3. 91-3. 87(4H, m). 
FAB-Mass: 452 (M* +1) 

MMm 4 4 6 N-[l- (4 -i^; □□7x-;i/) v^^DT'P tf;i/;^5^;i/] - 4 - 
(6. 7 -i^}f^h^'y-4-^i-V^):^)V) - l-[f^yi^>9ttiJi^^^^-^S. 
H iit^^4 4 6) 

Mj^s-. 108-111 t: 

'H-NMRCCDClj) (5 (ppm): 8. 63(1 a s), 7. 32-7. 22(5H. m). 7. 09(1H, s), 5. 56(1H. 
brt. J=4. 3Hz). 4. 03(3H, s), 4. 00-3. 91 (4H. m), 3. 98(3H. s). 3. 88(2H. d, 
J=4. 3Hz), 3. 84-3. 80 (4H, m), 1.02(2H. ni). 0. 93(2H. m). 



283 



wo 98/14431 PCT/JP97/03510 

FAB-Mass; 500(M* +3), 498(M* H) 

mmm 447 4- (6. 7-v/^+■>-4-+:^^yu:l;^) -n-[2- (4 

--rs^yu;i') JL^)V]- l-K^y'y>f-ttJ)Vt^^^^}i (fb^t)4 4 7) 
35!i; 

'H-NMRCCDCls) (5 (ppm): 8. 64(1H, s), 7.99(1H. brs). 7.60(1H. s), 7.29(1H. s), 
7. 24(1H. s). 7. 12(1H. s), 6. 88(1H. s), 4. 16-4. 13 (4H, m). 4. 02(3H. s). 3. 99(3H. 
s), 3. 93-3. 83(6H, m), 2. 91(2H. t. J=5. 9Hz). 
FAB-Mass: 428 (M* +1) 
U^T(^^M^J4 4 8~4 5 SfCfetiTii, 4 'J-yn^)]/^yi;)[.7 ><D 

f}^t>io\zMjt^-r^75.>^m\^^^zt&.^it. mmm 1 5 4 tmm(D:ifmz^o 

4 4 8 N-^>vJl/-4- (6, 7 4-=^tV^)-)V) 

'H-NMRCCDCla) 6 (ppm) : 8.68(1H. s). 7. 40-7. 26(6H. m). 7. 12(1H. s). 4. 95(2H, 
s). 4. 03(3H. s), 4. 01(3H. s). 3. 75(8H. m). 3. 05(3H, s). 
FAB-Mass: 438 (M* +1) 

mmm 449 4- (6. 7 -i^^h^'y- 4-^i-v^)=.)\^) -n- (4-^ 

7x-;i') - 1 - kiKyz^y^ttuvt^^D-s. \^ (it^^4 4 9) 

iR^: 64!l! 

'H-NMR(CDCl3) 6 (ppm): 8. 64(1 H. s), 7.72(1H. brs). 7.24(1H. s). 7. 13(2H. d, 
J=8. 9Hz), 7. 09(1H. s), 6. 86(2H. d. J=8. 9Hz), 4. 08-4. 06 (4H. m). 4. 01(3H. s), 
3. 98(3H. s). 3. 85-3. 82 (8H, m), 3. 14-3. 1 1 (4H. m). 
FAB-Mass: 495 (M* +1) 

4 5 0 4- (6. 7 -->'>C h4^v-4-4^:^^/U-;i/) -N-C4- (6 
2 -^>>/^7yU Jl/)7x-;l/]- I -\£^yi/>^ttl)lt^^-^5. 
F Ut^^ 4 5 0) 
itX$: 573! 
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'H-NMRCDMSO-de) d (ppm) : 9. 69(1H. brs), 8. 56(1H, s), 8. 01(2H. d, j=8. 3Hz). 
7. 93(1H, s). 7. 91(1H, d. J=7. 9Hz), 7. 57(2H. d, J=8. 3Hz), 7. 36(1H, d. J=7. 9Hz). 
7. 26(1H, s), 7. 24(1H, s), 4. 17(4H. m), 3. 94(3H. s), 3. 94(3H. s), 3. 87(4H. 
in), 2. 46(3H. s). 
FAB-Mass: 557 (M* +1) 

4 5 1 4- (6, 7 -'J;^h^y-4-^i-V^}=.)l) -N-[4- (2 
-lfUv;i') 7X-JI/]- 1 - t!^7i^*>^^:^>'l'4?+1t5 h* (ft^tl4 5 1) 
IR^: 72!tl 

'H-NMR(CDCl3) a(ppin): 8.67(1H. d. J=4.6Hz), 8.65(1H. s), 7. 98-7. 95 (2H, d, 
1=8. 6Hz), 7. 78-7. 67(3H, m), 7. 31-7. 20(4H, m), 7. 08(1H, s). 4. 16-4. 06 (4H, in), 
4. 02(3H, s), 3. 98(3H, s). 3. 93-3. 80(4H, m). 
FAB-Mass: 487 (M* +1) 

mmm 452 4- (6. 7--;/ h^v'-4-+:f-7u-jp) -n- (2-5^ 

x-;i/pC5^;i/) - 1 - tf^^v^^^^^i/^+iJ-s K ({b^ti4 5 2) 
W: m 

'H-NMRCCDClj) 6 (ppm): 8. 62(1H, s). 7. 24(1H. dd, J=5. 3Hz. l.OHz), 7. 23(1H. 
s), 7. lOdH, s), 7. 05(1H. dd. J=3. 6Hz. l.OHz), 6. 96(1H. dd, J=5. 3Hz. 3. 6Hz). 
6. 18(1H, brt, J=4. 6Hz), 5. 08(2H, d. J=4. 6Hz), 4. 12-4. 07 (4H, in). 4. 01(3H. s), 

3. 98 (3H, s), 3. 86-3. 82 (4H. in). 
FAB-Mass: 430 (M* +1) 

mmm 453 4- (6. 7 -i?^h^iy-4-^i-v^)=.)V) -^-[2- (2 

W: m 

'H-NMRCCDClj) a (ppm): 8. 65 (IH, s), 8.51(1H. dd. J=5. OHz, 1.7Hz), 8. 12(IH, 
br). 7. 63(1H, ddd, J=7. 9Hz, 7. 6Hz, 1.7Hz), 7. 26-7. 18 (3H, m), 7. 13(1H. s). 

4. 15-4. 06 (6H. ni), 4. 02(3H, s), 4. 00(3H. s), 3. 88-3. 85 (4H, m). 3. 11(2H. I, 
J=5. 9Hz). 

FAB-Mass: 439 (M* +1) 
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4 5 4 N- (2. 3-vtKO^>7[l, 4] v^:^ -> 

-4- (6. 7 -v^ l>=l-'>-4 -+:f-yij-;i/) - 1 - tf v >5't:^;i^4^ 

H 5 4) 

IR*: m 

'H-NMR(CDCl3) a (ppm): 8. 65(1H. s), 7.26(1H. s), V.lKlH, s). 6. 90-6. 83(4H. 
m). 6. 20(1H. brl, J=5. 3Hz), 4. 53(1H. m). 4. 36(1H. dd, J=11.6Hz. 2. 3Hz). 
4. 27(2H, Di), 4. 11-4. 04(4H. in), 4. 03(3H. s). 3. 99(3H, s). 3. 95(1H, m), 

3. 92-3. 85 (4H, m). 
FAB-Mass: 482 (M* +1) 

mmm 455 4- (6, 7--:^^^ h+->-4-+:^-'/'j:i;L') -n-(4- [1 

H (^k^tl4 5 5) 

'H-NMR(DMSO-de) 5 (ppi) : 9.57(1H, brs). 9.25(1H, s), 8.56(iH. s). 8.23(1H. 
s). 7. 79(2H. d. J=8. 6Hz). 7. 53(2H. d. J=8. 6Hz). 7. 26i(lH, s), 7. 24(1H, s). 

4. 17-3. 99 (4H, m). 3. 94(3H, s), 3. 94(3H, s), 3. 88-3. 89 (4H, m). 

mmm 45 e 4- (6, 7 -v^^ h+->-4-=^:fyu-jp) - n- [4- (2 

tl4 5 6) 

'H-NMR(DMSO-de) 5 (ppm) : 9. 39(1H. brs). 8. 55(1H. s). 7. 59(2H, d. J=8. 3Hz). 
7. 31(2H, d. J=8. 3Hz). 7. 25(1H, s). 7. 23(1H. s). 4. 13(4H, m). 3. 94(3H. s). 
3. 94(3H, s). 4. 05-3. 81 (6H. m). 2. 49-2. 46(2H, m), 2. 09-2. 03(2H, m). 
mmm 457 N- (4-7-th7$ H7x-;1') -4- (6. 7-v/h + v 
- 4-^i-V^)-M -l-\^^yi^ytl)Vt^^^S.\i ak^tl4 5 7) 

mmm2 2 mni^ntzN- (4-7^/7x-;i/) - 4- ce. 7-v^h 

+ v- 4-^i-V^)::-)\^) - 1 - tf^7 v>;*7Jl^^=^-!t5 K 514. Omgd. 26ininol) 
<D9^nn^^> lOml Mic, Jk?^T^S7Ki^^ 0. ISinKl. 89ininol)feJ;U^ h 'J x 
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5^;U7$ >0. 53inl(3.78iinol)<&iP^/c. Ml^X'H^l^mk. MA^m^ 

0. 18di1 (I. 89ininol):feJ:D^> UX5^;1'7 5 >0. 53ml (3. TSramol) $:SpA, MfcMit 

^bfz. Kj:t^m\z:^^ mm^^m. nm.^iy^}ti'f)v^u'^vtf 

yy^ -Tffigi-r ^ d i {; J; 0 , ^lEfb^tl^tefelS^B <!: LTf#;^Co 
iR$: 34!l! 

'H-NMR(DMSO-de) 5 (ppm) : 9. 79 (IH. brs). 8. 57(1H. s), 8. 56(1H. brs), 7. 44(2H, 
J=8. 9Hz). 7. 37(2H. d. J=8. 9Hz). 7. 24(1H, s), 7. 20(1H. s). 3. 93(3H, s). 
3. 93(3H. s). 3. 68(8H. m). 1.90(3H. s). 
FAB-Mass: 451 (M* +1) 

4 5 8 4 - (6. 7 -V^ V^'y-A-^i-'/^}-)V) - N- [4- (3 

-x^;p^^'i7i/-i' H) 7xi:;u] - i - tf^^v>:^j;i//t?4^it5 H ({l:^#j4 

5 8) 

%mm2 2 i-^n^btitzu- (4-75y7x-;i/) - a- (6, i-'j^v 

^'y- A-^i-'/^)-)V) - l-'^<yV>t)Vif^^'^^ K 514. Oig(l. 26mol) 
(D'J:^'f■)Vt^)Vh7^ H lOml mmz. X9)V^ V^t-yJ^- h 
0. 13inl(1.51inmol)2rlinAfco Mm^lStW^, X^)V^ V^t^T ^- h 
0. 13inl(1.5lininol)^JpA, ^izm^mWlTz. RfB^^mz^n. ZtllZ-k^^ 

mr^zt\zj:fo. ^mit^^^m^i^^Btb-cnrc, 

'H-NMR(CDCl3) 6(ppi): 8. 69(1H. s). 7. 71(1H. brs),' 7. 42(2H. d, J=8. 6Hz). 
7. 28(1H. s), 7. I5(2H. d. J=8. 6Hz). 7. IKIH. s), 6. 82(1H. brs), 6. OKlH. br), 
4. 04(3H, s). 4. 01(3H. s). 3. 77(8H, m), 3. 65(2H, m). 1. 18(3H, t, J=7. 3Hz). 
FAB-Mass: 496 (M* +1) 

4 5 9 4 - (6. 7 -y^h^y-4-^i-^/^)=.Ji') -N- (3. 4 
-^^^Uyyt^y^yy)]^) - 1 -\£^y'y>tl^t^^^S. K ({b^tl4 5 9) 

mmm2 o sx-'i^^nrzA- ie, 7 -y^ h^y- A-^i-'/^j=.)i) -n- 

(3. A- ?^^U>'yt^'y^>'y)V) - 1 - E^y yy^tti 5. \^ 



287 



wo 98/14431 PCT/JP97/03510 

152. 7ing(0. 33inmol)^X^y-;i/ lOml fC<^^$ii. 1 0 ^$7Ki^'^t:^ h U AtK 

4m^w^x'^mzLtz'^. 'j^uQ^^>rm. 

20% 

'H-NMR(CDCl3) (5(ppiD): 8.67(1H. s). 7.27(1H, s). 7. 10(1H. s). 6. 84-6. 78(3H, 
in). 5. 95(2H. s), 4. 80(1H. brt. J=5. 3Hz), 4. 37(2H, d. J=5.3Hz). 4. 03(3H, s). 
3. 99(3H. s). 3. 71-3. 63 (8H. m). 
FAB-Mass: 452 (M* +1) 

4 6 0 4- (6-;^ h=¥'y- 7 - 4 -^t'/^) - N- (3, 

4 6 0) 

6, 7 ->>^h^'y-4- (1 -tf^7v-;i/) ^i-'/^J>0)t^t>K)\Z6-yi. 
h^i^-7 -^^)l-4- (1 -tf^7->*r:;U) ^i-^/^J >^^\^^^z.tSknit. 

mmm2 0 stmm(D:^mz^K>sm\:^<f^^mco 

'H-NMRCCDClj) d (ppm): 8. 65(1H. s), 7. 68(1H. s), 7. 04(1H. s), 6. 87-6. 77(3H. 
i), 5. 97(2H. s). 5. 95(1H, brt, J=4. 6Hz). 4. 80(2H. d. J=4. 6Hz), 4. 09-4. 07 (4H, 
ID). 3. 93(3H. s). 3. 89-3. 85(4H. m). 2. 40(3H. s). 
FAB-Mass: 452 (M* +1) 

4 6 1 4- (6-7=/-7-X5^JP7$y-4- + :h7'J-;i/) -N 
-^>i^)l-l-\d^yz^>^ttl)\^t^^-^S.}i ({I:^tf4 6 1) 

^mms 6 i-ej#enfcN-^>v;i/-4- (7-x^;i/7^y-6--hD 

-4- + ±y'Jx;i/) - 1 -\^^y/y>^ttl)lt^^1ir5. K 4. 26g(9. 44niniol) 0 
X^y-)l lOOml io^XS7K lOiDl mmmiZ. ^l^TH&i^^. 26g(76. 3mol)*5cfc2>' 
mt^-^ • /N7KfD!^ 430ing(l. 59inmol)^Jn;l, 7)V::l>nm%TX' 4mm[im 
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W: 92X 

'H-NMR(CDClj) 6 (ppm) : 8. 54(1H, s). 7. 38-7. 37(5H. m), 7. 07(1H. s). 6. 93(1H, 
s). 5. 76(1H. brt, J=4. 6Hz), 4. 91(2H. d, J=4. 6Hz), 4. 07-4. 04(4H. m), 
3. 78-3. 74(4H. m). 3. 61(1H. br). 3. 30(2H. m). 1.68(2H, brs), 1.37(3H. t. 
J=6. 9Hz). 

FAB-Mass: 422 (M* +1) 

^M^J 4 6 2 4-(6-7irh75 \^-7-x9)U7 5./-4-^i-V^J:i)l) 
-N-^>v;i/- 1 -kl^y^yy^ttlJl't^^^S. V 6 2) 

*SE^J4 6 lTt#?.tlfc4- (6-75/ - 7 - X^}V7 5. y - 4 -^tV^J 
=.)V) -N-^>-y)V- 1 -E^yi^>9tti)Vt^^D-=. K 528ing(l. 25ininol)© 
>^)^^)Vt^)lA7^ H m\mmz. hUx5^Jl/7 5>0. 57inl(4. 09iiiinoi)*5«i;DC 
ilTKS^iSO. 31inl(3. 29mmol)$JP^, 7JHf>#ii^T, ^Urm^UkWLTc, R 

^sijK^&TKicfett, ^tnz-km^iM^. mbrz^^^^m^. 7Kz5t, ^i^i, 

urn-. 27% 

'H-NMRCCDCl,) 6 (ppm) : 8. 70(1 H. brs). 8. 42(1H. s). 7. 76(1H. s). 7. 32-7. 23(5H, 
m). 6. 74(1H, s), 6. 28(1H, brt. J=5. OHz). 4. 86(2H, d. J=5. OHz), 4. 75(1H, br), 
3. 93(4H. m). 3. 73(4H, m). 3. 06(2H. m). 2. 20(3H. s), 1. 19(3H. t. J=7. 3Hz). 
FAB-Mass: 464 (M' +1) 

Mmm 4 6 3 4 -(6 -^>X7S ]i-7 -J.^)V75.y -4-^tV^)~)l) 
-N-^>S;;|/- l-}£^y'y>9ttl)Vtsdir-^3. {it^^4 6 3) 

mmm4 e it#e)n^c4- {6-75.J-7 -x^)V7s.j-4-^i-^y^} 

-;i/) -N-^>9)1^- 1 -}d^yi/>^ttl)l^t^^-^S. H 504. 9ing(l. 20inmol) 
(Di?i7 nn > \m mm\z. h ^}x^)V7 3.>0. 50inl(3. ^mo\)i6^n^>V 
i'JI/^D'J K 0. 17inl(1.44ininol)i£iJ0;t, 7)lzly^m^T^ ^tSTi^^ltj^Lfco 
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38!i; 

'H-NMRCCDClj) (5(ppin): 9. 23(1H, br), 8. 36(1H. s). 7. 97(2H. d, J=7. 3Hz), 
7. 57-7. 22 (9H. m), 6. 79(1H, s), 6. 31(IH. brt. 1=4. 6Hz), 4. 83(2H. d, J=4. 6Hz), 
4. 65(1H. br). 4. 06-3. 86 (4H. m), 3. 67(4H, m). 3. 05 (2H. dq. J=6. 9Hz. 4. 6Hz). 
1. 17(3H, t, J=6. 9Hz). 
FAB-Mass: 526 (M* +1) 

4 6 4 N-^>>'*;i'-4 - [7 -X9)V7^/-6 - i3-X=^)lO\y 
i* K) -4-+:f>yU-;i/] - 1 - E^y':y>^^tl)Vt^^Dr3.\i ({b^tl4 6 
4) 

Mmm4 6 i-cf#e)nfc4- i6-7s.y -7 -x^)V7s./ 

-N-^>v;i/- 1 -\i^yi^>9ttl)Vt^^-^S. h* 502. 5ing(l. 19iDinol) 
(Di^^^)Vts)[^A75. K lOml X=^)V^ 'J^^i/7 ^- h 

0. lOmKl. 19iniD0l)=£j!)n^, ^UXl^MWbt:!. W\ZX^)V-( ^J^-t'y7 h 

0. lomKi. i9Biiaoi)^jjn^, s ox:r 4mmmi^Wbrc, Kmm^mmk. mz 

W: in 

'H-NMR(DMS0-d5) 5 (ppm) : 13. 00(1H. brs). 8. 59(1H, s). 7. 77-7. 74(3H. m). 
7. 64(1 H. s), 7. 36-7. 31 (5H, i), 4. 36{2H. m). 4. 00(4H. m), 3. 79(4H. m). 3. 55(2H. 
m), 3. 37-3. 28(2H. i). 1. 29(3H, t. J=7. 3Hz), 1. 13(3H. t, J=7. 3Hz). 
FAB-Mass: 509 (M* +1) 

•^mm 4 6 5 N-^>v;i/-4- [7-X5";i/7Sy-6-;<v;i'75y-4 
-+:^yUr;H -l-\i^yi;y9tfi)Vt^^^^V' (fb^'^4 6 5) 

%mmA 6 lTt#5.nfc4- {e>-7^J -7 -X^)V7iJ -A-^t^/^) 
X)V) -N-^>v;U- 1 - \f.^y'yy^ttl)lt-^-^^ H 528ing(l. 25ininol)(7) 
V^9)Vts)Vh7=. F ISml^JSt;. h U X^;i/7 5 > 0. 57id1(4. 09iDinol)4ocktK 
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/^>;^;i^*zi;U^70U F 0. 31iDl(l. SSmmoD^jUQX.. 7)V^>nm%T. ^UX'' 
^^mWbtzo Sl3;^^>7«;i'*i:Jl'^PU H 0. OGml (0. Slmniol) ^JOA, M 

rmMi^Ltio S)^:^^i&7Klc^^t, cntzftit^rjpx.. ^tBL/cM^^a®. 

'H-NMR(CDCl3) (5 (ppm): 8. 48(1H, s), 7. 76(1H, s), 7. 36-7. 29(5H. m), 6. 80(1H, 
s). 5. 94(1H, brt. J=4. 9Hz), 5. 27(1H. br). 4. 88{2H, d, J=4. 9Hz). 4. 05-4. 01 (4H, 
m). 3. 89-3. 86 (4H. i), 3. 19(2H, m). 3. 01(3H. s), 1.27(3H. t. 1=6. 9Hz). 
FAB-Mass: 500 (M* +1) 

4 6 6 N- (2-^auX^)V) -4- (6, 7-v^h + '>-4- + 
-l-E^yiyyt})\^t^^-^^\i (^b^!^4 6 6) 

JR$: 60!i; 

'H-NMRCCDCl,) 5 (ppm): 8. 70(1H. s). 7. 26(1H. s). 7. 10(1H. s). 5. 14(1H. brt. 
J=5. 3Hz), 4. 03(3H. s). 3. 99(3H. s). 3. 72-3. 64(12H, in). 
FAB-Mass: 382(M* +3). 380(M* +1) 

4 6 7 N-'^>v;i/-4- (3-X5";i/- 1. 3 - t H □ - 2 
+ 2H-<SiS^7[4. 5-g] + t7U>-8-<;i')- I -\d^y'y>9t 
tS)Vt^^^^ H ({b^tl4 6 7) 

iiM0iJ4 6 i-et#e.nfc4- ie-js./ -7 -x^ji^j^y 

X)V) -n-^>i/)l'- 1 -\d^7i^>^ttl)\/t-^-*)-5. H 502. 7ing(l. 19ininol) 
(DX^ y-)V mi 'f$mz. h UX^jl'TS > 1. 66inl(ll. Mm\) i:Ur.mtm 
^ 10inl(166iDinol)$JPA, 7;i'rf>f?ffi^T, ^UXll^^l^P^btZo mm^^W:. 

mm-, m 
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'H-NMRCDMSO-dj) 6 (ppm) : 13. 00(1H, br). 8. 60(1H. s). 8. 32(IH. brt. J=5. 6Hz), 
7. 76(1H, s). 7. 65(1H. s). 7. 33-7. 23(5H, m). 4. 83(2H, d. J=5. 6Hz), 4. 36(2H. 
q. J=6. 9Hz). 4. 07(4H, in), 3. 82(4H, m), 1.29(3H. I, J=6. 9Hz). 
FAB-Mass: 464 (M» +1) 

mmm 4 6 8 N-^>i^}v-4- {z-x^jv-z-^^ji-^h-^ ^yv 

[4. 5-g]^i-yU>-8-'f;i/) - l-E^y'y>f-ttl)lt^^-^5. H (it^ 
tl4 6 8) 

mmm46 iT#^»nfe4- (6-75y-7-x^;i/7sy-4-^:fyu 

-N-^>i^)]/- 1 - \i^yz/y^ti3)\^t^^-^i H 528ing(l. 2imo\)(D 
i^^^)Vt^)\^A7^ h* ISml m^Z. h UX5^;i/75 > 0. 57ml (4. 09ininol) fecfcO^ 
«^7KS^i!0. 3linl(3. 29ininol)^3tlD;l> 7Jm*>IIH^T. ^tSTi^lg^j^L^c. ;S 
f&fK^7jc(Cfett, CltltCftm^JD^. ^tHLfcJ^^B^ii®. tK^, ^JiL. i/'J 

i% 0 

IR^: 5!i; 

'H-NMR(CDC[3) a(ppin): 8.68(1H. s). 8.21(1H. s). 7.79(1H. s). 7. 38-7. 27(5H. 
d). 5. 95(1H, brt. J=4. 6Hz). 4. 9l(2a d. J=4. 6Hz). 4. 16-3. 93 (8H, m), 3. 09(2H. 
q, J=7. 3Hz). 2. 69(3H, s), 1.48(3H, t. J=7. 3Hz). 
FAB-Mass: 446 (M* +1) 

mmm 4 6 9 N-^>v;i'-4- (s-iLf-}^- 3h-^ s.yv[4. s-g] 

-}V) -N-^>i^)V- 1 - \^^y 'yy^til )Vt^^-*)- 2. K 504.4ing(l. 20inmol) 
Ovp^5";U^;i/A7^ H lOml mmz. JK?pTl?t!Uv>0. 29inl(3. BOimoD^ct 
y:^^-tf U;i/;^a'J 0. 13inl(l. 49inino[)^JP;l, 7;i'=i*>f?HaT. ^f^T^^ 

-TRUSTS ;i (!: Hi 0 . mmit^^^m^B^tbxmz, 
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iK¥: 55S! 

'H-NMR(CDCl3) (5(ppin): 8. 68(1H. s). 8. 36(1H. s). 8. I4(1H. s). 7. 91(1H, s), 
7. 37-7. 31 (5H, m). 6. 16(1H. brt. J=4. 6Hz), 4. 92(2H. d, J=4. 6Hz), 4. 33(2H. q, 
1=7. 3Hz). 4. 16-4. 08(4H, m). 4. 00-3. 97(4H. m). 1.26(3H. t. J=7. 3Hz). 
FAB-Mass: 432 (M* +1) 

1 1, 3-vtHD-l, 3-v>C^;i.-2-;t+V-8- (1 -tf^ 
5v-;L') -2H-< = yy [4. 5-g] +:^7'J> 

(1) 'j^^iDt^ mm^6 1 - 2 0 7 3 8 8) {I<J;0#6nSl, 3-i^tH 

7.86g(40.9mmol) W^StKI^^ 100ml l^iSlC^jUBi? 3.46ml(86.4mmol)$:JjnA. 

O'er 3. smfnmWbtc, s^£;^^S^*7Ktc*^t, ^iHbtzi^^^m^. 7KJ5fe, 

^mr^Zt\Z^y). l, 3-vtHD-6-:ihO-2-^+V-2H-^> 
y^' 5 -tl)\^t->m^^)l 7.78g(80%)S:#fc. 

(2) ( 1 ) Ttf^-nfeik^tl 7.78g(32.8mmol) (DP ^^)\/t^)V2:,7 i H 100ml 
^g^^H^K?#TT7K^^b:f h^JOh 3.94g(98.5mmol) ^JP^. IbIJS^IT 1 5 ^mi^ 
M^L. CnH3'i7fk/5^;i/ 6.13ml(98.5mmol)$:Jjn^, 1 . SStrB^JtJ^t 

3-vt h*D- 1, 3-~>*P^5";U-6--hO-2-:r=^rV-2H-^>y^5 

(3) (2)T#e)nfe<b^iiJ8.58g(32.4mmol) rox^'Z-JHOOml ^mziQ% 

^m^m^xmm^m^btzm. mm^mByxmmt^zt\z^io, 6-75 

y-l. 3-vkKo-l. 3-v^^;i/-2-:t+V-2H-^>7<5yy 

(4) (3) T#enfcft^#l CD :^Jl/A7 5 K 100ml ^mt: 190 t:-e2I^PBm 

t^CtlZ^i)^ 1, 3-vtHP-l, 3 2H, 7H- 
'i^yV[4, 5- g] ^i-'/'J>-2, 8 -v^> 4.73g (2^|5gT 64%)$:t# 
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(5) (4) -et#bn/i{l:^tl4.73g(20.6mmol) ^ ^t+v^fk 'J > 50ml ^-T 1 . 

3-->*tHP-l. 3-'J)f^9)\^-2-t^'J-2}i-'i [4, 5-g] 

(6) «g7Ktf^7>^> 17.72g(206mmol) (D-f V T^D tf ;L'7;H1 -;H00ml 

{C (5) Ttf^nAcfk^^^&SoA. DDHftiisftL/io SJiS^K^iiSg^. tt^nfc^ 
mzmfafi^y^^mx, i7D07|^;^AT^^tiiLfc. W^l^eSfntiSTKT^^'^. 

##^J2 1, 3-vX5";i/-l, 3 -vt KP- 2 -t+V- 8 - ( 1 -tf^ 
yi?IL)l) -2H--(5.yV [4. 5-g] =^^-fyU> 
##01J1 ( 1) Tt#?)nfc2. 3->'hHP-6--hD-2-:f+V-2H 

(2) ~ (6) izmmLrci3mzm\^xm'kKJt^^^^:it\zjzrt, 

##^J3 1, 3-vtKP-l, 3 -v^PhfJl/- 2 -^^y- 8 - ( 1 - t! 
##0iJl (1) T#?)nfcl. S-i^kHP-e-- hP-2-^:^V-2H 

(2) ~ (6) \z^mLrc:^m\zm\:xm'^Kjit^^^^:it\z^r)^ ^ib 

##^J4 1. 3-->*-:^^;i/- 1. 3-i^tKP-2-^=^^V-8- (i-e^^ 
##^J1 (1) Tt#?)nfcl. 3-vt h*P-6--hP-2-^4^y-2H 

-^>y< $yy-;u- 5 -;*7;i/4^>i[p<5^;i/43cfctK3'^7fk:^5";ui£:fflii, 
(2) ~ (6) \ztimLrz:^mzmi:xm'AKJt^-^'&^^tiz^*). mmit 
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##giJ5 4- (1, Z-i/hVn-3-JL9)l-l-^^)V-2-t^'J-2 
H--f ayy[4. 5 -g]+:i-y>J >- 8 - l-\:^-^y'y>tl)lt^>m 

tert 7*5^;UXXx;i' 

(1) WO 9 5 - 0 6 6 4 8(Cs21©:^ffiTt#6n?>7-X5=-;i/7$y-6-- 
Ha:^^:^-yU >-4 (3H) -:t> 5. 42g(23. 2inmol) $::t=^^->iS'fb U > 60inl I^T 

>X' Z^^mbtzo m&t: THFSOml (Ci^^^-ti:, ii7Ke^7->*> 
19. 95g(232. 0iiDOl)©X:$'y-^50il Mir, ^J^TTt^o < 0?1TL, ^iST 

l^^jtJ^Lfc, S;&JK&iilSti, lafn^tTK^JDA, ao^jPATttttl tfe, 

\z^r,. 7-x^;i/7Sy-6-xhn-4- ( l - If'^^ vxjP) +:fy'J> 
6. 28g(94!i;)^^#fco 

(2) 7 -X^'jl/ja y-6-XhD-4- (1 -e'^^'/x;!/) +i-7'J> 

1. 08g(3. TSmmoDcDv^ □ □pCrS' > 20inl ig^tC, *?^TT h U X^'JI^T ^ > 

2. 61ml(18. 7iniol)43<j;a?v-tert-:^5^;i'v:^-:}^:?i- h 1.33iiil (5. 79ininol) 

Mil-r^dtJCcfcO, 4- (7-x5^;i/75y-6-xhD-4-+:fyux;p) 

- 1 - }d<yi^ >tl}lt>ym tert-^^;UX7.rJl/ 1. 39g(92«) ^f#^c, 

(3) (2) X'i^ibnrzit'^'^ 1. Z9g(3. 22iniDol)©X:5'y-;i/20inl MMmz. 10% 
/l7v-:7A-^^ 300ing&JPA, 7K^^IjltT> ^JST 6 BifFBl^i^Lfc. mm^± 

y-i h-eiiisijL, i^m^^^itzm. 5sat^v^5^;u^ji/A7 5 f 20nii ic^fi?^ 

h'JX5"jl'75>2. 25ml(16. lininol)*3<i;t^l, 1 ' -tJ)Vt^=.)]/'y^ 

-)v 1. 05g(6.48inmoi)$*p^, 7)vzi>nmn.r. 80^-^4. smmt^Mn-L 

^j^TSZtl3<i;0, 4- (1. 3-vt I>'0-3-X5";i.-2-:t=^V-2H 
-^^y7[4, 5 - g]+:h7U >- 8 --r Jl/) - 1 - tf^^v 4^>iE 
terl-:/5^;UXXxJl' 2. 02g(quant. ) 

(4) (3) Tt#e.nfcjb^i|^ I.42g(3. 57ininol)(Z)v;^f';i'5l^;UA7^ H 15inl?g 
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m\Z. ^i^TT60!i;7K^ft:::>-hU'^A 213. 7ing(14. 8ininol)^i!JD;l. ^zSTaO^^l 
mJ^L, d ntc: 3 •i7^b^?;i^0.44iDl (7. OTmmoD^iP^. ^^MiX'mMWbrc, K 

jt^m^7}^iz$>\i. cniiftiisrjp^, tffttjL/c^ra^ji^, 7m. ^^t^zt 

#%^J6 4- (6. 7 -V/ h + ->-4-=t^:f7U:i;i/) -l-fcf^7v>? 

5^:t5f:;^y> 3. 06di1(40. Imiol) O o o ;i ^ > lOOml ^7 7 U 

67 06512 (196 8) l:IS«g(D;fyffi-Ct#^.nS 6 . 7-v;^ h + ->-4- 
( 1 - E^yi/=i)\^) ^tV^) > 10g(36. imo\)<Di^{7UD;f^^> lOOml iiJfiEis 
ctU^h UX5^;i.7S> 12. 4inl(89. Immol) ?£7lC?^TT«0o < OiP^fco 7;l^if>|| 

yy-< -Tttta-rs t (C J; O , ^tHft^ifel 6. 65g(52!i!) ^ffAco 

##^J7 4- (6, 7 -v7>il':tO-4- + :hyU-;P) - 1 - tf^75^>;^7 

(1) rfrfigc^2-7S/-4, 5 -->*7;i/^oSm#Bg 4. 81g(27. BimoDcDX^ 
lOial ^m\Z. t:^'Jv> 1.92ml(19. 4ininol)43<fcCXl. 3. 5-h'J7v 

> 2. 25g(27. 8ininol)$JPA, 7;i/if>l?H^T, 6. 5 P^rp^jD.^iiSIt Lfc. 

siiix, 7m. ^i^r^^itiz^y). a. 7-v7;i/^p-4 oh) -^i-v 

□ > 4. 37g(86!K)^#fc:. 

(2) (1) Tt# ^) nfc -^tl 1. 89g (10. 4inmol)&, :f +->i|jt U > 25iiil if T 1 . 

Ux5";i.75> 7.25ml (52. OramoDfeiC/N-tert-y h^i>;^;i'7|^x;i/fcf'^v 
v> 4. 84g(26. OnmoD^JpA, 7)Vzl>nm^T. ^iBT 3 Ptrsllj^Lfcc 

s*!^, mmz7K^tia^, ^mbTzf^^B^my^. 7m. nmt^ztiz^<o. m 

IBfk^tl 2. 60g(713;);£t#fc, 
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( 1 ) UraSO/N'-U >Sg52. 6g(3l3ininol)(7)vp^5';i/*JUA7 5 K 250inl mmz. 
^H^yr^mtl U 129. 8g(939ininol)=^i0o < OlinA, 'k^^V^it^y 'J )V 
78. 2inl(657inmol)=^t0o< OJD^. 7)lz!>nm^T. ■^Un^^^Wbtz. KH^s 

104. 2g{m)^%Tc. 

(2) (1) -et#?)nfc{b^i^22. 5g(64. 7ininol)(75te7Kg^iE 200inl jg^S-^- 1 5t: 

{c!^3L, ^mmm e. iimKissimoo^fip^, ^}^TT-7. smr^mwbtzo K 

a$ES^^>':/;UXXx;i'25. 6g(lOO«€:^lfc, 

(3) (2) T'ft^nfe^b^ife 10. 2g(25. 9ininol)©l^g! 120inl ?t?S(C, ^^y^' 
16f&5!5 9. 6g(146ininol)^lIPA, 7;Hf>flH^T, ^iST? 2 NFreUSj^Lfc. MiS 

:feig7KTj5feit. mymmi-h'j'yAr^mb. ^m^^t^z.t\zx^ 2-7=. 
J - A-^yV)V^^i/- 5 -p^ h+>'^mM^>->*;i^xxx;i' 9. 2g(97!i;)^ 

(4) (3) Tt#?>n^c{b^'^ 9. 15g(25. 2ininol)=£*;i-A7 5 F lOOml ^'Tl 5 
h^v-4 (3 H) -+-^yo> 6. 18g(87!i;)^#fc. 

(5) (4) Ttt^nfcfb^tl 6. 83g(24. 2iniD0l)€:t4^v:t^bU > SOml I'TSBt 

2IiIft?»Lfc. n^^i/^^u:^^y\z^m-^^^ ma^k^Hfi-^ik^ . MzKifei! 
± H 'J -^7 AT^j^ L , ?§«f®S-r i: J; D 7 - ^ > v-';L'^=^^ V - 4 - ^ □ o 

(6) (5) Tt#^.nfcfb^i^ 6. 66g(22. 2iD!nol)$: THFSOml iCi^ii^ii, hUX 
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5";i/7S > 15. 5inl(lllininol)*3cta^N- ten - h4^x;^;i'j}^-;Hf ^7 v> 
12.4g(66. SmmoD^in^, 7 )V^>nm%Tr ^m^M^.^^^ltz, KJlL^m^M 

mm^^^b^ nmzA^M^. cmz-k^^na^. mirzi^^^m^. 

i-V^)=-}V)-l-\£^y'y>tl)Vt^>m. \en--:f9)VX7.7')l 9. 25g(93!l!) 

(7) (6) Ttten/ifb^ii^l 67g(10. 4iniol)'&X^/-;l'40inl iCig/g^-B:, 

hTjSg'Jb, ^^SSv^^^^^UTf^^UAT^ K 30inl 

\zmm . j^^AU-i/A 1. 72g(l2. 4iDinol) *3cfca^3'^ft:X5^;U 
l.24inl(12. 4iniD0l)^JPA, 7;i/:^ >l?H^T^iaTi^^jti*Lfco SJt^l^^$:7KlC 

•7h^y7 ^ -fC cfc 0*tlS-r S C i: (3 J: 0 , ^E^b^i^ 3. 28g(82X) Stffc. 

##^j9 4- (7 --fy^oij^^t^.i/- 6 ^^v-4-^:^yu-;^) -i 
Ux;p) - 1 -fcf^7v>;f7;i/7)^>K tert-y5';i/XXT;i/:fecku^3'^fb< vy 

1 0 4- (6-xH + >'-7-^ h + >'-4-^-:hVUx;|/) - 1 - tf 
r!Jig<D<VA*x>j >i?*fflv^5::<hiJ^n«. #3|^«J8 (1) (7) \ztmi' 

tzijmzmcxm'AK}:^^'^i^^zt\z^<o. mm\:^^t:mc. 

##^J 1 1 4-, {7 -^h^>'-6-)^'y)Vt^'y-4-^^'/^)-)V) -1 
(1) rlTieW^ V/N'XU >i!5fflVi§::cteil^1'ti, ###1J8 (1) ~ (6) (CE 

mLrzijm\zt$\:xm'AKJt^^-^^::nz^f). {6-^>i^jit^'y- 7 

h + v-4- + t7Ux;i/)- 1 -fc:^7v>;^;i/4^>S! tert Zf9-)l:L7.'r}V^ 
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(2) (1) T#^)n;t{b^i^ 965. 4ing(2. 15miiiol)^X^$7y-;U20inncM$-y:, 

izmM^-&> h^)X9)l7 5.> 0. 90inl(6. 46ininol)*3cka^ilfbp^^'>X;U4^-;i/ 
0. 25ml(3. 23niinol)<&j!)P^. TJl/if >f?ffl^T^iaT*l^]tit Lfc, tfU->'>l5inl 

^m?.. ^\zn^i^WLrzo K^^m\z^^ mu^^m. 'y^jti^ 

##0IJ 1 2 4- (7 -i^OD- 6 --hn-4-+:h>/U-;U) 

v>:^j;i'4^>i! tert-:/5";i/XXT-;i/ 

wo 95-0664 8{C|SicC0:^feTt#bn5 7-i7nD-6 - "ha- 4 
(3H) -+:i-yp>$i5^5eJl^«. ##«?ij7(D (2) iCipCT^IBit^tlStf 
/!:(45Si). 

»#^J 1 3 4- (4-^>7[g]4^:f yU-;P) - 1 -lf'^7'>*>;*JJl/3J^>^ 
tert-75';i/XXx;i/ 

• t:/ • lf "JrS*;i/ ♦ Vli-Xx-f-O. Chem. Soc. ). 4191-4206 

{\m)\zmmo):^mrn<bM4 oh) -^>y[g]^:^y□>^^^5J^ntt. 
##0ij7(D (2) \zf$i:rmtiit^^^nrzaz%)o 

1 4 4- (6, 7 -X^Uy'Jt^'y-4-^tVV:^)V) 

1f--»-:h;i":t>^-:J— :yx«j/^"^5x hU-d. Org. Chem.). 40, 356-363 
(1975)(Ci2l!cO:l^ffiTt#?)n5 6, 7 -X^l/>>;^^ v- 4 (3 H) 

a>^i^3t)i^tt, ##0ij7(7) (2) izmi^xmmt'^^^ntzimo 

##^J 1 5 4- (2-;^ao-6. 7 - 1 

fljSS0 2, 4-i^^UU-6, 7 - h + v4^-:hy'J > 4. 62g(17. 8niiB0l)(D 
v^^^JI/^Jl'ATS K 50inl h^)x9)V7^> 12. 4il (89. Immol) *3 
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N-tert-y H + ->:<j;i'4^rjHf^7v> 3. 65g(19. 6ininol) ^^iP;l, 7)VzI>n 

ffl^T> ^mm^i^WLtc. Ki:^^m^7i^\z&\-f. z.n\z-k^^mA. ^mbtz 

1 6 4- (6, 7 -'J^h^'y-2-=t)Vt^^) y - 4-^t'/^)=L)\,) 

1 5 T#^>nfc{b^tl l. 22g(2. ggmmoDON - ^5^;^^ P U H > ISml 
miZ. ^JP^JnU > 1. 30inl(14. 9inniol)$:j!lP;i. 1 4 0 t:T 3 I^FBlDDfijSj^ Lfc. 

C t (C J; 0 . ^IH{k^#I 850. 9ing(62S;) ti^fz, 

1 7 4- (6, 7 -v/ h:^^v'-4-:^^/ u;i/) - 1 -e^7v>:<7;i/ 

t->m tert y^;l/XXx;l' 

'»-• t;i":t7'-v-7^ 'J:^>";rS;^;jl/-V1tX7^^'- (J. Am. Chem. Soc). 
68. 1264-1266 (1946). (CfB^(D:^ffiTf#^.n^4 -t Kp4^->- 6, 7-->*Xh 

+ U >^fi£^jJi^[i, #3|^J7(7) (2) ic:if5i;T^fSlb^#j^t#fc(iO!i;). 

##^J 1 8 4- (6, 7-i/*;^ h + '>-3-X|>:^>';^;i/7}?-;i'-4- + y'J 
;U) - 1 -tf^7v>:^;i'5j^>S! tert-7^Jl'X;^x;i/ 

• :t:/ • p^x^ '>:^;^ • K U-(J. Med. Chem.), 14, 1060- 

1066 (1971){Cl2«t(D:>^STt#e)n^4-^nn-6. 7-i7^ h:^->-3-Xl> 

(9U). 

1 9 4- (1 y=^^y'j;i/) - i -e^7i^>:tjji'5i^>i? 
;i/xxr;i/ 

2 0 4 - (l-7^7vx;i/) - 1 -h!^5v>;^3Jl/#>i? tert-:/^ 

;i/xxx;u 

(1) fUlScDl. 4 -'>*i7 □07i?7->*> 2. 09g(10. 5mmol)©N-pC5^;i'kf □ U 
H> 20ml mmz. h UX5^;i'75 > 7. 32ml(52. 5mmol)*5j;t;N-tert-:/ h + 
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ti )V - A \^ ^ y y 2. M\2Amo\)^m^, 7;i/Zf >||fflMT. 7 Ot:T 

0. 4- (4 -^op- 1 -7^7v-;i') - 1 -fc:^7v>:^;i'7}^>i? tert- 
:/5"Jl/XXx;i/ 2. 77g(763!) 

(2) (1) Tf#e>nfclb^tl2. 30g(6. 59iniBOl)i&M30inl (Cjgi^^-B-, 10%/^ 

h y 7 7 ^ -rmmt^ zt\z^o, mat^'^ m. emgcsw ^mc, 

##^J 2 1 4- (1. 3->7X^;U-l. 3 -vt KD- 2 -:t+V- 2H- 
[4, 5 -g] 7^'5v> - 5 --f;i/) - 1 - lf^7v>:^;i'^>i? lert 

(1) X KP> • I/^S'-t: (Tetrahedron Lett.), 28. 1389-1392 (1987) 
tCl2«(D:^^HJ;0^fiKTtS 1, 3-'>*tHD-5, 6 - vp^^Jl/- 2 H -^^ 
>7^ 5^7-;!/- 2 -:t>48g(296iDinol)CD'>';^5';i/*;i/A7 5 H 200ml jg^tC, 
JKi^TT 60a;7K^{b-t hU-i/A 25g(625inmol)'&J!]0A, \Q ^f^mWirc'^. 3^it 
X^;i/ 50!nl(625ininol)$:iPA, i^M^gT^ IBtPB^ItJ^LpS:, SjtS^SJfCTKlc: 
35tt, tlfttlLfc^S^&jS®, 7K^5fe, l!;JSUT, 1. 3-'>'X5^Jl.- 1, 3-vt 
HP - 5. 6 -v'^^;!/ - 2 H-^>7-r 2 -^>^#fe 
37. 6g(58S;), 

(2) ( l)Tll?>nfc{fc^tl47g(215ininol)S tert-^^y-;!/ SOOml tTK SOOml 
(^^i^j^tt^lCigjUU. llO'CTJin^lti^LJiC^ie., jaT>;?/>iE;>7 U a 

i70g(i. 08]Doi)$#5>«r{ijSD^fc. m^mx' immimmwbtzO)'^. -ty < 
^^rmv^mmi. mm^mmbTco %ibntz^^^yK\z^Mb. zz{z2Nmm 
TK^js^&iiTL, mbrz^^^B^m^t\i7i^r^^ix 1 , z-'ji.^)v-\, z 

- vh Kp - 2 - t^v-2H-Ky^/^ ^y'J-)V- 5 . ^ -viDit^ym 

40g(67X)$1#fc, 

(3) (2) Tt#?)nfcfb^tl 39. 6ing(142inmol)S:l^i! 20O111I <h* 200ml cDjg^ 
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1, S-'JJLf-)^-!, 3. 5. 6. 7, 8 -A=1^-y-fc h*P- 2H, 6H, 
7H-^ S.y^/ [4, 5-g] 7^^->*>-2, 5. 8 - H U :t > 27. 6g(71!l!) $ 

(4) (3) unibtiTzit'^^^^m^^^ztMit, mm7<D (2) izmcx 

□ -2H-'f [4. 5-g] 7^^i^>-2-:t>(64!l!)$:t#fc, 

(5) (4) rnibnrzit'^i^^m^^^^t&s!^\t. ##^ji9(7) (d icqsi; 

TM^S$-t^•5:Itic:ck^9, 4- (8-^oo-i, z -'Jx.=J-)V- i , 3-->*t 
KP-2-:t=^V-2H--r5^y [4. 5-g] 7^^ v>- 5 --f;!/) -1 
-}f.^=7'jyti)Vifsym tert--:^^;i/X7.x;L' l. 81g(89%)$#fc. 

(6) (5) Tt#e)nfc{l:-&tl 954. 8ing(2. OTmiDoDroS^St lOml igjgeic. 
v'^A-M^ 200ing©7K2inl *3J;U:Kgg3iDl (OiS^S^SrJP;^, 7K^^S!tT> SOTC 
m.^nmmMWLtz. tt!K&-fe7^ htJiSUL, 5^j|$:->'J* 
y>ll/i:7D-7h^^7-<-{Cckl9 3lti!T§il<!:T, TO^b^*^ 453. ling(51!i;) S:t#rc. 



'ft:-^!^? 7 1 0 Omg 

^ «l 60mg 

3 Omg 

t*-;i/7;i/p-;i/ 2mg 

XxT'J >®?T^^^'>':7A Img 

<b^#j7 7 15 Omg 

?L H 2 8 Omg 



302 



wo 98/14431 



PCT/JP97/03510 



mmm 3 i^uy^m 



it^^i 7 



1 0 Omg 



mam 



4 0 g 



4 Omg 



1 Omg 



0 . 1 c c 



^ntcTK^jp^T^a 1 0 0 c c tt^o 
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» ® SB H 

( 1 ) -j^SiC ( I ) 



I 




(I) 



;ioT 1 ~4ji©7;i/^^;i/S-em^$nTViT'£)ckVi 1.4- tf^^ 
7-u7')-)V7)v^)v^-^^h. R'\tw^7)v^)v^. ^WkhL<mm^(Dm 

-JH> §lfefct<tt^fffi^ro7 5;i/^;i/S, S^feL<«I^MM©'\rP7U 

gii>bL<ttl^fiife(^'\ra7U-;i/7;i/^;i/S> -cor'" (5:4^, 

o7;i'=i^;i^s. wmhL<\t^mwmm^7)v^)vm. w^%h<mmm(^ 
mm^^mnm. w^hL<mmw7)\''r::-)vm. wm^h<mmwk<D7 
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'y7/m. -OR'' [^5:4". R''\mER"'tnmx'$>^f)\ -cor" (s^^', 
R^'^muR^tmrnr^)^) ^fcn-so^R'^ c^t, R'niifieR"<f:isia 

Ta&5) ^Sf] , -NR-'R'" i^^'. R''\tmtiR''tmmX'$>K). R''\t 
iIfER'°t|WI«T*S;!)\ -SO^R" (iC-fs R ' 'tttfJlSR " c!:|wI«TS ^ 

[^^. x'immm^i^ft\mnw^i-^mL. R'''itR''tmm-v$>^f}\ -o 

R" (t.^. R"tiWIBR"tl^iETfe§) Sfcti-NR'-R^' (i^ct^, R^-^ 
WieR"'tl^8T*0, R''«MER'°<!:PI«?Tfe§*^ R^'t R^'Ti^SHg^l-S 
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